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(57) Abstract: A compound having an affinity for a cannabinoid 2-type receptor. It is represented by the 
formula (I): (I) wherein R' represents a group represented by the formula -Y*-Y^-Y^-Ra (wherein Y^ is a 
single bond, etc.; Y^ is -C(=0)-NH-, etc.; and Y^ is optionally substituted aryl, etc.), etc.; R^ represents 
(I) hydrogen, etc.; R^ represents alkyl, etc.; R^ represents alkyl, etc.; and represents optionally substituted 
alkyl, etc.; provided that R^ and R* may in combination represent a ring in cooperation with the adjacent 
atoms, etc. 
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(57) 



R2 




RM±JC : -Y'-Y2-Y'-Ra (jS.^. Y Mi#lg^^ ; Y ^tt - C 
( = 0) -NH-I? ; Y^tiSt^^tiTl^r J;^^7";->'^^) trs^^n-ss^ ; 
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15 j^ffiS* >:M^y Hg^^rrf^;^ hi:bTs T^^^ym^m') 

i>C il:6s^5>nTVNS*s. ^e>{c:. Hypertension (1997) 29, 1204-1210 7 

25 & mu L . ^mmMifms ifnamfm. mmw^ ^mt^itifitoti^^tcii Nature, 

1993, 365, 61-65) » 
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^^mmm. mi^imm. mmmt^xm^i^^tix^^^ (Nature, 1998, 349, 277- 

281)„ 

•&t>il bT{*> WO99/0249 00/40562fc*y n>il^ 



l^U F>g|^#:J;L-C{i. EP048180 2 ;RtJ« J. Med. Chem. 1998, 
10 36, 953-066 gBigOtrtH I V?S't4*;fr •S-fb-^tJAs^tf 5>nSo 

4 6 0 6 8 K:i3|g^nrv^2»o^fc^WTCD(B)t5^f t U Y >m^^i!fi^J. Chem. 
Soc. Perkin. Trans. I (1984) pll73-1182 C IB^^ tlT -5 o 



20 (1 ) (I ) : 




HzNOaS. 




2 
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r2 




. ^iy:fy)i^7n-)]/s g^^l^i^r^^T'fe J:^^:l!3;^>'f^^• -< vf-iti/Ti- h ^ ggl 
^tiri>r4) J:^^T^>'s bKD:^s/, T;V'3:;\f5^s t^i/-^-— ;i/ 

-&3ll*g^fe^n-^:v^•r'&<tv^T;^^^>t•^ t) ; YMi#ife-&^ -o-^ -o - c 

( = 0) -O-C ( = 0) -0-. -0-C ( = 0) -NR^-. -0-SO 
2-s -NR^-. -NRb-C ( = 0) -NR''-S02-^ -NRi'-C ( = 

10 NH) -NRb-C (=0) -0-> -NR^-C ( = 0) -NR^-, -N 
Rb-C ( = 0) -NRb-SOz-N -NR^'-C (=S) -s -NR''-C ( = 
S) -NR^-x -NR»>-S02-NR''-. -NR^-C ( = NH) -NR»>-. 
-S-. -SO2-O-. -SOj-NRb-, _S02-NR''-C (=0) -N 
R**-. -C ( = 0) -0-. -C (=0) -HR^-s -C ( = 0) -NRb- 

15 C (=0) -C (=0) -NR'^-C (=S) -C (=S) -NR"-, 
-C (=S) -NR^-C (=0) -C ( = NH) -NR"-. -C (=0) 
-^ -C ( = 0) -NR'^-C ( = NR^) -X(*-C ( = 0) -NR'>-NR»' 

ig^^l^tlTl^T<fe J:v^T;^:^^-;^. it*fe;^nTVNT% em 

20 ^tLTV^T 4) J:v^^m^i^SXttT^/;l/X•^ t) ; R''li^n^naAi[b-C7jcm. S 

3 
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i^Ti-y^ ffiJfe^ttTV">-Ct <tV^7^ bKDdri/^ 7}\/:2^i/, 7)\/^))/=f- 

-so-. -SOa-. -NH-. -C ( = 0) -CHa". -C (=0) - 
NH-X{i-NH-C ( = 0) ; R = ^iem^^^TV^T^) J:V^^^^^a 

15 fiJft^ixT VNT*) J;v^T;^^^>. T;pdpcii'>. - 

-S-, -so-. -S02-. -NH-. -C (=0) -CHj-. 
-C (=0) -NH-E-Xtt-NH-C ( = 0) -"^^t) ; E ti^l^^^^lttS 

■t4»<ti^T;i/*;i/XJ*S; : - Y8-Re (^^^ Y6{dt*ig-&. fijfe^n-rvNT* 

J;Int;1/^V>. T-'l/'ir:::!/ >x 7;P^-^>> -0-. -S-. -SO-. - 
S02-^ -NH-. -C ( = 0) -s -C ( = 0) -NH-E -3^{±-NH- C 
( = 0) --efe D ; Ett#^^X«sm^ntV^T*)ct^^5';^:^P^>t!$> t) ; R« 

xtt. R^stjfR 3<z)m-^t)-&. R3;5ijfR4 0ia-&t>-&. R''ZfcyfR5©iia-&t)-& 

4 
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*)«J; < ; 

IB ( 1 ) i:llic«T-fe5) xm-^ti^mx^^±m ( l ) i3^®:iiJ>:Mfy-f K 
(3 ) R5^^^x^il^Sljf/Xii^|gWi^-&AS:/^^£b-tV^•C^) J;v^g^fe$n-C 

15 -CVNT * J:i>T;i/:3ri/ >t!fe D ; R«ttgil^i^T^^T*) U-;i/> gJSl^ti 

■rtrNTt a7';i'^;i/> »gl^^^T^^•r^)<i:^.^^7^p:^';-;l/X{iM^^^ 

(4) Ri;{)SS?;:-Y»-Y2-Y3-R'^ (^tt^s Y's Y^ Y^, R'^St^*R'' 

20 tt±fB (1) tnmmxh^) xm^n^hmxib^^w, (i) ~ (s) 0v^^^^ 

(5) Ri:isS(;:-Yi-Y2-Y3-R'' (itff> Y^s Y ^^S^tJ^ R '^tt±IB ( 1) 
i:|elScS-C-^ b ;Y2{i-0-. -NR^-C ( = 0) -Xtt-C (=0) -NR 

''-T-feD ; R'>tt2k^Xttg^fe^^^r^^T^)ctl^7;l/:^^;^T•fe5) -eg^^ns^ 
26 ffeS±iB (4) 13180* >:M;y'f K 2 M§^^*:^fiH4Elil^^^Ktl^ 

(6) R 3]S^t>*R*AS-ii^::^to■tV^:S^l^±l3 (1) ~ (5) 0 V^1°^^*»Ci3« 

5 
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5 ^\,\T)V^;i-^$>^ (^iU, R^:St/fR^AS|^^{C7jc^-C^§:^^<&^<o ) ±iB 
( 6 ) IBIg© * > ± t y -f F 2 S§^i$:^inl4gmM«g!l^ 

(8) R32S5:VR*As-i^t:fto-C^ Pg^f ^SM^ii^^t^x nM^ZfcV/Xtt 

(9) Ri^s*^. io^viii^iys ^ v^:tt^7i- t^j. 
tKD^api/, *;i//t^^';i/5^{iiC : -Y1-Y2-Y3-R* Yi:St>*Y3 

20 (=0) -0-C ( = 0) -0-, -0-C ( = 0) -NH-. -NH-. 
-NR»'-C ( = 0) -> -NH-C (=0) -0-. -NH-C (=0) -NH 
-^ -NH-C (=S) -NH-> -S-. -SO2-O-. -SOa-NH-^ 
-SO2-NH-C ( = 0) - NH-s - C ( = 0) -0-s - C (=0) -NR 
-C {=S) -NH-. -C (=0) -NH-C ( = 0) -C (=0) 

26 -NH-C (=S) -C (=0) -C (=0) -NR»-C (=NR»') 
-Xtt-C ( = 0) -NH-NR^--??$) t> ; R "^ASg^^tlT ^^■c * J; 

6 
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tHDdpj/, j\uvyi)CiT)\/^)VTSt.-u-/^\tf\uffy^T)Vzi^i/) , ggi^ti 
IBJi^n-cvsT* Jiv^'^T^Dp";-;!/ (ig^l3li:tTtt^ ^^rVs 'st^dtu- 

^-\yyyL\t~ c (=0) -NH-7;i/^w,>-ffe t) ; R<ittgm^ix-r V^Tffe 
ji^\^7^)—)v {wn^thx\±. /\n^>^ 7';i/3:?e^>>, 7?\^^u> 

20 (gj^^i: UTtt. May>, 7';i'dr;i/s T;i/=i!rV >i;;t*i/ 

7i/)\y7S.y>^ 7^)-)Vi])Vin-}]/7 K y , i/i7U7)V^)Vitj)\/in~ 

7 
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(10) tniii^je?R|-C'feS±l3 (1) ~ (9) ©l^-ril4f» tlfBIg©* > ;^ tf y >f 

15 K 2sg^<*:!iffi^4E^«afiKtI^ 

(11) %m.^%m-^^^±.m (l) ~ O) ©v%-rnA>{::g3«©;!j>:Mf ^ 

(12) Wift?&5t^JT-feS±iB (1) ~ (9) (D\^tM^WM(Di3yi-\LJ 
A h- 2M^^#:||?al4Emmfigt>s 

20 (13) ^«^Jffe5±I3 ( 1 ) ~ ( 9 ) ®^^mA^tgB^8©:^^7>:^t^y ^ h- 

(14) S; (I ) : 




(Sitfx R MiS : - Y 1 - Y2- Y3-R«^ (Si4'> YK Y^RUR^it± 

8 
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.tv^K^ita w±cDT;i/:3r;i/3ittSi : - y^-r^ Y8;RtjfR«{i±iB ( i ) 

xit±m ( 1 ) tmmmx$>^ ; 

15 >-fe*>]g*B^!K-rSil^li> R»**^ : -Y1-Y2- Y3-R'' (^ff. Yi^s^ 
; Y3Asg^fe$J^T^^■C4)ctV^T;l/^^>-e$) f5 ; YMi-NRb-C 
(=0) - C ( = 0) -NR»'--efetJ; R^teg^^tl-CV^t*. J;(,^^^^ 

^Sxtt®^fe$nT^.^•c4) J:^^mm^^s■e^ t) ;R''(A7Jc^X{*ffi^fe^n•rV^T 

20 tji^, R^RVR'^a^-miztji^x. mmt^m'S'ii^iz^mmmmm (isb. r 

3 AS IS m L -C V N S ;K 3S Ji ^ R 4 i)S g ^fe b T V N i, ^ |g M ? H © ijg ^ CD 5!^ *s n S 
^•t?fe!5x flfecDRlgJi^KCig^li^ilg^-efe^S) <&J^mb. iPoRi ijsSC : - Y 
i_Y2- (^4,^ Y »:St5Y3is#M-&-efe t) ;Y2As-0--CfeD;R 

a:7x^;i/-?fes) xm^n^&x^^m-^RxfR^RxfR^ifi—miz.ii-DX, m 

25 i81-sm^^i:^t{::'<>-if>S5£J|^figb. A^oR 1 A^iC : - Y ^ - Y 2 - Y ^ - R* 

Y'*s^i^-&T'$. Y 3*5x5=- 13. Y2*s-C ( = 0) -NRb-f 

9 
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^m-^^mio ) •^m^ti^ih^'^. ^©T-nK^iy^-, ^(Dm.m±ffm^ ti^ 

(15) RiAS^:-Y»-Y2-Y3-R» Y3SZJ«R*tt±^ ( 1 

4) tmmm-G^ •3;YMi-o-. ^nr'>-c (=o) -ynt-c (=o) - 

^S-e*^±iB (1 4) fB©©Yb^i^. ^OT-DK^y^. *®iSIS±lt^^n 
(1 6) R3:R^i!R'';^)S-^^CfJ:^-CV^^V^±!B (1 4) Xli (1 5) mm<Di\j 

10 (17) iL^Rz:^R^ifi~mi:i^^rs mmt?>M^ti^\z^y^tim'?:&xf/x 
it^mmi^-^ifiift-^bri^^-c ^\>\m^mmt ^ ±m ( 1 4) ( 1 5) gB« 

(18.) R^As^: - Y»-Y2-Y3-R«^ (Si4'^ YM±#3g^-efeD ; Y^ 

ttfilfe$nTVN-<:4><tv^T;v^v>T?ife D ; Y2{i-o-^ -nh-c ( = o) - 

15 Xtt-C (=0) -NH-T-fe D ; R^ttB^^$tl-CV^•r^fectV^M^S^^*5^{ia 
m$tlTI/^T^)«fcV^mm^^»T•fe?>) l!m^tl^&-^&\) ; R 2 As^k^f a& D ; 
R3AST;i/=^f;i/> >'Nn'5^>3Z:«iC : - Y^-ri (^fJi^ YMi^J^-^T** D ; R* 

\tmm^ fix \,>x t ^\,^umm^&5i.itmm-^ fix\^x % ^\,^w.mm^^-^ ^ 

20 % J:v>M^ii3 fei±0T;i/:3p;i/X{i^ : - Y^-Re (^^j, Y«(*B^fe^n■?:v^ 
25 'fe J;^^^?&?^^fi^bt:v^■c4) J;^^±iB ( 1 4) lBm®<b^tis *07-DK^y^. 

* 0M^±fF§ ^ n S m ^ 0§ j«fp tI^ 

(19) a; ( I ) : 

10 
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^^XId:fi^^^i^r^^-c^) J;ir^T;i':3Fi/>-efe D ; Y^ji-c (=0) -NR**- 

?r^0«g^tt#i^^-r-^5) ^^l^figL ; R5}i^^ij3iJi±©T;i/^;i'3^{45a; : - 
Y6-R« Y«tta^^^i^-c^^T% c}:v^7';^^^ >T-fe D ; RMiMJ^^tl 

(2 0) ±IB (1 9) iBmc-fb^ife) ({B R^RUR'^ifi-m^^tii-:>X. 

t^^'ft^i^iG mo^mm «iL^ R3Asg^gl,t:v^5^^M^tR4*samt 

•rfeS) ^ff^fiKbs *^oR 1*5^ : - Yi - Y2-Y3-R^ (^cfs Y^RUY^ 
(21) ( I ) : 



r5 

RMiS : -Yi-Y2-Y3-Ra (iCtf. YMi^ig^r-*?) ; Y^tt- 

11 
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C ( = 0) -NR''--eS!} ; Y3{i#3^•&X{ig^$tl,•r^^T^)ctV^T;^dp^> 
Z;i':^r;H?^ t) ; R^itUm^3U±<Dyjl^JV}lit^ : - Y«-R« (^efis Y^ 

10 :/vU-> 

(2 2) ±13 (2 1) ffi|g©<b-^t>s ^CDT-D ^Oil^±fF^^n 
(2 3) ^ (I) : 



15 (^ffJ. RMiS : -Yi-Y^-Y^-R"^ (^^^f^ Y ^ZitFY =»tt#^^T*fe ») ; 
Y2(i-NRb-C ( = 0) -ffe^) ; R*{*a^^l$tlTV^T*J;V^^|g^S^36T• 

t) ; R''{±7jc^T:fe-&) $ ti SSt- fe D ; RMi^^-e^ D ; R3;&t;fR'» 

20 ( 2 4 ) ±iB (2 3) gemo^b^tlx H7 2/y^ ^0^^±fF^^tl 

(2 5) : 
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(^^. Yitmm^s -NH-. (CHa) l-5-•^$)t)^ Y^tt- 

C ( = 0) -NH-Xtt-NH-C ( = 0) --e$)»). Y3tt#?^^xtt®m^n 

t>a:v^s^i' Dr;i'^;Ws fi^fe^i^T^^T* J^v^^t^dtu— ;i/jittgJfe$tiTir% 

^ (D mm ±^ m-^n^ M5i.it ^<Dmmm<^. 

(2 6) Y3&S- (CH2) 3-T*&S±^ (2 5) H3@®{b^!^^ ^®:/D 
(2 7) ^ : 



(^Ff. R3:5fcth*RM±^tL^nj4Az:b-CT;i/=^r;k-e$ »)^ YM*-c (=o) - 

NH-Xtt-NH-C ( = 0) -ffeDs Y^tt^^^xttfigl^n-Ct^-Cfe J:^^ 



15 
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(2 8) Y3;&sSJ^$nTlNT4» J;l^T;^^V>-C^i)±iB (2 5) ~ (2 7) 

(29) ±i3(14)~(18). (20)^ (22). (24)~(28) 

(3 0) *>:Mfy K 2MS^<$:^Wi4T?*-5±K (2 9) |Big®g^iS^ 

(3 1) tfi0imMxib^±m {2 9) mm(Dmmmm<&. 

(3 2) ^^§fP«iJ^J-Z?*S±S (2 9) S3«CDE^iSfig%s 

(3 3) mjii^mmx^?>±m {2 9) mmcommmm^. 

(3 4) ii«^J-efei.±IB (2 9) IBf4®Emiafi£tl. 

(3 5) ±iB ( 1) ~ (1 3) o\,^rnii^i^mm(Dih^mt:m^t^c:t^<i^ 

(3 6) *>::Miy ^ Y 2m^mm^m^r ^m^-.(o^mn-kWM-r ^tz^cD 
±iB (1) ~ (1 3) 0v^•rtl>(p^wSBficD^b^^^0ffi^^ 

[1] ^ (I) : 
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$n•r^^T^> J;l/^7§ y^ tKD^^i/, Tjva^i^s T)V^~)V 

DXttSC : - Y 1 - Y^-Y^-R"^ (jSiffJ^ Y ^Z^t^'Y ^tt-en^n^ji bT#i© 
^yttE^ft^nT^^■r * J;v^T;^:^^>T♦fe ») ; YMi#iig^^ -o-^ -o-c 

5 ( = 0) -o-c (=0) -0-^ -o-c ( = 0) -NR'>-. -0-SO 
2-. -NRb-s - NRb-C ( = 0) -NR''-S02-^ -NR^-C ( = 
NH) -^ -NR''-C ( = 0) -0-. -NR»'-C ( = 0) -NR**-. -N 
R''-C ( = 0) -NR''-S02-^ -NRb-C (=S) -NR'»-C ( = 
S) -NR''-. -NRb-SOa-NR''-. - N R - C ( = NH) -NR*"-, 
10 -S-s -SO2-O-. -SO2-NR''-. -S02-NR''-C ( = 0) -N 
Rb_^ -C (=0) -0-. -C (=0) -NR«>-. -C ( = 0) -NRO- 
C (=0) -s -C (=0) -NRb-C (=S) -s -C (=S) -NR"-. 
-C (=S) -NRi'-C ( = 0) -Xtt-C ( = NH) -NRb-ffeDjR'' 

{itt^$n■r^^■r 4»<}:^/^T;^^;^^ WH^-^nx^^x^ aSl^n 

15 ■CV^•t 4»<t^^T ;i/ dp :::;!/ ^ a^^$ tlT ^^T «fc VNj^^^SSSx SJfe^nTV>T<& 

^)«k^^T;^^;^^ g^^$tl,tv^T*. j^int^u^t-;!/^ S^^$nTt,^t: 4» <^:v^7';^ 

i^TtVs g^^l^i^TV^T'foJ;v^T^ y s tHa^i/^ T;i/:3dpi/, 

25 - h DXttS; : - Y*-R» (SC'=f>^ YMi#i^^s -0-> -S-^ 

-SO-. -S02-^ -NH-. -C (=0) -CHa-x -C (=0) - 
NH-Xtt-NH-C (=0) -T-^t) ; R'={iB^^$i^t^.^T^>ct^^JK^31SS 
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5 i^T±Ys M^^tvt ^^T * $ y X bHaaf^i^x 7;i/=3:3f-s^x T;i/=3r;i/5=- 
J:v^7;^:^^^ >x T;i/'ir-i/>^ -0-s -s-x -so-. - 

SO2-S -NH-. -C ( = 0) -CHa-N -C (=0) -NH-. -N 
10 H-C ( = 0) -xtt-c ( = 0) -NH-g^fe^^^■rl,^T^& J:^^7;^:3lr^>- 

i^Ti-hs BJfe^^lT l^T J;V^7' 5 / . th'D^^ri'x T^l/^^^y, 7';i/^;i'5^ 

R 5 ttTk^x n Z^t;5/X{i^iaWM^3f)S:f)-« U -c -c % J: ^^sm$ tiT v^ 

20 P 7';i/'>-:::: l/ 7';i/^::il/>. -O-. -S-. -SO-s - 

SOg-s -NH-s - C ( = 0) - C (=0) - NH-. -NH-C (=0) 
-Xtt-C ( = 0) -NH-iem^nTV\T<& J:V^T;i/^l/>-'^fe?) ;R»ttg 

25 Xtt. R2;Rt;cR3 0ffi-&t)-a-, R 3jfclFR''®m-&to-&s R*;RlFR5CDm-&t)-& 
® V^ n - o CD to -B- As-i^ o T ^ 7^ D ii^S /3Z. tt^tain 
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Tv^Tfe J;v^^lSSt2^^^±©T;^^;^x^i^5; : -Y«-R« (iC't'x y^rxj^r^ 
10 m^mi^^m^&mm^ms 

[3] RSAs^xDjI?ZiV/Xtt^gSSIi^^*^:fl'^tU■r^^T*J:V^fiil^^^ 

[4] Ri^s^ : _Yi-Y2-Y3-R^ (i^pfi. Y^s Y^^ Y\ R^RUR 
* ± IB [ 1 ] i: 1^ St § ) -e ^ ^ n S 31 tf ^ § ± IB 1 1 ] ~ [ 3 ] © V N -rn t IB S8 

20 [5] R : - Y^ -Y2- Y3-R* Y\ Y ^ RV'R ^it±m[l ] 

t.mMXS>\) ; YHt-0-. -NRb-C (=0) -XJi-C (=0) -NR 

••-■esD ; R''{i7jcifsxttsm^nTv^T*«tv^T;w*;i'Tfes) -tj^^nsai 

[6] R3SlJ«R*AS-igt^^:ot:V^;&^r^±la[l]~[5]0^,^-rn4»^::iB«©* 

25 > y ^ H 2 m^^a^mm&mmmmm. 

[7] R^ASTicig. gj^^nri^r % J;v^T;^:^;^^ Ao^^xttsc : - Y s 
-Rd (S;i4'> Y5{i#^^, gm^^^T^^•r^) J;i^T;i/:3pi^>, 
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. 5 [8] R^RVR*ifi~miztj^^x^^um^RxjF/:^\±^mmm'^ifiif\-:&L 

^ s;3i:zU>-c;fel,N) fe§±gB[l]~[510^^■rtl*t:l3^® A>:Mfy K2 

[9] R^A^Tk^x i^Ty. V5^:*i^T:M-> T$ 

10 fc HD^i^'XttS; : -Y1-Y2- Y3-R^ (S;*^ Y ^ JSlXFY ^ it^tl^tl 

-C ( = 0) -> -0-C (=0) -0-s -0-C ( = 0) -NH-> -NH 
-^ -NR«>-C ( = 0) -NH-C ( = 0) -0-s -NH-C (=0) - 
15 NH-. -NH-C (=S) -NH-. -S-. -SOg-O-s -SO2-NH 

-SO2-NH-C (=0) -NH-. -C (=0) -0-. -C (=0) - 
NR^-Xtt-C (=S) -NH-ffeO ; R^i}^mm^tiX\,^X'^^\,^TJV^)U 

25 RZj&STkmx T;i/=3p;i/, 7';V^r-;uxttie : -Y*-R«' (oSft". Y*AS-0-T-& 
; R=)t)S^7'nTU-;i'T-SS) -e^^tiSST'fe t) ; 
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(MilStbTfis ^'ND^v, T)V=i^ty^ 7)U^\y>^:t^P^it 

R2;Rt>*R3As-i^^::^tt^Tl:li$^^-^:v^•tt» (g^Shb 

jsi.iyR^ifi—mizf3i^x^fi^mm'^ifi'ff&Lx\,\x'^^i^m^^tixuxi)^^^ 

20 [10] ^^i0^^^J-C•feS±la[l]~[9]®^r^-rtli^k:|E«0:i!J>:^t^^ H 2 

[1 1] ^iS^tpftlJ^J^?SS±I3[l]~[9]®V^■f ti,A>(:83t80*>:)-tf y -f F 

[1 2] m0i^mmx^^±m[i]'^[9](Durtiis^izmm(D^>±\f:j-( k 

25 2MS^<*:^»14Emmfigt>s 
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[14] Si (I) : 

(0 

R3ttm^^$J^Tl^T'fe<tv^T;l/^;l/^ /\u^y^\t^ - Y^-R^ (sStfix ys 
10 R4^±7Jc^Xttam$^^■Cl^t^) j;v^7';l/:^;^T•fe ; 

Xttx R3 2^T>*R^(i-i^{-55:oT'^7^□Jl^:R^^VXtt^|g«Jie^*s^ffibTV^ 
15 ctlNT^l/^l/V-tfet) ; 

Xtt±IB[l]J:l^5S^T-2fe;5 ; 

Ri>f)S^:_Yi-Y2-Y3-R* Y » i»s#ife^T-$> t) j YaA^jEgl 

^nTV^T^fedtV>r;i':^U>'C* D ; Y2{i-NR»»-C (=0) -X -C ( = 0) 
20 -NRi'-T-S ; R'^^^ffi^^tlT^^T4>ct^^^m^^SXttS^^^^^TOT* 

J;^^^^^^S-e& *) ; R''a7Jc^3i{iS^^tn:l,^T4> J;v^:7';i/:Sp;i/-efe 5o ) 

RSjaU^R^A^-i^t^oTT^ !3. A^-oR»AJS; : - Y» 

-yz-Y^-R*^ (Slifs YiSt^Y3AS#i^^T-fe •);Y2AS-0-T-fe?);R'^ 

20 
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feOs Y3ASji5^1/>f$» Ds Y2;{)S-C (=0) -NR''--efet)x A^oR^AS;^ 

[15]RiASiC:-Yi-Y2-Y3-Ra (^jf,^ Y ^Z^ycR *tt±I3[l 

4]i:l^ltST-^ D ;Y2tt-0-s -NR*-C (=0) -Xtt-C (=0) -N 

[1 6] R3]5U^R**s-^{r^Co-C^r^^l^±fB[l 4]3i{d;[l 5 ]i3m0-(b^tl> 

[1 7] R^RVR*ifi-m\ztji^x^7'um^Rx]^/5i\t^f^mi^'^ifi'ft-^ 

15 UTV>-C*) J:l>T;i/=JE^L/>T-fe:5±IB[l 4]XI4[1 5 JIBIfcO'fb'&tfN ^Ortt H 
[18] RiAS^:_Yi-Y2-Y3-Ra (sj;^,^ Y Mi^fg^T- ») ; Y^ 

tt®gl^nTv\-rt J;l^T;^:^^^>^?*t) ;Y2tt-o-x -nh-c (=o) - 
Xtt-C (=0) -NH-T?*!}; R •^ttMil^nT * <t VNj^^^sSSXttg 

R^ifiT)V^;\y. /^D'5''>XttJ^ : - Y5-R* (^Siffs YMi^i^^-C-fe D ; R"* 

■c 4) <t ^^ D 7';b^;i/3iiigii^ tlX ^^•r J; D T u — s ) xm 
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Xtt R ' StJ^ R * -it t * o T D AS^IE b T ^^ T t) J; V^ T V > -e 
[19] S; (I ) : 



ie^X{ig^^^i^T^^T^) J;VN7';i/*b>-^ ^ t) ; YMi-C ( = 0) -NR»>- 

_Y6-Re (^4,^ Y^\tmw^^nx\,^x'b^\,^T)v^\y>x^\) iR^ttmrn^ 

15 [2 0] ±iB[l 9]l3®0^b^^ (db. R3:RtJfRl*s-^(C*o-rx h 7^ 

^VyX$>^. *^oR : - Yi - Y2- Y^-Ra (^5;^!^ Y 1 ZitT Y « A^^iSg 

-^-C-fe D ; Y^ifi-O-X^l) ; R^y :i^~)\yX& ^) n^mx$> ^m-^^ 

[2 1] ^ il) : 



(iC*^ RMiS: -Y1-Y2-Y3-R* YMi^i^^T-a&D ; Y^ii- 



5 




20 
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5 ^iB^fe$i^"t:v^•r*» J;^^«^SS^•^&S) •n^^ti?>mx$)\) ; RMi7jc|gX{± 
a Ife ^ T V ^ T J: V ^ D T ;i/ ^ ; 1/ X jS ife ^ n r 1/ > r % J: V ^ ^ 5=- D 5^ y — ;i/ 

10 T'^U— X 

[2 2] ±gB[2 HIBifcCD^b^ifels ^©7"DFv5;i^. •e0SJ3l±¥F^$ tii* 

[2 3] ±|B[1 4]~[1 8]. [2 0]Xtt[2 2]CDVNl'tL;&^tgB«®<b^tl<£« 

15 [2 4] *>:Mfy^ K 2M§^<*:iSfiH4T?fe5±g3[2 3]iB«0EI!li®figt>x 

[2 5] m^&mx^?>±m[2 3mm(ommmm'^. 

[2 6] ^^JiPSiJ^J-^*§±IB[2 3]|3a®E^MfiKt). 

[2 7] '^0i^mMx&^±^[2 3]mm(Dmmmm^. 

[2 8) ^«S'JT-feS±SB[2 3]iBI80gmifflfigifeo 
J^k: n ii^S v/XI4^fia»ie-&i>«:n'a b T v^ -c t. J: v%am# tit v^ T t) .t 

Wis :^mm\j^m^^-^t ^^t^o^mtt ^^m(Dmu:^m. ^^mit-^^^ 
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10 (^ct'> RM*2k^x fluffy ^ *;^^^dE-i/, 7;i/:3 

fi^^$nt:v^T'fe J:V^3tJ;^>'t^^ -f Vf^:2|-i'7':f- ^^ SiSI 
^nTV\-r * J:V^T 5 bKDdpi/^ T;i/3dF-S/^ T;v^;i/^::ts T;1/'5^-;1/ 

15 •&xttSji^tL-rv%t'& J:v^T;^=^^^>T•fe t) ; Y2{i#i^-&> -o-^ -o-c 

( = 0) -o-c (=0) -0-s -o-c (=0) -NR»>-. -0-SO 
2-s -NR^-s -NRi'-C (=0) -NRi'-SOa-s -NR'^-C ( = 
NH) -NRb-C (=0) -0-s -NR»»-C (=0) -NR'>-. -N 
R*'-C (=0) -NR»'-S02-^ -NR^-C (=S) -NR'^-C ( = 
20 S) -NR*"-. -NR«'-S Og-NR**-. - N R " - C ( = NH) -NR^-. 
-S-> -SO2-O-. -SOa-NRb-s -S02-NR«>-C (=0) -N 
R^-s -C ( = 0) -O-^ -C ( = 0) -NR^-> -C ( = 0) -NR*"- 
C (=0) -^ -C ( = 0) -NR'>-C ( = S) -X -C (=S) -NR»>-s 
-C (=S) -NRt'-C (=0) -C ( = NH) -NR'^-s -C (=0) 
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-C (=0) -NR'^-C ( = NR»') -jtJi-C (=0) -NR^'-NR" 

--cfe D ; R^fiMJ^^nti^^T t) ff^fe^tlTv^T J;v^z;^'^- 

6 m$nTV^T'fe J:V^T;l/^;^^ g^fe^^^TV^•r t)a:V^T;^'!rn;l/, B^^^ITVN 

R2{i2klll^ Slfe$^^t^^r*) m^^tlX\^x%^\,^7)V^-)V^ 

J'T^h^ fi^^iiTi^T*) J;i^7' $ tKn^^-S/^ 7';i'n^S/^ 7';i/^;i/^ 

)Vt^=^)]y, - Vnxit^ : -Y*-R° (iCf. YMi^Jg^^ -O-^ -S-^ 
-SO-s -S02-> -NH-. -C ( = 0) -CH2-^ -C (=0) - 
15 NH-X{±-NH-C ( = 0) --eSD ; R ° (±a^fe$ tlT V^T * <fc Vn^^^^CS 
X{*gJ^^n-CUTt cfcV^^^JSSCST'^i)) T^^nSST-fef) ; 

0-^ -S-s -SO-^ -SO2-S -NH-. -C ( = 0) -CHa-N 
25 -C ( = 0) -NH-E-Xtt-NH-C (=0) -Xh^) ; Ett^l^^Xttfi 
^^^^Tl^T^) J;^^7;^^^>-efe D ; R *ttag|^tiT v^•r 4. J; v^^m]lSCSx 
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ckl^T;^^^>^ tj]/^=.u>^ -o-^ -s-^ -so-^ - 

S02-^ -NH-s -C (=0) -^ -C (=0) -NH-E -Xtt-NH- C 

ttfijfe $ nr v^ -c ^) J: mi^^ ti-r v^ T *) J; * 

R2st5R 3 R3;R'yfR<0iii-^i)-&, R*;RVR5 0iia-&t)^ 

4>«J; < ; 

rc^y-^>m^B^\^. i^^R^ifi7i(.m^it/-9-)]^x$>^m^^m<o ) 

15 

R ^ R*JRyfR5 0^^■rn*^-oAsa^^$^^T^^sc e,*i-5o 

R ' (rolAT 

20 1) Ri*s^:-Yi-Y''-Y3-R'' Y\ YK Y\ R^RXfR^ii± 

IB (1) tmMmx$>^) xm^ti?>mx&^m^. 

KDdri^s *;U^'v*^^;i/Xtt5S; : -Y'-Y^-Y^-Ra (^tf,^ Y»Sl>*Y3{i 
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;i/$;i/^^s/;av/xtt7'i';w5^;t) -cs t) lY^i^mm-^s - o-.-o-c( = 

0) -O-C ( = 0) -0-. -O-C (=0) -NH-> -NH-^ -N 
5 Rb-C (=0) -^ -NH-C ( = 0) -0-. -NH-C ( = 0) -NH-. 
-NH-C (=S) -NH-^ -S-^ -SOg-O-^ -SOj-NH-. -S 
O2-NH-C ( = 0) -NH-. -C (=0) -0-. -C ( = 0) -NR**-, 
-C (=S) -NH-^ -C ( = 0) -NH-C ( = 0) -C (=0) -N 
H-C (=S) -C (=0) -C ( = 0) -NRb-C ( = NR'') -X 

10 tt-C( = 0)-NH-NR'>-f^t) ; R»^^^m$^^■cv^■t4)i:v^T;l/dr;^ (S 

m^^tixif^x<bJ:\,^^7-OTV~JV (m^&tLXti:. ;r=^Vx ^xdtU- 

25 3) Ri*siC:-Y«-Y2-Y3-Ra (^^jpf,^ Y^ Y^ZiVR *tt±iB (1) t 
mMmx$> D ; Y2H:-0-^ -NR*>-C ( = 0) -X\t-C (=0) -NR" 
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4)RiAS5t:-Yi-Y2-Y3-R^ (^tfJ. Y\ Y^RV^R^\t±m ( 1 ) 

5 5) Rij&JSCr-Yi-Y^-ya-R'^ (^tfs YMi^^^XS D ; Y^itSm^ 
nTV^T^)<fc^^T;^^^>r•fe 0 ;Y2tt-0-^ -NH-C ( = 0) -3Z.Ji-C 
( = 0) -NH-ffeD ; R^ttSJfe^tiTVNTt J:l^^B^^CS3ittg^fe^tL-C 

6) Ri*sS;:-Y»-Y2-Y3-R^ (iCjcf. YM*#IS^T-S D ; Y^ji^M^ 
10 xttBJfe^nT ^r^•r *<tV\7';i'^l/>X* t) ; Y^a-c ( = 0) -NR''--^fe 

D ; R *ttfim$ nx i/NX % «fc^^l^|g^SS3itta^^ nx ^^x J; ^^mlgg|^S 

7) RiASSG:-Yi-Y2-Y3-Ra (^cf,^ YMi#iig^X-fe D ; Y^\tmm^ 
i^X^^X^.J:V^T;V:3p^>X•fe!3 ;Y2{i-C ( = 0) -NR^-Xfi-NRb- 

15 C (=0) -XS D ; R»{*fiJfe$nX0X% J;V>T U-;l/Xf4S^^^nx^^X^) 

8) R»isS:-Y»-Y2-Y3-R'^ (S^J^ YM±#ig^X& ; YMig^^ 
tlXV^X*)<^:V^^®JK®7;^:3p^>X & t) ;Y2tt-0-^ -NH-C (=0) - 

xtt-c (=0) -NH-xfet) ; R^\tmn-^tir\i^r^^\^mmm^^Ritm 

20 Jfe^nXV^X* J: V^^M^^^^X$>?)) X3^$i^^»Xfe■5J®^^ 

R2{::o^r^x 

1) R2*S7Klg^ 7';V:5p;bx T;V'irr:;i/3ili^ : - Y4-R <= (Sltfix Y^ii^-O- 
R^i^'NT'DTU-^l/Xafe-g)) X^^n2)*XS 
25 2 ) R2!&s7jciS3^ttBl^^nxi^x* J:ir^T;i/^;i/X"*5a^x 

3) R2*s*^X*-5®^s 
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2) R3i)S*^s g^^l^n■c^r^•t^b >'NP'5''>xttiC; : - y^-ri 

3) R3;{)ST;^=^r;^^ AD>:f >3JttS; -y^-r^ (^cta^ YS(i#ig-&-ffe D ; 

R <^ a m $ tl T I ^ T t J: V ^ M ^ ^ Si S X {± S 1^ $ *t T V ^ T ck V V ^ m ^ S; a t? 

10 $>^) Xm^ti?>&x$>?>m'^. 

4) R3*s*^> T;^^;^^ J^u^yy.it^ -y«-r* (Suit's YSfi^i©^, 
T;v=^-i'>xJi- c ( = 0) - NH-T;i/^b>-T-^t) ; R''ttsm$n-cv% 
-^:4)<^:v^7U— ;i/ (gKiai:b-ctts AD-yv, t;i/=^;i/> T)V^ 

15 TU— ^v- (mi^St VTHts ?\uffy, T}V^;v^ T)]/:j^t^, T)V^uyi?:ir 

5) R3*sfii^^nTl^T<& J:(r^7;i<'^;i/^ >'^Dy>X^i^ : - Y^-R* 

Y6tt#je^x(4T;i'^-v>-r-fe D ; R'*«±iB ( 1 ) hnmmx^^) -^5^$ 

20 6) R3*57jC^. T;i/:^r>'l'XttSJ : - Y5-Rd Y ^^t^^-^^htT ))/^=. 

7) R3AS7';i^='e;i/-efe^ii-&. 

25 R^tOVN-r 

1 ) R4;f)S7J<^X^iS^^t^t:v^•r^) J;v^T;^^;^•t?^§:^-&^ 

2) R4#*m^ 7';i/=^r;i/Xtt^ : -YS-Rd (iCtfx Y ^ tt^ig^t- ^ D ; R 
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3) R5A5a^^$tlT^^-C^)cfcV^i^^lS3W±©T;^:^;l/3Z.ttSi:-Y6-Re (S; 
pfi, Y6{±B^fe^l^-C^^T* J:i\7';V'^v>-efe D ; R«{4S^fe$^^•r^^T^)<t^r^ 

cfc v^T;^*^>■e* D ; R«ttg^^^n■t^^T^><J:^^5' u-;i/^ mm^nxu 
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T-a b ; R«{ia^^^ttT^^T^^ J:v^7";-;i'-ei&«.) ■e^^n'5S•r-S•5J^-&^ 

10 9) RSjfis^ : -Y«-R« Y«{*T;!/^ P V^fe D ; R^figJ^^tlTV^ 

R3SVR*fco^^•C 
15 1) R*:RtKR«As-i^^;::fe-^TV^2.i^'gr^ 

2) R3Zfctj^R^)t)S-i^C«coTs l§!?^^SM^i:^t^C'^.7^^ig^Jfct^VXtt^^ 

3) R3;5l^•R4*s-^^c:^d:oT^ l^^1-i.M?i:«tc^m^ ({its R^^sSJfe 
20 bTV^5^^Ji^i:R4Asg^^lbT^^§^^il^^®i^•&®^5^l/^)S-mi^-^-efe D> 
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7) R^Rxj^R^ifi-mi^-^^x. mmt^m'i't.^i^i^mmumm (mL. r^ 
ifimmLri^^mmm^tR*ifinmLx\^^^mmm'?m(of^'^(Df)^i^^mm'^ 

1) R^jsLV^R^ifi-^izrj:^x. mmt^m=i't^izmm^tixi^x'b^\,^^m 

10 

R*Rt}^R^lz-o\,^X 

1) R'^Rv^R^ifi-mizr^^x. mmt^m^t^iz^^mmm-^i^ift-^Lxi^^x 

15 

1) XAs^^M^T-feS^^^ 

2) XAJSiEMii^t?*?.Ji-&o 

20 *^M^b^ife|{::^5^^T^ !|t{c±l3 (2 5) ~ (2 8) (Dmmifi»^V\,^o 

=&mmitM^nxy.itmommt-^iztj:^x. m\:^mm^^t^o 
25 r/^a^yJ tit. y>ym. mm. ^m. mm^Wif^t^o 
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CD-gPiC-NR-s -N=. =N-s -0-^ -S- (Rtt7jc^J^(± 
5 T)\^^JV) (?)-g|5{3- C R = C R-> -C = N-. -C = C- (Rtt-f ti-^iX^S 

10 0•J;i{i^ n-7'Dt;;i/> 'fvrDtf;v^ n-:75^;i/^ ^v/^f-jx^. 

sec-:/^;i/^ tert-:rf-;i/^ n-'<>^;i'x 'fV'^>5^;i/s neo-^>^)l. n-^^i^JV. 
R". R*>. R2, R\ R*®T;i/=5r;i/fc b-Cttx i^C^ -^^Igt 1 ~ 4 
15 'fVrDh:;^'^ n-y^)\y. -fVT'^^^l'^ sec-:/5^;i/x tert-7'5^;UAs»^S L^^o 

R50 r^y'tim^RXJ^/:^itl^^m^'^ifilft-^Lr\,^Xi>J:\,^TJ\^^)\yj tit. 

20 ;^#$f^b^^o ^^ic 3 w±0 7;i'^;i/i: b-cttx n.rnt^;u^ -fvr 

Dtr;!/^ -{Wf-))/. 8ec-7'^;i/> tert->^^;^^ ni-^>5=-;i'N -fv^v 

n-'\^i';i/s n-^7"f-;Us n-y-;i/s x^^;!/. 

lEbfei^llit 3~ 1 2 ®igiit^3^{4^^t^®7;i/^;i/*s$f S b^^o #13 H®®/\ 
7"Dj!i9^AS:n'abfe^*l![3~8®7;i/:^;i/As»S b<x c:0J;a&T;i/:^;i/t 
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-i Vrtl:ry^Sy. n-^h^iy. -iVyV^'y. tett-:;^ Y ^ ifiU 

4 V:f^ sec-:f^)l^^:^^ text--:f=F-Jl^^:ts n-^y^)VJ-^^ n- 

rT;i/3^5/T;i/=^r;i/j iiJi^ ±IB r7;bdp;bj {^±13 ^Tjua^t^j Asgj^ 

bfeSSiilftLs h=^$/^f^;Ws xh:3F5/^^;V. n-7*P3jt^$/^5^ 

25 ;k 1-^ h^i^x.'^JVs 2-^ h:¥-i/x^;K l-x h di^i/x9^;v, 2.x h i|ri/xf^;i/, 
l-n-i^D^dFiVx^^;!/, 2.n-rDdt^i/x5^;i/, l-p( h :api/-n-rD tr;i/, 2-j^ h 
^i'-n-T'D t:;Us 3-:^ V^iy-n-yu\i)Vs 1-x h JpS/.n-rn t:;i/s 2-xh^i/. 
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5 2-p<f■;^5=■:r:I^f■;^^ 

T 5 :i:^^;i's 2-:i^'f-}l'TK y l-n-:r D tT^l/T $ ^ 2.n-rnt;;i/ 

15 T^yj:5^;i/s 3-n-rD tr;i/T $ y x^;i/^ 5=-;L'7' ^ y -n-:/D t^;i/, 2-p<g=- 
yi/T ^ y -n-7*D t:;i/s 3-p(^;i/T ^ y -ii-7*d i-xg^;i/T 5 ^ -n-T'a t:;Vs 
2-xf-;i/T ^ y -n-rn t^l/x 3-x^;i/T ^ y -n-7'n b:;i/s i-n-rn t:;!/^ ^ y -n- 
7*ptr;i/s 2-n-rp t:;i/7^ y-n-7"D b:;i/s s-n-T^p t:;i/7'5 y-n-rn tf;i/^)bs 

20 

;i's l-7-p^x;i/s 2-7'P^c::;v, l-^7^ = ;^^ 2-7'x^;K 3-7'r-;K 1,3- 
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rT;i/^-;i/j hit. ±m ^T)V^)\^a t:: l fe(i^ntJl±0 = a^-^^;S 

5 

:tn^ bdpi^^ b u yji^y^rujc h^i^ (2,2,2- h U 7;i//j-pa: h^pi/^) ^5()Jp(f 

15 

;»«5^l/>s 'v>^-tJ-p{5^V>^ 'sr^j^f-V^x l-;><^;i'ai^l/>^ l-Ji5^;i/3i5=- 1^ 

i.i-i>^ i,2-$;^5^;vx5^|y>, i,i-i^ai^;i/3i^^>, 1,2- 

20 i^3i5=-;i'X5^i/ >^ i-x5=-;i/-2->><5^;i/3i5=-i/>s i-;)< h y ^g^l'^^ 2-?t=f- 
)vv V 1,1-5? ^f- ;i/ b u ^5^1^ >s i,2-s;^5=-;i/b yp<g=-v>. 2,2- 

i,2-i^j:^;i/ h ';^^U'>^ 2,2-5? h 
;i/-2-^f-;i/ h U i-p<5^;i/x 2-^g^;i/x h^^^ix>, 

25 1,1-5^ h ^^^V l,2-5;p(.^;i/x 2,2-S?7{ b 5 

Y\ YK -C ( = 0) -NU-TJl^U>-0 r7J]^^]y>j t 
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0t;i/^^>» («»Jx.{i; ^^^>^ Ji^U'>> hU^5^i/>> xh5^5^b>) , 

tt^taWM^jbs^S U -C V^ T t> J: l^ gife ^ tlT V^ -C J; ^ -r S :^-^© 

S^^i!c2~ 1 2<i©g||)K^fc{±;j5-;K*^©T;i/^r-^>S<^lci^-r§„ 
rzi^;uj *^W!51'©aA^amufc*;^:j^*-;^S^£ic^5^U^ ■fi?yx.^^^ T 
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—)Vij)]/7f^=.)]/ {^yj^ji^s ±yh-^Ji'^) s ^xa T u — (b: 
US^;!/*;!/;}?-;!/^) ifimifoti^o zh^omt^ 6izTJV^;]/, /\u^>^ 

r7';i/'5rri;i/:tdpi/j ^^M?{c±i3 rT;i/'^r:;i/j ifim^btc^^M 

15 

sec-:/ h tert-T' h- n-^>f-;i/:t=¥i'>!7 

r:?';i/^;i/;^;i/:7 ^ h\t, 7.)\^y ^ -))/\:i±B i^^n^Vtz 
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10 jif^bVNo 

iKflC. ^ h=3pi/:*7;V*':::i;i'T^ y s tert- :^ h ^ 

;i//}?r:;i,T5. y^sifS bOo 

15 r7';i,/r-;i/T 5 y J CD7';i/'^::^;i/gU^tt. ±13 r y )\, /y - )\, hnW.mX^ 

';-;i'*;i/5if-;i/T^ ^ J ©tu -;i/g|5^tt^ ±13 ''70--;]^j tmmm 
-tr^t). i;-;!,;*,;!.;^?-;!/^? y J i:bT(d:^ ^> ;i/7' ^ y . ± 

20 y h ^ )]^7 K ifitt}^L\>^o 

r^T^DTU— ;i/*;i/5j^-;i/T5>'j O'vxdt U-->i/a5^(is ±13 r^^^n 

25 hi^llcST^ D ^ '!'7)V^JV7>)Vt^=.J)/:t^i^j fcbrii. 
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25 r>>^ D7;i/*;i/*;i/#-;u7$>' J ©5^^^ D7;i/^;i/g|5^{d:x ±^ rs/->o 
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^SS^^^^XV^T^» Jiir^T ^ y J ©gt^Si: b■r^i^ («»J^{fs 
)U7^yf. 3 -y ^~ji'y'ai:)V7 5. J ^ 1 -i-y9-)\/^'^)V7\ ^ s 2-±y 

^)V^^)\^7^J^ )V7 % ^ ^) ^ 7 }V^)\/y.)Vi!r^=.)]/7 K J (^Jx.«> 

^^y7.)V:ii=^)V7%J . 3^^>XJVt^^JU7 5.y'm) ^ T)V^:z)Vt^i^iJ)V 
25 if.=.)\/7K>^ (^J^«s \i-)Vt^i/-i3)Vif^~)\/7K J . T u ;i' ^> * ;i/ JJ? - 

3LY^i/i3)Vii^=.)]/7^ J ^ ieTt-:ry^''yfy)Vi!ts~)V7X^^)^ 7))/'T~ 
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5 ^g^^$^^•r^^T^) J;^^*;^A♦^-r;l/J om^mtLXii. T)[^^)i (m^it. 
T^^)v. rni^:t-;i/> ^>y-f;i/^) ^As^tf^ti*., ;i/S©M 

rTv-}]yj tits mmme- 1 4(D^mmmmm^^^MmLs m^it. y 

f^>^ UTJl^JVj tit. ^mB-S-^T (Oiyi^aT)V^)V^m^\^s m^it. 
i/i;uyu\i})/. i/i7uy=^jv. i^^u^y^)]/^ -y-i^ a^:3ri/)vmifi^i-f ibti 

20 -So 

rt^i7UT)V^-)\yj tit. ±S3 ^i^i^tlTJV^)]/^ »cl{@*fctt-?njJJl±0 

25 5^>-l— f;i/^ Z-*/i7U^>7->-l-^ )l) . i/^uy^-.^-b—)]/ im^it. if 

)]/. Z-^y^u^^-^y-\-i))/. z-i^ i; )]/) . 

^D^7'x-;i/ im^it. l-i/^ti^y'=r=L)V) . i/^u:f{;y'-)\^ im^it. 1- 
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5 (0'J^«^ -CH=. -CH2-) A^l~5{@CD^7^D^?-t-gJ^^nfe^A^^)^ 

l-^^Du;^^ 2-t^DU;^^ 3-i^du;v)x -i^^^JVJi (^»J^«^ i-t^^5^ 

3-t7^/';;i/s 4-tfvV>;;i/) > hu^v^u;!' imxits 1, 2, 4-h u tv^— 
1, 2, 4-h UTv^u— ;i'-3.'f ;i/> 1, 2, 4-h y 7'v^-;i/-4-f ^ 5^ h 
15 5 V u ;v («»J;t «^ 1-7^ b 5 V/ u 2-7^ b 7 \/ u 5-7^ h 7 ^/ u ^ ;^-=^i?- 

v^u;i/ (^JAJi. 3--( v^v-'JOJ\^. 4-f v^-y-vu^i/s s-^" v^i^-\; ^ ^ 

20 \/ u jv) s \^ u im^it. 2-t: i^^b^ 3-k >; e^;!/. 4- 1 y i^^u) ^ t u 
ifU$i;-;i/, 4-1^ U ^ i^-^i/x 5-1^ u 5 . y^if~)i^ m^it. 3-y^ 

3, 4-:^^Vi^T'J-)]/-2-^ )U) , ^>\;7U;i/ (0y^iix 2-^>^y[b]7 U ;i/s 3- 

25 ^>V[b]7U;i/x 4-'^>v^[bi7 s-'^yv^P)]^ u;i/> 6-^>i/ib]7 y ^i/^ 7- 

^>\/[b]7 y X ^y^J^3i=.)V (mX\is 2.'<>Vf[b]f-xn;i/, 3-^>^/[b] 
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:^VU;i' («»J;iK> 2-^±VV =.)\^s 4-^i-'J V 5-^±'J V =.)V. 

10 =Jry U;i/x 4-^y 'J;l/^ u;i/. e-^^ y;v^ 8.dF>' y;i/) , ^ 

(^J^«^ u i^-;i/> 4-7'xUi^-;w> 6-7*7^ y T-T-T^ys^- 
15 ;w) s 5!j;i/>'^vy;Vs 7 x:^> h y T^^ys^-;!/ (^J^^^^ i-T^'yi? 

> h* y ;i/ (^^ i-'f > h y )\^. 2.^ > k y s-^f > k y 4-'!' > y y 

> H y e-f > H y 7^ > K y s v > F y yri- {m 

1-7 jc^e; 2-7 x:fi?r:;i/) ^ 7 x y ^Ti^^Jl/ (^Jx.(S> l- 

20 y ^Ti>=-)\^s 2-7 xy f-Ty-;i/s 3-7 ^-Ti? — 4-7 x > 

4i®#tfi^^i& 1 ~9 ^D^^5f#^Slc^ftb^ ^J^«s i-l^D 2-l^D y 

25 3-ifayii;i/^ i^nyi'y', 2-t:D y 3-i^ d y i-^ ^ y 

2--^ $ ^-j y 4-'f 5 ^^J y i-Y ^ ^^J y 2-'f ^ y i;:^;!/^ 
4-Y 5 iJ^'v^ y 1-1^5 vfy-;i/s 3-if5\;y-;v, 4-if7yy-;i/. i-tr^ 
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l:fnUi'>'> l^'^'JS^Vs t'^^S^y ijs^f ^ bV^o 

5 

'"gj^$i^T^^^-c4) J;v^T;^*l/>J rg^^^tTiNT 4) J:v\T;u:Jf;i/j , rg 

15 cfc^^) X ^\u^yihTJ)/^)V (mXlt.. CF3. CH2CF3S CHzCClj^) , T 

(m^ii. ^h^rJ'^ Jih^i'^ 7'p3K:^i^. -^h^i^m) . 7';i/ni|r$^*;i'7ff 
^ h ji h tert-:/ h ^$/;!7;^7)f 

25 7)V^)\/TS.J {m^\t. ;^^)]/T^J. 
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^sxDT u-;i/*;i/;j?~;i/T$ y^) , Ti?v\ TU-;i/ (m^its 7 at 

Vyi^t^i/) . T;b=^rl/> («»J^H. ^5'^>. bU^^^lxV, x 

16 ^ . iTT-if J ^ T)\^^)V7.)\^ii-^=-)Vt^ty. h U T ;i/ ^ ;>/ J' U ;i/ ^ 

t?>o 
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10 T'^y's 7;p=^;i/7'^ ^ $^^9^;i/7'< 

^) , m^it. Xh^i'. T-D^^S/. ^hdpi^^) s 

20 R"^® ^g^$tl,•rV^Tt<fc^^^^^^CSJ t btttx g^^ ixT V^T t J; ^^ T 

T;i/^;i'^;rs T;i/^i/>s^;t^s^x /NO-if^, t;p^;i/x tKn^ri^x 
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dFV> (^»J:t«^ p<^l/>^ j:5=-U>n •rhv^5^U>^ '^.^^ 

15 

;i';r^e/s T;^+;^;^;l/3^^r:;^;^-:^i/^ 7^)—)Vij 

TR 2;5tJfR.3©II^t)-ar. R3St>'R ''©m-&t)-B-. R " ^fct>' R ^ ©E-^fc-yr® 

e<j w T t -r «iit It I* -r s o 
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(fSif. RK RK R^ R^RUR^immtmmm-^^') -r^^-a-r^ 

5 T'$>So ) 

©Siia (^J^{^^ T;i/dr;v, 7;i/n^i'^ hKo^ri^s :t^V, >'^D'^r->•, 7" 

®^*s^^*L^^o trttx ^mm'p. cmmmi'. 
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10 1) rn'm-t^n^nm^mnx^^m'^. 

15 5) W^mfii¥'^Wk^%T^ (iibx R^*sg^feb■tV^:5J^Slll^i:R*AseglUTV^ 

50 
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6) ^mifi^y'u^^ifi'ff:&{^rz$¥Wmom ({it. R3ASjgJfebTV>SM5llii^ 



5 




51 



wo 02/053543 



PCT/JPO J/1 1427 




(R^ xitmmtmmm ; Yitmmm^yLit^nm'p ; Rs Ra.R 

5 

10 R3:Rt^-R4*s-i^^3fd;cT^ il^t-Sil^ ii^tf^^^V-lf >^?&Bfi)4-r S^^4> 

1) ^^*s^t§?ni^^ ~m^-^) A^rO-iS bT^^T^)cfcV^g^fe^nl:V^T 

2) ^SSAs^mtfe®®^s 

20 3 ) |g^®M:fe^fi[aA5®mS (l^tc:. 7)VT-\yym) T•fi^^^^^TV^^jl^ 
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tji^s R2;RyfR3©ia-^t»-&s R3:R^)«R4®a•^t)•fe^ u^Rxj^R^om.-^t) 

R»Asa;:-Yi-Y2-Y3-R'^(^tfs Y^ Y ^RXfR'^ttmmtm 

mm-^^?>) T•S^^$nsS■^fe2.:^^^ Si : -Y»- Y2-Y3-R'' (^tfix 

YMi^^^T'^D ;Y2{i-0-s -NR^-C (=0) -Xtt-C ( = 0) - 
10 NR»'--^ife D ; Y^tt«^^$^l■t^^■C^) J:iH7';i/^P>-efe D ; R-^ttSm^n 

^R3s^)^R''A^-i®^^'feo■tv^^^v^J ti^. -i^tc^n^T. l^g^l-SM^i:*^ 
^nxv^■c4) cfcv%T;i/^;i/x sife^nti/^t: t j;VNT;i/'ir-;p, g^^$nt^^x 

20 $tl■rl^t:*) <J:l^7' ^ y s bFD:¥^^^ T)V^)]y^:^s yjV^=.)V 

7';i/^-l/>^ T;p:3p-V>x -O-^ -S-^ -S0-^ -S0^-^ -NH-^ 
-C ( = 0) -> -CHz-. -C (=0) -NH-E-Xtt-NH-C ( = 0) 
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S S T* -5 :^ Ift f -5 o 

T {I - M s ^ IB m r S o 



R\ R^ R5S?>'XttBu!Bi:lllica ; R^fiT^^l/^;!/^ ; Ha 1 

10 XgA-1 

S (A-1) -r^^^n^it-^m}!^ : RSNHa R ' tttSIB i: 

^ns^b'&tJ^&SJiS^-a-, Si (A-2) -es^$ii-5'fb-&tJ$iiji1-?)X^-e^?.o 




OH 
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XgA- 2 

5 ^ (A-2) -e^$^tl*{b-&!^i:^ (A-3) T-^$tl-l)^b-&tl&^S©#:£T-eS 
J!&^•^^ S (A-4) Tim^h^ib-^^^mmt^JLm-r^&^o m^tLXli. 

10 it. 0~2 0 0*C> ^§{::fiF^b<li^S~l 0 0'C-e*So 
XSA- 3 

^ (A-4) T*^$t^?)'^b^tl^^S01^:£TgB:l^■(±^ ^ (A-5) fS^^n^.'fb 

^SA^S^S b^^o SJJBSKtt. 0 ~ 2 0 0 "C. ilttjf $ U < 10 0 "CT-afe 

So 




X^B- 1 

^ (B-1) f ^$ni)^b^t)t^Nay>'(bs5^^SJiSi^-&> (B-2) -eg^^ti 
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^DD/}^;^As HiS-fb^^^As^tf 5>n*o M^6:^fiH:^ -10~15 0'C. !^ 
t^ia- 1 0 0°CAs»* bVNc 

xgB- 2 

15 it (B-2) ■eg^^Jx-Sfb^t){3::h h U "i; A ^ - h <&SJ5S^ -frTs (B-3) 

XiJ'y-;!/^) UlA„ SJSSJSStts 0~ 2 0 0°C> 1 7 O'CAs 

20 bv%o :*:xe{ix ^^W4'T•J!ra^gLT^f a cDAsjif ^ L^^o 
XgB- 3 

^ (B-3) -eS^^tlSfb^tfS t >; S^-i^A^^ D ^-^ H®?^ffiTT-iDl^LT. 

(B-4) -e^^n?.flj^<^<£^jii-5xs-e$)2>o SJS;^i^{i^ < -ct J; <s tru 

25 ~2 5 0'C^ 0 0'C~2 1 O'CASfi^* bl^o >6::fe^ 2|s:Xgtt, ;}?D> by 

y^D ^*?&fflv^Tt»^f 5 ^J:*st'^5<, c:<Z)^-&. SJfe^^i: bTJiJ^^b^ 5^ 
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(0-1) (C-2) (C-3) 

S (C-l) T'S^^tiS<b'&!^{3R5Ha 1 {^^i^ R^\^mmhnMm ; Ha 1 
tt^ND-yv) fg^N^n5'fb-&i^§SjiB^*^ (C-2) •^5^^ti2.'fb-&ifei<&i^jt-r 
sxaT?*So sjf&tssax o~2 0 o-c. sfs L<tt^ i o o~i 5 o-c-es 

10 XS c-2 

(C-2) t?s^$ns<b-&ife>*>e>s (0-2) -c^^ns^b-^iga^iiji-rsxa-c 
ffl-r§::fcAST-#So s^SMiftt^ ^m~ioo'c. iti-iD^jtiiTTfT-?©** 
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XgD- 1 

S (D-l) x-m^ii^it-^^ti^^^ (D-2) T^S^^n-SYb^tf^Mil-r-Sxli-e 

xit. T}v=i—)v (^^y-;i/s x^y-;!/) <^^ffl-r-5 c fcAs-e t So Kmm 

10 XgD-2 

5S; (D-2) xm^n^<t-^^(Di^yVib^n^^. f-;r*;i/5n-;W'fb-r s c: 
J: t)> ^ (D-3) x^s^ti^^t-^m^^Bt^Jimx^b^o i^TVihit- 4 0 
~2 0°c (Jff^b<{iO°c~ 1 O'C) '^^T^««t<^ ■®^4lj&f^l^Tt•^f a tl;:J: 

X@D- 3 

S (D-3) T•^$ns^b-&tl?^mS0#:^Tt?S^&$-B•^ 
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HT?m'fh1-?> C i:{3<t D^ ^ (D-4) T'^^n?>^b^t)SS3it5X@T-&§o 
:7-D/5y-;i/, , 7^ h ^ t d 7 5 >^*s^tf 

XgD - 4 

a; (D-4) -Vm-^ n^^b-^m^i^ V P - ^ A ^7 u ^ ^ K0#aTt-iDll!H/T> ^ 
10 X@D-5 

Si (D-5) -CS^^n^-fb-^tKcS : RSRa 1 (^^4'^ R " (d: lufB i: Ulc^ ; H 
altt>'^^y>) T-5^$n2)^b^!fel^mS#:ST-t-Sii5$-&-C. (D-6) T-^$ 

j^^y-;!/, n-^^y-;i/) ^l^ffifflf 5 Ci i: § ?.o mSii 
bt^ jkmit±V 'J-^Ax Tk^-fbU g^>i7A^ (i?Sb<ttx *^'fb:^b ue;A) 
^mmiytcm^its m^^mmtLX^ s^^^;i/*;i/At$ p. T^b^tKn^^ 
>^<&^ffit-§c: i:*^T-^ So S : R^H a 1 T-^^nSfb^tli: bTttx 7\n/f 
20 >ibT)i^^)]y mxits 3t^b^f-;i/x «^b^5";i/x ^^b7-ntf;Ux «fb:/^;i/^) s 

^) ^?&^fflf -5C:i:*s-e§So S/iS^Stts 0-2 0 O'Cs i^^b<(tMU'^ 
1 5 0°CT-$>So 
XgD-6 

25 ^ (D-6) •^5^^n-5^^«&*a7CbTx (D-7) T*5^^n§^b^i^^lS!jtf 
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m) ^mmt%CiLi?t:%^. SJ5SmStt> 0~ 1 5 O-Cs 1 0 0 "C 




x@E - 1 

^ (E-i) T-^^n2>^b^t»{-^ iS' H ^^'>;^;i/ 
10 ;^n;i/<>n7-f Y) S; (E-2) -es^^ti-s^b^ti&Mjgl-sxm-efe 

^^^ !JtK:ig^b^^l'>*s^^ SiSMStis 0~ l 5 O'Cs 1 
0 0°C*i^?*Ul^o 

xaE - 2 

15 (E-2) -es^^ jiS'fb-&!fet:^>$^;i/ h U 7';i/=^;i/T>^-'j7 A /s^-^ 

iTsUy Y^)y )Vit=7-( Y:^-'r)V^W (BF3 • EtgO) #STT-^f&$-&. 5?; (E- 
3) T'^$iX§-fb^i^'S:Sji-ri>Xg-efe^o ^yj)^ h y T;1/^;1/T>^:::'^A 

20 >t7A ^' D^-Y b'^s^if ^ uv^o s.;;6;?afi[^d:^ o~ 8 o''C^ i^Jc^ia*^^?* b^^o s 

60 



wo 02/053543 



PCT/JP01/11427 



XigE- 3 

^ (E-3) T-SK^nS^b^i^tjf; : CH2C ( = 0) N H 2 Jes#^£Tt?s 

5 /iS^-frs S; (E-4) ■e^^tl-g.-fb^tl^^ji-r €)XgT-^-5o m^i:LT{±^ 7jcm 

!|tt^M~ 1 0 0°C*s$f * b^^o 
10 E-4 

S (E-4) T-^^nSfli^tJKljS; : CR^ (OR) (CH3) 2 {^fp^ R* 

it. mBtmMmx'$) 'o ; RitTjv^jim^Mmt ^) t-s^^ni-^b-s-t/^^is 
^■^s ^ (E-5) -e^v^ti^fb^^^^Mit-r^xg-efeSo A: cr* (or) g 
N(CH3)2-c^$i^S'^b•&^i:l/•rtt^N,N-5?^5^;^7}^;^AT5 K 7 
15 42^— N,N-$^p<f-;i/*;i/AT$ K :r-ir^-;i/^ N,N-s^^ 5=-;V'7^;i/ 

7 Siii:*«t$So KJl&Um\t. 0~1 5 O'C^ lff^b<tt^fi~ 

1 0 ov-^$>^c 

20 JLm E-5 

it (E-5) 'rim^ti?>^'^m\z^ : R^Ha 1 (i5;4>x R "ttlfrfBiil^iia ; H 

a itt7NDy>) •c^$n5'fb^t>*ffiS©#<£Ti?sj!S^-e-rx ^ (e-6) t-s^ 

^n^^b-^^iJife^jgt-SXgT'feSo *Xig(iX@D- 5 iilSl^tff 0 C iiAs-e 
25 xaE-6 

!* (E-6) xm^ti^ib-^f^lzmTtMtiKiS'^'^s S (e-7) -(^m^ti^it^m 
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mih>i9-\yymt^m\fi^ni>o mTtrntLn^T^Tkm^hiiom^ hvo 

Ax h U 7';v^;i/5/7 >^&^ffi UfeJ^-^iis ^ (e-7) (iCPt3> Rx(i7j<|g) x-m 

-7^;p^<*:0#:ffiT-eff oTt) iS^n^J bT7jcJgfb{5 a IS:^ S U "i^A^® 
5 fflLfc:l-&tts (E-7) (SC^s R x b K P i^) tl ^•^b^t^*M3g■r 

5 d i: § -5 o 




(P-1) (F-« (F-3) 



10 XS F - 1 

S; (F-1) •CSs$ti^'fb-&tlCS :MeOCR2 = C (COOMe) R^X^-^ 
tl2)^b-&^iJ^SJo$-a:^ ^ (F-2) T'^$tl^'(b^tJ*»§X@T-$.So : Me 
0CR2 = C (COOMe) R ^ X^^:^ tl^ih-^!^ h \^X\t. 

^g^S L < 1 0 0''C~ 1 5 0°CX'$>i>o 
XgF- 2 

S (F-2) -n^^ti^it^m^MUbX. ^ (F.3) T"5^^n-5-fb^#*IB!ii1- 

■sxg-e^So *xstt. S)!fi:?§«£fc UT5^^7^ ^ 

20 2 0 0°Cx 1 0 0°C~ 1 5 O'CXn oO-a^i^t bV^o X^F- 1 

b:simF-2itmm\yX. bp-^jC (f-2) ■?^^ti5<b^ti^#as*rf3fToT*> 

<fc^r^o 
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(Q-1) (G-2) 



XgG- 1 

^ (G-i) r-^^ns-fb^ifeJ^s; : EtocH = c (cooEt) Ri-e^^n 
5 §'fb'&ti^H^&^-&> (G-2) -e^$tii>'fb^ti&S^ii-r^xg-e$.'2)o iC: E 

tOCH=C (COOEt) RiT-S^$nS^b^tli:U-C{i> a: b V > v 

S bl^o S^K^agfi^ - 1 0 0°C~^S. It {:i - 7 8 °C~ 0 °C 




Ha IttAP^V^miftl-S) 

15 

S (H-1) -eg^^ ji-s<b^^ic o-^ND-jf y 7'7;i/^;i'>'N7'f h*^SJs6^-^Ts ^ 
(H-2) T-^$n5'fb-&tl*ISjii-r5xgt?fe5o o-ADy>'77;vdp;i/Av-f K 
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§:5o «:4b\ SJS&^aSl*s 0~2 0 0"Cs !RflcglL~ 1 0 OVifii^^ UV>o 
X^H- 2 

5 (H-2) T-^^tL^ib^tlS/N'^i^'t? Atl$I> h ij :7 ^ 

EgaT>^-'>Aig0^^^£TT•E^cs^•^^ ^ (h-s) -e^s^n^-fb^i^s^sxa 



15 S/iSMiibTfix 0~ 1 5 O'Cs !|tt;: 8 O-C- 1 3 O-C^b^iS^* b^^o 



xg J - 1 

(J-l) T-^^n^'fb-^tliisSi : R°Ha 1 (Sicfx R bu IB i: IilB^x Ha 
l\t)\uffy) -T?s$ix§{b^ti?£M©#^ET-eSiiB$-B:. ^ (J-2) "e^^lx 




20 



(J-2) 
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^D^-f K^) ^dspJf e>tiSo LXit. Tkmih U^-i^As 7j<^ib:>- h 




(K-1) (K-2) (|t3» 



XgK- 1 

15 ^ (K-1) T-^^liS'fb^tii::?^ D D-i-:7 I -;i/.iH-x h V y-;i/%igS©# 
ffiT-eSJiS^-frx (K-2) T-S^$n?><b^ifei<£iiiit^xgT*fe5<, JlSi; bt 

ti Ot/AW^ b^^o KCv^l^i: hX\t. t^)^9-)]/t^)\yl,TK Y. x b 7b h*n 

20 0~ 1 0 O'Cs 1tK:^mA*j^f*bV^o 

K 2 

^ (K-2) T'g^^n?)^b^tJ?&M^#i£Tt®E®ii7ub, S (K-3) Xm^n^ 

65 



wo 02/053543 



PCT/JPOl/11427 



•3 T J; < ^ 4>ffi («»] i (is 5kg/cm2) fr o r J: o ^ {3 ^ ffE ^ Skg/cm^) 

5 -e=fTo Li^o 



(Afp. RK RK R^RXfR^ittHmtmmm; Ha.HtJ^u^>) 

10 S (L-1) T-g^^n^y-fb^t/CSi : R^H a 1 (iCcf. R ^ ttsSSB ii IrISc^ ; H 
&Ht7\U^>) T-S^$nS'fb^tjSJfiScD#4TT-ElS^-&Ts S (L-2) "C^ 



(iCif. R2. R3, R5SirX{±Hul3i:!Rlji^ ; R'^ttT;!'^;!/^) 
xaM-1 

(M-l) ■C-^$n5<h-&tl*l^ U i?->>A^'P^-f K©#i£Tt?*Pit LTs Si 

{M-2) -em^ti^ih^m^mMt^j:.mi!^^o umB-stmrnym'^ztifi 





20 -c g 5 o 
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(N-1) (M-2) 



^ (N-1) -C^^nSflj^ifelt^&lilSlg^SJiS^-B-CaSi (N.2) "C^^nS-fb-^ 

^^SSitfSxg-^ fcSo *x@{c^i,\Ttts S5 (N-1) t!m^ti?><h^m<Dy X. 

^j^^omm. ^mt^mm. m^m. mumizx.^xmnt 

tut ^1,^0 




10 (0-1) (O-g (CM) 

(S5;tf> R^ R^SW^R^ttlulBfcPl^a) 
xgo- 1 

(0-1) fg^^ttS-fb^tifc N,N,N',N'-7^ h7^5^;i/S^T§ y ><£SJ55$ 

SJ^i^as^ 1 0 o°c. ^ttz e o'c~ s o'ct/^m^ bv^o ini^s^ST 

XgO- 2 

67 



wo 02/053543 



PCT/JPOl/11427 



(0-3) t^^nSfb-&*fel<^^Jg1--5X@T-fe?)o nti^yihT)\y^)Vt UT (i. 
0~10 0'C. ^\Z7 Q'CH^oOifit^l^LUo 

2.0 



jSi (P-1) -t:^$ix2.'fb-^tlt::xaO - 1 fclS]^}; N.N,N',N'-7^ V5' :^^jPi^T 
5 y p< ^ >SMJS$-&. ^>^V^T♦3- Hp(^'><^H;iS^#2.c:i:{C<fc ^ (P-2) 

*^^-eigS-e^SL3l•rsc:i:t: J; 0. ^ (p-3) -ezp^ixs^b^tJ^MM-r-s c: hd* 
r2 r2 



10 





20 



(S4>^ R»> R3. R^ZiTJ^R'ttfriBilllliSli) 
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S5 (Q-l) •t-5%$nS'fb-&t)t LawessonlClil^&SJfe^-lb^ ^ (Q-2) t^m^fl 
V>^AS^tf e.tls i^fc U^^o SfSMtt. 8 0~2 5 O'Cs 1^ 

6 




i^tp^ RK R\ RK RK X. R'^. Y^RTfY^iimmtm^m) 

xaR- 1 

X^R- 2 

(R-2) -C ^ n 2. 'fb^tr 1 2|c^<b « a :h h U •> A ^ ^ -B- T ^ S; (R-3) 

^^ffl-r^c i:*^-^ SfS(i^ST-fi^ ^« 

xgR- 3 

^ (R-3) ■Tf^$n^{b^tit:#aiS^5&SJfS^-B-CS (R-4) x-m^h^ih'^ 

20 tl^Mji-r?.xmt-fe^o *xat:43V^T(i^ it (R-3) tl^it-^^CDT )V 
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sjssfisttv Km(omm. ^mt^mrn. m-^Ms mmm^za^^xmiRt 

6 




(S-1) (S.^ 

R\ R^ R\ R*s Xs Y^:sLtPY^\tmuhni&m) 

xms - 1 

S; (s-i) t?s^^n^^b-^t)t=&aMm§^j^^$i±T^ (s-2) f^$tii>'fb^ 

10 ti<£®3g-rsx|iT*feSo ^^5:xmlc:i5V^T^i^ ^ (S-1) tfg^^tis^b-^i^®^;!/ 
b SKIS jfe-r SIS ^T-fefHi. vN*»:fesism-t?*o-r 'fe^ffi-rs tAs-eg 

15 




fT-l) (T-2) 



(jS;4•^ R3, R^ R5, R^^ X. Y ^^t;^ Y ^tiffgB i: IHm^) 

X^T-l 

(T-i) -xm^n^^^m^isiii^^mh^ ^ (t.2) -cja^^n^^b^iiassii 
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~ 1 5 O'C^ mi^l 0 O'CW^ U^^o 
XgT- 2 

5 (T-2) ■e^^n5'fb-&tlC#®|«^$SlSi$-&TS (T-3) T-5^$tl5<b-& 

tl^Mji-r ?>Xfl-efe^o *X@tj3l^T{±^ ^ (T-2) T'^s^ tl-i>{b-&tl® 

10 il^o 

^■a-^ : R*Y3NH2T-g^^n-5{b^ti*SiS^-&. (t-s) xm^ti 

15 s-fb-^iKf^^Jji-r-scifc^-e^So UTttx h U5';i/:^r;i'T5 > («a|^«. 

1 5 0*0. ^JZ^S- 1 0 OVifitS-^ bV^o 



(Sltfix RK R^ R^ R5J^ti^X{d:lul3i:PI«^ ; R^ttp{5^;^^ ^ i'^l/s h 
u ^^;i/i'U;i/^) 



20 




XigU- 1 
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5$ (U-1) r-5^$ti^'fb^tJCDx;^5^;i/<b*ffVNs S; (U-2) "C^^ tiS-fb-^t) 

XgU- 2 

^ (U-2) ■t-g^$tLS'fb-&t>{3a7c^t!i<&sjiS^-&> i!; (u-3) -t?5^^ns{b-&t( 

-etro CI fc'AST-g^o SJi5?t^J: Uttts (p<^y-;i/s x^y-;i/) , 




20 (v-a) 

. (^ff^ R3s R^ X. R*. Y22iVY3{d:|figBi:P5SS ; R'^ttT 
;i/:sp;i/«) 
xgv-1 

(v-i) T-^^jxSib^t»fc:#MlSlg^SJiB^-e--ciC (v-2) T-g^^n-S{b^ 
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-c ( = 0) - 0 RXfS^^tL5S(c:sj5£;-rs^^t?&ntt\ ^/^A^^sl^mT•fe•D 

^ziiifi-G^^o siiR®a^. ^^1-^.^^^ Jgs^ ®^?rij^ ffl^i 

5 J;orMiR•r^^«ctl^o 




R^ R\ X. R^RxfY^itrnmiimmm) 

10 S; (W-l) -e^^n-S-fb-^tlCSS : R''Y3NH2-C*$ti-Sib-&ife|!&S/i5^-&. 

(w-2) -e^^ns^b-&ti?&Mji-r*xg-e$,5o iS; : R'^Y^NHgT-s^^n 

j;V%^xPT^;i/ + ;i/T $ > (^J^^^^ 2-(t; >; $^>-4-'f $ >#) ^ 

^=7-{ hif-u^ bi^o sjss?aiei: u-cl*^ 100-250 -c. iitciso-ao 




P«-1) (X-2) PM) 



20 R^ R3, R*> R". Y^ttiS^i:^!^^; Ha l(*AD^r'>) 

xax- 1 
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^ (x-1) T-5^$^i-5'fb-&tii3/NO'!f >'^b^:t-;^5&5^S$-l^^ ^ (x-2) -^m 

5 ~ 1 0 0*Cs 1 O'C-^lSAs^if S bl^o 

SiJ©:5Si: UTtt^ (X-1) T-S^^ti^-fb^tit: N->'n D-y/ 1^-^^ ^ K 
^ b U7xn;j/7:r;^7W > O^^ffiTTSJiS^ -yrx ^ (X-2) X'm^ tlitih-^!^^ 

10 iff^bv^o s/iS^iii: bTttx '^>•^fy^ h;i/j^>s ^^v^. ^^b^g^^>^ 
xmx- 2 

^ (X-2) T-^^n-S'Tb^tftsaiiS^^^SiS^-e:^ (x-a) -es^^*i§ib-&ti 
^mmir^j:mx$>^^ *x®t:JbH%-r{*. (x-2) ^!^$J^5'^b^^a©-'^a'y 

20 7U-;i/T$>*®-&^WTtciaB5-r5o 

S (X.2) -et5$ns{b-&^t:TU-;i/^;i/*r<5'> (^^J;t{^^ 
;i^^) XJi^T^DT U-;i/^;v*rt? > («»J^{^^ 2-^;i/* t* ^^>^;:3p■9■^/- 
;^^) SmS#?ET-eS^&$-&N ^ (X-3) X7sk:SH^ih'^^^mikt^ZtifiX 

KiSfiStts 0'C~ 1 5 O-Cs 1 0 O'CASiffSbV^o 
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p2 



^« ^ 

(V-1) (Y^ CY-3) 

(^4'> R5. XttluiBiilHlit^) 

x^Y- 1 

(Y-1) t?5^$n5<b^ti(::i^/5^;i/;^;i'*^i/ KSrr;t^if u;^>'^^'f 

j^^v^^b^^fftK (Y-2) ■vm^ti^^^!^^mmt^Jimx'$>?,, 
tbxit. m<h?(^h'>mifim\f6n?>o ^mmm\t. -7 8~o°c. ^c-e 

0~-4 0*C*s|f ^ l,^^o 

X^Y- 2 

S; (Y-2) •C*^$tl5<b-&^C®'fb^J<&SJife$-M:. A (Y-3) S -fb-^ti 

§0 ^43^ S^r^^i^^al?fT;i{i<t^^o 
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XgZ - 1 

^ (Z-1) T•S^^$t^^4b-&t)/6^6^ (Z-2) nm^fi^^h-^m^mmt^j:.^-^ 
LT- hD^b^&ff ^«J;v^„ SJ5E;^ii#4>®lt©- b n^biiPl^kiM 

5 ntfnt^\,^o 

XgZ - 2 

(Z-2) T*s^^ns-(b-&tiSji7cbT^ (z-3) •r-5^^n?>'fb-&ti<&ii3ii-ri. 

X@Z - 3 

10 Si (Z-3) T'5^$ti?)<b^^t::#«ISm^Sji&^^^ (Z-4) fn^^ns-fb-^ti 
5X@T-^§o 2^i:xg^::*^^■r{i. ^ (Z-3) fg^^ns-fb-^tJ® T ^ y 

15 milLX. Y2i)S-NH-C ( = 0) Y ^ ^s^ig^-^ ^ D , R»*ST 

T u -;i'-c$>^:©-&^Ji]iT{ci^H^-r5o ^ (z-3) -eg^^*i?.<b-&t/t7' 
i'^'i/ib^J (^;t^^^ Tti-)V^u^-( ^>\/-^ D^'f K^) 
a: (Z-4) t?5^^nS<b^®><£ilJi-r5Cl i:ASt?g?5o *xgj±, ms^ST-efr 

20 )Vt^)VAT 5, Vmi^^i-f^tl^o RUb'Umit. 0°C~ 1 5 0°C^ 1 0 
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(^tfs RK RK R«> R*. R^RXJFXitmmiinmm ;EBiHt;\u^» 
XgZ - 4 

^ (Z-5) -^S^^nsflj-^i^t: N-J^u^yVPi^>^ 5 H^&SiB^-frs S (Z-6) 

xaz - 5 

^ (Z-6) T'S^^nS^b-^tlKlS; : R3-B (OH) g-^S^^ tlSti-&ifel<&>'1 v 

s^e^Agsjic^H&T-esjiS^-a-s (z-7) t?a^$n§'fb-&ti&iJji-rsx®T-fe 

10 SoS:R2-B(0H) 2t?^$n§<b^t!©R3i: bT{i^ ga^nt^NT*) 
. <tv^7;i"5r-;Wv m^^tix^^xi) ^^^T)\/^-)i'. a^fe^tlTV^t:% J;v^t 

AMS^icUTt*. Pd(PPhs)4s PdCl2(PPh3)j^;i|S^tf &n5o ;^xatt> 
^:)-hU^7As :^ h y b (^JiLKs NaOMe. NaOEt ^) 

M~ 2 0 0''C^ 5 0~ 1 0 0'C*sjfS UV^o 
20 X@ Z - 6 

^ (Z-6) lim^tl^ih^m\^^ : R3 C = CH-eg^$tl2)ib-&i^*/^^i^'i7A 

77 



wo 02/053543 



PCT/JP0l/tl427 



10 (SlFfx R*s R5SVR''{*tfiiBa:Illc«-C^So ) 

> A-02 ©-^fig 
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A^iif^UUo :$:xmJis N,N-P^ vya\i)V:c'^)V7 5.yj&xf^ PyBOP ®#^£T 
ue^>(A-03)©-&fiS 

±m-^m^titzvi^> A-02 *e>^s^> A-03 &i!3g-rsx@T-fe«>o ut^y 

A-02 fciC : R 3-B (OH) 2-e^^tl^ib^tJ^^'?^i^>i7A^^i5I>-Ji*®i^^i 

R3-B (OH) 2-^S^$nS<b^tlttHffl«i^CMLTi!i5j5ia^ffl1-SC:i;*s 
LV^o S : R3-B (OH) ^-^m^ H^ih-^m t LXit. R^tfRf^^nr 

ut^>^mmb, mwmm m^its *x thf. n-^^j^ov k>> 

A-04 ©-^BK 

20 VS^> A-03 {33- KT-fe h U;i/*J^^0?^:ST'eS^S^-frs P$^>A-04 

25 ^f-;n^D'; K>, ^-fb^5^^>^ T-Jiiij^iJfeT^b^ vs^y(A-03)^M 
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1/ > A-04 {w T < >^SJ5£;^-a-sSiiKi^T^Hffiii^A^e>'fb-&tl<£-® t) a u^ 

10 

r5 '"^ ,!,s 

15 'fb-&^(B-02)®^J5g 

^b ^fei (B-0 1) t:: 5^ :t - ;i/ S J5S ^ -fr T ^ -fb t; (B-02) ^ ® 3t ^ i> X @ f ^ -2. o 

^b'&^(B-01)i: LTtt^ 00 l-:/5^;i/-2-;4-^V>l,2.5,6,7,8,9,10-;rtJ7^' b Kd 

•CSlSA*illTt-5o c:cDSlS?SSMSE«lif5cii:{3j; 'fb-&ti(B.02)?^S[3i 

jb-&tl(B-03)CD-&fi!o 

i^^a-^S^-fb JV-p<5^;l/^;l//^ U >©lii(1.93 mmoyg)#ffiTs y^^CR'-NHa) 

80 
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^b^ tKB-03) ^ ^31 -r ^ .1 i: AS -e § § o 
* *@ffi^^Sff a c: i: AST? 1 5 o 




15 C-02 

(SCffs R*. R6^ R*ttl?fIBi:PISta; ntt lJ!ii±cDei&o ) 

<b^tKC-02)®-&J5S 

iS^^H^-rb iV-p<5^;i/^;i/J^ U >af||(1.93 mmol/g)#:£T^ n U HCR". 
COCl)Zfc V^b^i^(C-Ol)^SJfe^ St S i: II J: D ^ *l6H^fti^tJ(C-02)*®iig-r S 

20 x@-^a&5„ Kl^^mmb^yX\t. mt?^^v>m^^mt?>z tifix^ *x 

81 
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-r- S o -r @ *S ^ ^ ^ fr 5 ^ i: AS f g 2> o 

10 cne>©Hffi^fig-?®ffl$n5^ : R3-B (OH) zxm^ ti^^h-^m. 

J5S©W;^4^*LTs 'fb^tl0#*&^<&H^b^ m^ti^mmcoA : R^-B (OH) 

20 

fflb-t4)J;V^b^ ±IBi:tt;giJt/'?^ t» J;v^o jiS©#a 
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^L\^mmtLX, tU K>#*&® 3fi[JCT $ h'^^ (-C ( = 0) -NH-X 
(i-NH-C ( = 0) -) ^:^t^^1fim\-f^tl^o 

10 ^ztifix^^o ^iz:^mtj:mmm\^n^ (sar) 5&f9sfe4e>t:(i. 'pfs^t^ 

16 

25 1"SSrSttx ^?!l;l.ff Design of Prodrugs, Elsevier, Amsterdam 1985 CIBH^^tl 
*%BJfc:#S<b^%®rD K^y^tt. fl}6iiS<£^A-r?>Ci:ASpItl;feA=S± 
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(omms (m^iis tk/. sim&^mxvxmi^t^zt 
10 mm±Wr^^ti^mtLx\t. m.m^i&tLx. mtit. thv^AMs >bu 
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mmK\t^m<Dmtlm^mt^^tifil:^^om^\t. Proc. Natl. Acad. Sci. USA 

10 96, 14228-I4233.{c:{i. ^i- \fi ^ ■< Y 2m.^^\^T di Y i^W^^^Vipm. m 

m<fm^^t?>WBm^nX\r^^o ttz. Nature, 1998, 349, 277-281 {Ctts * 

Y 2m^mi^Td=.7. YiJ'mmwm^^t ?>^mm^nx\.^^o 

Cancer Research 61(2001)5784-5789 ICli^ :)3>i-\^y-i Y ZM^^i^T ::i — 7. 
Yi!fimmm<Dm.m<fm^^t^Mmm^nX\,^^o European Joumal of 

15 Pharmacology 396 (2000) 85-92 (3 {is 3b ^rMfy'f Y 2m§:^i^y > :S — X Y 
t?mmi¥m ^^t?>Wl ^ntV^^o^^tsJ Pharmacol Exp Ther, 2001, 296, 
420-425 tltts ^Sjy^tfy-f K 2m^m^m.m^i¥m (7'=fr:>^ bf^^^iut/^j 

SB^i^mm^mm. ^^mwv ^-^^^mm. ^m^mitmrnrnMs mmm 

25 Sttl«^i^al^5£*bt:v^5C:^lAS»5)^^T43D (WO 97/29079) ^ 
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m^ifomni^^mm. $>?>\^^it. mmmm. m^^m. ^r^mtj^ifo^mm 

5 wixm. }^mm. ^m. 'hL<itm'smui^(Dm&^ 

j:i>o WLXMtLxmmt?>^-^itmxmizm]^^!mi^WLmtiyX. ^mmtL 
xmrnt^m-^^mnxitmrnitrntLx^u^ho 

20 

*%B^<b^<^©S!4Sttv ist^w^m. ii#®si!K> i^m.. ^s^i. ^;5v^ 

liimm^ti^mm ($>^ftn\^) SS^WtittggiioJiajWft: 

gfee>ti^As^ moist-^om^. m i kg D^ i a o .o i ~ i o omg, 

*b<«:0.0 1~10mg. <fe?)^?SL<l*0.1~10mgs ^^i^P«#CDj^-&, 
25 flcS 1 kg D ^ 1 B 0 . 0 0 1 ~ 1 0 0 mg. if * L < f± 0 . 0 0 1 ~ 1 mg. J; t) 
L< 14 0.0 l~lmg SS-^-rSo Cltl^ l~4|lIt^ilUTK!#-rtl«J: 
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mmm 

Me: ;<5=-;i/s Et: nPr: n-:rp t:;i/^ iPr: -fVT'Dt;;!/^ 

nBu: n-:7'^;l/^ iBu: -f V 7^5^;!/^ sBu: sec-:75^;i/^ tBu: tert-:^5^;p 
Ph: 7xz:;v^ Ac: Bn: 'Oi?;!/ 

10 DMF: N,N-i? ^ ^^^l/jjt;!/ A r ^ h\ THF: 7"h7bKD7^> 
Ms: ^ TBDMS: tert-:r5=-;i/i?;< 'J JU 



<mmm i-oo4> 



.-Vc 



BnNHa 



Me" ^ ^OEt ■ 

fj^Q toluene 

1-004-01 



Me'-^^OEt 
Me 
1-004-02 



OH 



Na 



EtOH -toluene O lvl Me 
Bn 
1-004-04 



N 
Ph 



M 



Me 



MeOCHzCOCl 
Pyridine-EtaO 



N O 

Me^^^OEt 
Me 
1-004-03 



NPh 



K2CQ3/DMF 



MeO^Jx^Me 

■ Xi 

I 

Bn 
1-004-05 



10%Pd.C/H2 
aq. DMF 



H 

1-004-06 



NaOMe/nBu-l 
DMF 



MeOv^^fjVs^Me 

nBu 
1-004-07 



15 



Py.HCI 



' O^N-^Me 
nBu 

1-004-08 



NaH/DMF 



W O^N^^Me 
nBu 

1-004 
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a) 3-^>t^)\/T ^ ^ -2-;^^;^^ n hi-— h (1-004-02)0 -&J^ 

2-^f-;i/T-fe br-fe^- h (1-004-01) (ii5.34g)^ ^yi?)VTK> 

(85.73g). hjv:r.y(i.6h)(Dmm^.mm^m^. i45°cmmf^-^ 8mm^mist7k 

5 ^^^ffi^g^frW 600ml ^£Eg*bJ:^;b 3-^>i;;i/7' 5 ^ - 

2-p(^;i/^ D b Kl-004.02)(195.66g)^^|fco 

'H NMR (300 MHz, CDClg): 6 1.28(t. J=7.2 Hz, 3H), 1.80 (s, 3H), 1.93 (s, 3H), 
4.13 (q, J = 7.2 Hz, 2H), 4.43 (d, J= 6.3 Hz. 2H), 7.20-7.40 (m, 5H), 9.65 (br s, 
IH). 

10 b) JV-^>S;;i/;< * l«.2-^^;i/^D b:^— h(l-004-03)CD-& 

m 

:x.f-)\f 3-'<>i?;i/7^ y-2-;>(f-;i/^D h:^- b (1-004-02) (97. 83g)*J:—x 

5~6''C-ep< h^i'7'-fe^;i/^ D U K(4O.2ml)0Ji-x;i/^?S<£ 45 ^f?ST 
16 tfe, 30 ^M#^> ^mffi#*fTofco 2 l^iig^s SlSii-^ifel***(1.5L)fti{C 
^ALs 2 HJSm^s 7jc^5fe(lL)l 0^. SW7jc^MT*^5fe?^bfeo ttfH?S 

(1-004-03) (iii.47g, 91.3%)* ait^tr-efffeo 

^H NMR (300 MHz, CDCI3): 6 1.21 (t, J^ = 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 
20 3H), 3.44 (s, 3H), 3.97 (d, ^=14.7 Hz, IH), 3.98 (q, ^" = 7.2 Hz, 2H), 4.12 (d, J= 
14.7 Hz, IH), 4.31 (d, J^ = 14.4 Hz, IH), 4.95 (d, J= 14.4 Hz, IH), 7.20-7.40 (m, 
5H). 

c) l-^>i>)]/ -A-M Yu-^^i/-^-/. h^i/ 2-l^U K> (1-004-04)0 

25 M^M«£>t«s h;^J^>(l.39l)ZiVJl^^-;^(2.o8ml)0^^$|f ^3^Jg:^ M) »> 
h)ir (7.98g)S:Jn^Ans l40•C^ft^&tt^fjl#ii^l^T^ x5^;i/ (i-^yi^;i/).^ h 
^i/T^^ % Y-2-^^)]/^n Y±- Y (1-004-03) (lO5.93g)0 h ;i/ x > (340ml) 
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^^^mni.. mm- ^ V- >m-8mi)^ 10^ x-mr ^(Dm^^umn^ 

^T•^feo2I^K^^;&ftBt^^5IXb b;Vi>^?#U 73.16g ^mtzombtltz 73.16g 
13^ DD;J>;i/A(500ml)i:7jC(500ml)5&Jn^> 65'C7jc?&±-elin^^«? bjg ^ 5 
5 ^^ MlC^J'DD4^;i/A(250ml)-ettmb. 7j<:gfc(250ml)l lalfT-ofc^. ^^V^^ 
i^^ l^t^^m'^. MlEW^bT 54.95gS|ffe„ 6n& 54.95g fZfff^j:5^;i/a:^ 

;^7";^(50ml)2ilF3l-x;^(50ml)T•^5fc^u^ i-'^>i?;u 5,6-i?;><^;i/-4-b K n;r 

df>>-3-^ h^i^ 2-t U K> (1-004-04) (53.95g, 60.0%)^& JtSig^ i: bT»feo 

212'Ce 

10 NMR (300 MHz, CDCI3): 6 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (br 

s, 2H), 6.41 (br s, IH), 7.11-7.33 (m, 5H). 

d) 5,6-s?^^;i/-3-i< h dpi. 4-o-(i-7x-;i/ -1^-7^ h 7 \; U ;i/)-2- If U 

h'> (1-004-05)© fig 
1- 5.6- iP f- )\/ -4- h H n ^ 5/ -3- ^ V ^ 2- 1: U b* > (1-004- 

15 04)(25.93g)2iaf 5-'J'DD-1.7ir^;i/-lH-7^ h7V^-;i/(21.67g)St:i^il;!7 y <i; 
i:^ (21.64g)lzm.mM^. DMF(300ml)$iP£^^L^Smif ^ff ofeo 4.5^^ 
KjCrg-&tJ<&*:7jC(lL)c}'{iiaA Lgf^:r.5^;i/(600ml)f 3 UlttttS^x 7jci56 

(5oomi)2iiff ofc^. MT^:?.s/«i7A-e^M^x Mffi^Sbfcc f§e>nfeBig 

(42.4g)ST-fe ^>(300ml)^::j!ra^a^j»bMBE^gl^^^ J^-7^;i/(300ml):&iinx*fm 
20 bfeigffi^jiiRb, l-'^>i?;i/5,6-5;^5^;i/-3-^ h:5pe/4-0-(l-7xii;i/-l^r-7^ h 

7i;u;i/)-2-tfy f> (1-004-05) (29.87g. 74.0%, m^n8V)^mrz« Rmm^ 

i^Vtl^Jl'^^A^U^ Kl50g, CHCl8)ilSS!{§ffV^^SK: 1-004-05 (4.3g, 10.7%) 

m NMR (300 MHz, CDClg): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
25 s, 2H), 7.15-7.84 (m, lOH). 

e) 5,6-S^7<^;p-3-7< h^i^ 2-1^ U K> (1-004-06) CD^gg 

i.^>i?;i/ s,6-i^pi=f-)v-3.y. h^i^ 4-o-(i-7 i-;i/-iiy-7^ h7^/V;p)-2-i^ U 
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H> (1-004-05) (27. 15g)© DMF(272ml)^?gl3 10% -'^ 5 Aj^^(5.43g)CD7k 

(27ml) mmm^tu^^^ti. i cmHrnr. ^m-^^BMTh^n-otzo ^ct^T- 
10% A^^(2.72g)<&iiiPbfco 48 mm'^. mt^^-^^^ v±-^m^L 
^ij'y-;i'i5fe?l»bj^E®*bfco ^e>nfc^sc7ic(i60mi)!£in;i> 85*'c*$g±-c 
5 mm\.i^mm^m^bm7k-^m^Lpfmm. 8.77g) ms.m^h. #e.tifcas 

(11.55g){C7-fe b >(110mI)?&i^^^?a^^i^^^ m&m^^^^Ls 1-004-06 

(8.23g, 79.8%, m^2i5-9V)^mtzo:zmmti'^m^0mm^^\^^.m\z 1-004-06 

(O.Slg, 3.0%)^fe^feo 

iH NMR (300 MHz, CDCI3): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (br 
10 8. 2H), 7.15-7.84 (m, lOH). 

{) 5,6-i;;»<f-;i/.3-;?( h^i/ 2-tfU H >(l-004-07) CD^fiS 

5,6-$^ -3-^ V^i^ 2-lfU Y> (1-004-06) (306mg)StJ^7k^'fb * U A 

(157mg) {i: n - :/ ^ y - ;i/ (13ml) iQ X. ^ S L^^^S^cf s 1-3- F :/ iS' > 
(0.44ml)Si^it^ 85'C«?SPf-^JnlSt8i}$<&ff ofco 24I^S^^ SlSm^ifel^MEE 

15 ®SU> ^^*SfKi9^;i/ii2kt:^«¥UiP^3ig^;i/T? 2 0^^^^ Tfcilfe 1 (Hl^TV^. 

m^V^;?^i'>>.AT-|g^^. ^E^Sbfec ff^tlfc^S (330mg)<&i/ U Pb'!7';i/ 

i3=7h^u-^ Kp-yt-:ij7A B, h;i/x>-T-fe h >(3:l))<£fTVNs l.:/5^;i/ 5,6- 
i^;»<^;i/-3-^ hJpi/2-t:y K> (I-OO4-O7) (124mg, 29.6%)&ff Ifeo 

NMR (300 MHz, CDCls): 8 0.96 (t, J = 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
20 1.60-1.70 (m, 2H), 2.09 (s, 3H), 2.26 (s, 3H), 3.78 (s, 3H), 4.08 (t, «/= 7.8 Hz, 
2H), 6.44 (s, IH). 

g) l-f'f-)]/ 5,6-$^ ^ f-;U-3-/N-f Yu^i/ 2-\^ U H > (1-004-08) 

5,6-^^p< 5=-;i/-3-p< h^S^ 2-tr'; K>(l-004-07)(124mg){c:tr >; ^^^r^ 
A^DiJ K(293mg)^&An^s ^M^flJt^s 200°Cmm^-^1Ximmnt:^-otzo 30 

25 s/S;m'&tFici-x;i/SV2k4*p^^Pb:i:--x;i/-t- 2 Iilisaibzki5fc 1 El 

ff^^^ S!it^x'<7^i^>i7A-e^j^^^ffigSbfco i-:/^;i/ 5,6-s^^^;i/-3-/N-r K 

D^^J/ 2-h: >; K > (1-004-08) (94mg, 81%, gfe^^ 112-116''C)^#fco 
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»H NMR (300 MHz, CDCla): 8 0.98 (t, J = 7.2 hz, 3H), 1.37-1.50 (m, 2H), 
1.61-1.72 (m, 2H), 2.08 (s, 3H), 2.26 (s, 3H), 4.10 (t, J=1A Hz, 2H), 6.66 (br s, 
2H). 

h) 3-(^i/\;::t^l?-\/-;i/ 2-^^ 5=- ;w-5,6-i?^ 5^ ;i/-i^-i^ij i?>-2- 

5 :t> (1-004) ©-^fig 

1-015 i: 111 ^(Clffcfe (66.7%, 106-8°C) o 

%Mm i-ooi~^js«?>j 1-003 \L%w\ 1-005 tt. 1-004 i:iii^i3-&fifeb 
10 <%mm i-oi3> 



ONa 




nBu 

1-013 



a) 1- ^ =f }\/ -Z-ir -^V ^ ir- )\, . :f- h U ^AJl (1-013-01)0 
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28% :J- h U h:Jr>> H-^ 4' >'-;i/^§?S(138ml)tc:g|SM?SE4». 

(920ml) ^£iP^#mb^ 7iC^^a#T^ 2-:/^ J >(51.2g)i:3i5";i/7tt;i/^- h (57.2g) 

5 (1-013-01) (60.66g, 70%)§ff feo 

NMR (300 MHz, CDCls): 8 1.62 (s, 3H), 2.13 (s, 3H), 8.99 (s, IH). 

b) 3-i/Ty -5,6-i?^5^;v-2-tr u K y (1-013-02)0 -^jig 

2- ;i^)l'-3-:t^V--:fi'± — )V'i-hV^2^m. (I-OI3-OI) (34.73g)f3 2k 
(546ml)S*D^> 2-S^7'y T-fe^J' 5 K (23.91g)<&iD^ AtLs ^tr>-C 1.76 

10 U - "i? A T -fe 4^ - h (119.4ml) ?&^IP^^ 127'C?ft ^S t^I-e^#MM^I:ff o o 21 1^ 
S/i6?gfcif^(42.7ml)<&|*lS 65*C©^t/J>U-ro)5n;iAn(15 ^)s ^©^ 
^mi'l^trff V^.F«3ia24°C{i:feo-C*^e>;t/ftii b fcMffi^ 5^ b7j<?5fe b^3-i/ T ^ -5,6- 
5^;i/-2-lf U h' > (1-013-02) (27.76g, 65.9%, IfeiS 258-263°C)^&#fe„ 
NMR (300 MHz, DMSO): 6 1.98 (s, 3H), 2.23 (s, 3H), 7.95 (s, IH), 12.45 (br 
15 8, IH). 

c) 5,6-i:^p{5^;i/-2-l^y h-> (l-013-03)CD-&fiK 

3- i'Ty-5,6-J?^g^;i/-2-t:U K> (1-013-02) (12.0g){^7jc(293inl)*in^SS?i 
bs jiM(293iiil)*i)P^. m'CtS^StfT-m^Ji^l^&fTofeo 3 B^x Kj^m^ 

tMH®* t fco ^S(24.75g){:: ^ D n (300ml)h ^ ^J' y -;i/(15ml)S 

20 ^)D^^ 65°C7j<?S±T-iD?ab^V^tl^5*bfe„ Ml::^^iil^i' P D*;i/A(200ml) 

i:^^J'y-;i/(iOml)T'IS«K:mSbfco ig^SSU^^^ bi^ffig* bfeo m^ntc 
^S(i3.26g)fc:^4' (150ml)* in ^mti v ^ A(iOg)^m^. so 
mnWi. ^?§tl^5*b?iiEg^bfco #e)tLfe^ffi(14.7g)ti' Dn*;i/A 
(200ml)&jD;ts HtJ^^f ^tFS5*b^iiEg^bT 5,6-$^ ^ ^;i/-2-lf U K > (1- 
25 018-03) (9.41g, 94.3%, ilijiS 202-207°C)?& 1*9 feo 

iH NMR (300 MHz. CDCls): 8 2.05 (s, 3H), 2.31 (s, 3H), 6.38 (d, .7^=9.0 Hz, 
IH), 7.26 (d, J = 9.0 Hz, IH), 13.17 (br s, IH). 
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d) 5,6-5^ ;?<f-;W-3-- h D-2-lf U H> (1-013-04)® fig 

5,6-i^'^f-;i/-2-l:^ U K> (1-013-03) (3.695g)ti!k^^T^ M^(38ml)<&Sa^^ 

m\^^^m.ny. 70% ^ig^(3.53ml)<sl*l^a3~5•c•r• so^j-T-ssTb^o^s^j^ 

5 5,6- y 5" -3- - hD-2-t:'j K> (1-013-04) (3.102g, 61.5%, M )k 251- 
257(dec))^ttfco zkJl ^ D P A 5[i^AtBb^ E^V^^ >^ AT'^^ 
^^ Ji^flE^«ib#ftB bfei^^<£5Slb> 271mg(5.4%)^fe^f feo 

^H-NMR (300MHz, DMSO):2.06 (s, 3H), 2.29 (s, 3H), 8.35 (s, IH). 12.79 (br s, 
IH). 

10 e)2.^PD-5,6-S^^^;i/-3.^hP-lf';i7> (l-O13-O5)0-^jE!g 

5,6-i^^^;i/-3-- h P-2-li U K> (1-013-04) (841ing):R V5EJM'fb^(1.25g)§ 

mmm,^^. i4o°c?s?&i45T'*n^m#§fTofco 35 sjsis^tJ&^jc^^bs 

7jC2k4'{w^Ab^^op:it^;i'A-e 2 |H^ffti£ib^ 7Jci5fellHl^^ lgjRiaW*T-«Jfcitbx 
liJifeRS*Dil^tt^ViJ^;^i/»>A-C-|e*im>MffW*bj^ffitt^^t0 2-i7PP.5,6- 
15 i'p(^;V-3-- h P-t: <J (1-013-05) (842mg, 90.2%)?^ ^§fe„ 

NMR (300 MHz, CDCI3): 8 2.38 (s, 3H), 2.58 (3, 3H), 8.01 (s, IH). 

f) 5,6-i^^5^;V-2-^ h^i/ 3-- h P-K 'J (1-013-06)CD^BS 

28% ±hV^2=^^ h^i^ ]^ (1.11ml) tji ^ ^ -JV(5.5m)JptzmM^mf^^ 
M#T^ 2-;7PP.5,6-S;7«^;i/-3-- hP-t:>JS;> (l-0 13-05) (837mg)0p< ^ y 

20 -;i/(6.6ini)^?s* 5o°c^m^-^ 7 mmnammn^n^tco^Miz 

'^7AT-^*|bMffS*b:t1x>5?feig^© 5,6-t^?l^)l-2-jl V^i^ 3--hP-l^ 
U y (1-013-06) (675mg, 82.6%, 71-73°C)?S:»feo 
^H NMR (300 MHz, CDCI3): 5 2.28 (s, 3H), 2.48 (s, 3H), 4.08 (s, 3H), 8.07 (s, 
25 IH). 

g) 3-T ^ y-5,6-S^^f-;i/-2-7( (1-013-07)0 -^fig 
5,6--:^^9^;i/-2-^ h^^ri' 3-- h P-l^ >; (1-013-06) (2.56g)?& 7^ b 5 t K 
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D7 v>(41ml){C^^b 5%/l7i?ii7Aj^^(450mg)©^<5'y-;V(41ml) 

\ J -5,6- ^ 5^;i/-2-^ h ^ S/ K 'J > (1-013-07) (2.096g, 97.9%, ifej^^ 56- 
58'C)?^f#;feo 

5 NMR (300 MHz, CDCI3): 6 2.12 (s, 3H), 2.30 (s, 3H), 2.48-3.49 (br s, 2H), 

3.95 (s, 3H), 6.70 (s, IH). 

h) 5.6-$;^ 5^;i/-3-[[^ b :^i'(^;a-*;i/7jtn;i,)]^;t]-2-^ b ^ri'l^ U > (1- 
013-08) ®-&J5g 

3-T^y-5,6-i^^5^;U-2-^ b=^ri^lfUi^> (1-013-07) (1.787g)^& 2lc(3ml) i: 
10 ^^(3ml){c:^«|^. ^-T-fe h >^^^SK:«Lx l^4Pm^fT> ffiliKv->5^(4.81g) 
©2k(27.1ml)^?S?&F^?a-4~-5*CT? 45 ^TfJiT^. -e©** 20^mi^bfeo - 

x5^;i/dj.t>-> by >^;i7 U '^7A(12.64g)5S:7X(17.3ml){C^^U^ 40°C^ft ^gi+'-e 

15 *l|aI^ ^K^^-e«aSl:fe^gzicl W^^. 5SMv^^i^>> Af^^gb^E^Sb 
fco S^fe:t'f ;i/©^S(l2.49g)*i> U :^3y;i'*^ D V b(300g, h;i/j^>-^dp 
•t^>(2:3))^fT^^^ 5,6->>*^ 5^;i/-3-[[ai h :^r2'(5^^*;i/^-;i/)]5^:t]-2-p< Y^^y 

(1-013-08) (6.28ig, 36%)SgS^^M#:i: bT#feo c:c:-e»e>nfe 

20 »H NMR (300 MHz, CDCI3): 6 1.45 (t, = 7.2 Hz , 3H), 2.18 (s, 3H), 2.39 (s, 
3H), 3.98 (s, 3H), 4.70 (q, J^ = 7.2 Hz, 2H), 7.47 (s, IH). 

^H NMR (300 MHz, CDCI3): 6 1.33 (t, J = 1.2 Hz , 3H), 2.21 (s, 3H), 2.44 (s, 
3H), 3.94 (s, 3H), 4.60 (q, ^ = 7.2 Hz, 2H), 7.43 (s, IH). 

i) (5,6-t^^5";V-2-.?{ h^iy\:fV9>-3--()\^)i^7.)V7-( Y (l-013-09)©^fig 

25 5.6-i'p<5^;i/-3-[[3i h:^$/(^:4->!j;i/^-;i/)]5=-:r]-2-;>{ hdpi/tfU (1-013- 

08) (6.275g)^x.^ /-)],i2oommmmi.mm%mf^. Mua^nr. in ymit 
i-hv 0 2^i67mi)^-\^izia^xti. -mmn^n-otzo 15 ^^^^ mmm^^ 
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@*u(2.oog)?fe^f fco 

i^^^T^ ±-7^nbntz 2.00g 543mg ^-^^Li^ ;i^)V:7,JU7 :t ^-^^ K 

m^!^izmummb. ic(ioomi)^iDx.An> 30 ^a-^^^^^f^^^ iffitjbfe^e 

m^tvx(5,6-i?^^;v-2-^ h^i^iiVi^y-s-^ ;)y)P7.;vy4 K (1-013-09) 

(2.23g, 54.4%)^mtzo 

NMR (300 MHz, CDCI3): 6 2.16 (s, 3H), 2.36 (s, 3H), 3.96 (s, 3H), 7.53 (s, 

10 IH). 

J) (5.6-s^7<^;i/-2-if 1; K>-3-'f ;i/)i^x;i/7-f F (1-013-10) <D-^m 

^^)\y-2-;i Y ^ \^ V > 7. )Vy -( Y (1-013-09) (2.225g)t 

t:ui?-'j7Ai7n>; h-(7.69g)5feip;i^ m.mm.m^. leo-cmmfi'-^iammm^tio 

15 *®(5,6-$^;'{ 5^;i/-2-tr y K>-3--r;i')S^;^;i'7-f K (I-OI3-IO) (1.736g, 85.1%) 

fl<j!^(41mg, 2.0%)^mtzo 

NMR (300 MHz, CDCI3): 6 1.95 (s, 3H), 2.13 (s, 3H), 7.42 (s, IH), 11.89 (br 
20 s, IH). 

k)(i-:/5^;i/ 5,6-5?^5^;i'-2-lf U Yy-3-<)\^yJ7.)vy Y (1-013-11)® fig 
(5,6- ;>< ^ ;V -2- ij Y y 7 )\/y >( Y (I-OI3-IO) (Slmg) ^ 

DMF(lml)i;51^iU^ 1-3- Y^^ >(78mg)^^^-C^^* U A (42mg)^fe in X.^ 

(39mg, 92.9%)SI#feo i^x C C T-Ufcfb-^tlti N M R i t) 20%© l-ZT^)]^^ 
(l-013-ll)<£-^tfo 
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1) 5,6-t^^f-;»/-3-^;i/*7' h-2-l:f U H> (1-013- 12)® 

(i-^5";i/5,6-s^^5^;i/-2-tu H y-a-f ;i/)i?>^;i/:7'f h (i-oia-ii) (i23mg)<& 

T-k h>(8ml)izmmL. ^MS}^T^ b U-n-r5=-;V*;^7^ >(0.16ml)^ J!)P;lzk 

(4mi)&/>b-r-:Pi!)p^feo $ 2i^^^#mx -i!feg?a»Bbfeo Kmwi^m. 

5 ^b^^u>-e^&fiIL**An;?.x 2 |plf[6tBL7jci5fe 1 liff ^^^^v^^ 

7'f-(h;i/J^>-T-fe ^>(39:l))SfTV^^ ig^14® i-:/5^;i/ 5^;i/-3-^ ;u 
:i)7'h-2-h:U K> (1-013-12) (llmg, 8.9%)Sf^fco 

»H NMR (300 MHz, CDCI3): 6 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H). 
10 1.62-1.72 (m, 2H), 2.11 (s, 3H), 2.32 (s, 3H), 4.20 (t, J = 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) JV-i-:r5";i/ 5,6-$/*^^;b-3-('<>X;r^-y-\/-;i' 2-'r;i/)^;^--2-if H> (i- 

013) 

^©USS^J 1-015 illlfil^c:ffv^^ i-:r5^;i/ 5,6-i^^5=-;i/-3-^;i/p!jr h-2-t:y h* 

15 >(llmg)*>5)s ^^140 1-013 (4.5mg, 26.5%)^|#fco 

1-013 i: 1^1^ ^e^SJCck t)x HM^J 1-012 bfco 



1-014> 

HOs,^<5s^ Cla/cHO ^"-.^^ K, HOv.,,^ 

~ — XX * 

^N'^Me Cl'^N Me MeCr^N Me 

1-014-01 1-014-02 1.014-03 

Py.-HCI ^ . '^Y\ NaH/nBul "; ^°Y\ 

D-^I-^Mb cAn'^Mo DMF O^N-^ 



Ho-^'^Me cr^N'^Me DMF O-^N Me 

1-014^14 " 

1-014 

20 a) 2-<? D 0-3-/%-^ Y U ^ 6-^ ^ )V \^ V > (1-014-02) ©-^fiK 

5->'\'f KO^$/2-^f-;H^ U (1-014-01) (27.01g)t:«imK (200ml)$Jnx. 
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(1-014-02) (23.96g, 67.3%):&#feo 

b) 2-^ h^iy-3-J^-( HD:^r$^ 6-^5^;i/t:U (1-014-03)® ^Jt 
^MM^WIC 2-^{'DD-3-/^'r KD^Sf^S/ 6-;^ U > (1-014-02) (22.91g) 

5 ii^Xf 28%i-hVf7l.yi h^i^Y-^^ ^-)Vm^ (120ml)<&inx. ISO'CtCT 3 
a^S/iSbfco SJSS?£t7jC7jc (100ml)SJDX.P^K:T4'Sl LTKJSS^^^-T'^T^ 

h^$^-3-A-f Kd^J/ 6-^^;Hf i; (1-014-03) (10.44 g, 48.1%)S#feo * 

10 »H-NMR (300MHz, CDClj): 8 2.35 (s,3H). 3.97 (s,3H), 6.60 (d, J= 7.8Hz, IH), 
6.98 (d, J= 7.8Hz, IH). 

c) 2,3-i^J\^ Ya^i^ 6-^^JV\ii)i^> (1-014-04) 
5fe®SI@|-el#e)iXfe 2->( 3-J\^ HndeS/ 6-><5=-;i't:Ui^> (1-014-03) 

(10.43g) ttf'J i?>m@ii43.3g^i!lP^^M^^mT 160-CT- 11^^^ ?,{;: 170'C 
15 20 ^tam^^^Vtzc SJS^K: H2O (50inl)*Jn^ 5%^^y — ;i//Sf^3ig=-;i/:fe 

\} m^^Om^^^tco CCD 2.3-^^>'N-f KD:^ri' 6-^ tT U > (1-014-04) 

d) i-:?"f-;i/ 3.:/9^;i/-6-p<^;i/-2-i^ y h> (i-ou-os) 

20 ffi^O 2^3-i?^N'< h* P^$^ 6-^ U (1-014-04) (16.04g)S|gJt DMF 

(70inl) eo^^jjclg-fb^ h U "^A (10.25g)*'J>fi-r^JD:tMlSTg 

Mfclt SO^HtWKf&^'^tzo -O^IZ 1-3— K:/^ > (29.1 ml)-DMF (30ml) J; D 

^;i/-6-p<^;i/-2-l^ V F> (1-014) (8.915g) <&fffco (iR^50.1% 2 Xg) 
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^H-NMR (300MHz, CDCI3): 8 0.96 (t, 7.5 Hz, 6H), 1.43 (m,4H), 1.67 
(m,2H), 1.82 (m,2H), 2.31 (s,3H), 3.88 (t, e7= 6.6 Hz, 2H), 4.01 (t, 7.8 Hz, 
2H), 5,87 (d, e7= 7.8 Hz, lH),6.52(d, 7.8 Hz, IH). 



1-015> 

/?-BuNH2^ JL Me0CH^C(CO2Me)2 l[ J LJBH4-Cea3 J^jL J 

LJ toluene [ 3 diglyme ^ THF ^ 

1-015-01 1-015-02 1-015-03 

OHCX^^^^x^ 0 /n-CPBA / NaH2P04 HO^ 
DMS0/(COCI)2 1^ T ^ ^ 



OHCX^^^^^^ 0 /n-CPBA / NaH2P04 HOv^^^;^v_x\ 
O^xf^ B)NaOHaq./EtOH O^N^^ 



ElgN/CHaaa N ^ B) NaOH aq. / EtOH ^ 1* 

n-Bu n-Bu 
1-015-04 1-016-05 

NaH/DMF cr"^'^^ 

n-Bu 
1-01S 

a) r5^;b-S^d7D's.^J/U7^>-T^> (l-O15-Ol)0-&fig 

"Wpn^^^ J y (10.36 ml, 0.1 mol)fc:s l-:/5^;i/7' 5 > (9.88 ml, 0.1 mol) 

J; h;i/x> (15ml)S:iD;ts ^p:^:2.7-$^-7'4A ^Atlfc^'^' ->;^^ — i^ji 

(1-015-01) (12.8 g, BA%)^^^m^m%h\yxntio 

*H NMR (300 MHz, CDCI3): 6 0.93 (t, J= 7.5 Hz, 3H), 1.35 (sextet, J= 7.5 Hz, 
2H), 1.68 (quint, J= 7.5 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
15 J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

b) l-:rf-;i/-2-;r^V-l,2,5,6,7,8-'^:3Mt fc H D.-f v^y U >-3-:^3 ;i/7tf 
)V:ii7,r-)V (1-015-02)© 

y^)\'-i/^n^^^yy)y'y.TXy (1-015-01) (12.8g, 83.6 mmol) ^ 7 
A (75 ml){Cj§|?b m'C irJPfgUxfco ClO^lft};:^ b jr5^^^W>VD>^S; 
20 (14g, 80.4mmol)CDi^i/7-f A^?g (75 ml);& 1 ^P^A»(:tT?ST b $ S) 
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5";U-2-:r=^V-l,2.5,6,7,8-^:3ptJ- 1 H □ --Y V^J U > -3-* ;^ 

5^;i/ (1-015-02) (15 g, 7i%)&ltfiiftttt)Hi: b■r^f fco 

5 'H NMR (300 MHz, CDClj): 8 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.63-1.78 (m, 4H), 1.87 (quint, J"= 6.0 Hz, 2H), 2.57 (t, J= 6.0 Hz, 2H), 
2.73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 

c) l-:r^;i/-3-t KD^i/p{ 5^ 5,6,7,8-7^ h^t Kn-ijy-dpy U>-2-:t> (l- 
015-03)®-&fig 

10 l-;^f-;i/-2-;t^V-l,2,5,6,7,8-'vdp-9-b KD-f U y ■'i-tl )\^if^yM:^ ^ 

x;^7";i/ (1-015-02) (130 mg, 0.5 mmol)$ THF (12 ml) lC^iPb> CeCl3-7H20 
(372.6 mg, 1 mmol)t;7k^fli'J^>t?Sl Uf-iJ^A (21.8 mg, 1 mmol) § x. . ^^-^ 
20^m*^tfeo M>mt#mm (lN,20ml)?£iDX.i^^Ji5^;i' (40ml)faai^s 
fiSWtfeiS* (30 ml)T?t5fe#v ^!«7j<«a^x'^^;?i$/H;AT?|g«|USliiEEi[^bfco d © 

5^;i/-3-t l*P^i^^5^;i'-5,6,7,8-x h v t H n-l.^-=^ry U >-2-3|-> (1-015-03) 

(80 mg. 6%%)^m'^m^m^t vxntzo 

^H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
20 2H), 1.65 (quint, J= 7.5 Hz, 2H), 1.71 (quint, J= 6.0 Hz, 2H), 1.85 (quint, J= 
6.0 Hz, 2H), 2.52 (t, J= 6.0 Hz, 2H), 2.68 (t, J= 6.0 Hz. 2H), 4.00 (t, J= 7.8 Hz, 
2H), 4.53 (s, 2H), 7.02 (s, IH). 

d) 1-::^ 5^ ;i/-2-;t=^y -1,2,5,6.7,8-^ ^Ith Y n J \) y -z-fj )i^sT ))/ =f \i Y 
(1-015-04)0 -^fig 

25 DMSO (0.54 ml, 7.64 mmol)SJe'fti^f-b> (27 ml)K:^jS U-78'C K: b fco 
C:O^^H;t^1f' J ^I'i' O U Y (0.4 ml, 4.58 mmol)i: l-:/f-;V-3-t HD^pi/^ 
-5,6,7,8-7" h 5 t K n-lir-:3ry U >-2-;4-> (1-015-03) (O.9 g, 3.82 mmol)CD 
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^{bP<f-l/>§^ (20 ml)SC0jliSt?iTL, ^ b > (1.33 

ml, 9.55inmol)<£Ja;t. -78»C 5 t fc^s '^.^ iZMU^^Ubtzo ^Ull 

^ biz 20^i^n\^tc^. S.I&WHZ^MWt (IN, 50ml)4JP;lif^3i5';V (200 ml) 

■ejAtB^s mmmm:kmi-h^)':?j^:kmm (somix tssi:ftigzic (50ml)■r-^5fe?t^ 

V^^y^- (^;^x>/i^^al5^;^)t•rmMb^ i-:r^;i/ -2-^^ v -1.2,5,6,7,8- 
^^r-ift KD-^y >; >-3-*;i/d?7';i/7't k (1-015-04) (0.5 g, 56%)§^iieia 

NMR (300 MHz, CDClg): 8 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
10 2H), 1.68. (quint, 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 2.76 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.8 Hz, 
2H), 7.76 (s, IH), 10.34 (s, IH). 

e) l-r5^;i/-3-t KD:^i/-5,6,7,8-7^ h^b KD-l^-^^^y •;>-2-5f> (1-016-05) 

15 l-:/5^;i/-2-;r^V-l,2,5,6,7,8.'vdf^-i^-t Kn-^y U >-3-*;i/:i}?T;i/7^t H (1- 
015-04) (160 mg, 0.69 mmol)^^'fb;'< 5^ b> (10 ml)(c: gip NaH2P04-H20 
(190 mg, 1.38 mmol)i: .jt^iJ'PD jig Sl^^ (237 mg, 1.38 mmol)^ilQ 

X' so^mnvtzo 5%^:tmm±h 'j^j^ykmm (.20 miy^m^mm:^ 

(50ml)T-}Sffl^> t§lO^^*m::>- h U ^7 A*^?gE (20 ml)^ mmM:^ (20 

ml)t:^^bs Ti^mibi- V V ^ A:^m^ (2M, 0.36 ml, 0.7 mmol)<£iD^s 
SO^mnLtzoKH^'^miZ^M^ {0.2^,7 m.l)^iSa^mmi-^J\^ (25ml)t?}fttB^^ 

isin:tm7jc (10 ml)T-^5fe^^ mMM^ ^^t^t? Ax^m\.mBmmLtzo 

25 :/5^;b-3-t: H n -5,6,7,8-7^ b^t Ho-i^-^Jpy U>-2-:t> (1-016-06) (82 

mg, M%)^m^^mmh\^xnrzo 

^H NMR (300 MHz. CDCI3): 8 0.97 (t, J= 7.5 Hz, 3H). 1.42 (sextet. J= 7.5 Hz. 
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2H), 1.60-1.74 (m, 4H), 1.83 (quint, J= 6.0 Hz, 2H), 2.50 (t, J= 6.0 Hz, 2H), 

2.62 (t, e/= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 2H), 6.57 (s, IH). 

f) z-i^y^j-t^^^;-))/ 2-i ji^^i/ n-y^ji. 5,6.7, s-fh'^i^}^ ti-iff-^y 

D >-2-:t> (1-015)® fig 
5 l-:^^;i/-3-t H Ddp$^-5,6,7,8-x h 7 t K P-m-:^y U >-2-;r> (1-015-05) 
(10 mg, 0.045 minol)^£ DMF (1 ml)t^Pb> Ti^Miht h U A (60% oil 
suspension, 2.7 mg, 0.068 mmol)$i!rtl^^fiT! 5 ^iS t < jif^ Lfco dCDS^Jil 
2-ftJU^>'J:t^V-^J-)V (7.7 (lis 0.068 mmoiy^m^M-^ 20 »mW, 
m^^i^m (IN, 3 ml)^m^mM:^^)l' (S ml)-effliB^s f^m-kWk (4 ml)T- 

i^nvh^77'f- (N;i'i>/fifKxg^;i/){c:-c)iSi?bs 8-(^>^/:t=Jrtfv^-;i/ 
2--Y ;v;t=^Pi/)i-:/5^;i/-5,6,7,8-5^ b 7 t H n-ijy-^y 1; >-2-;r > (1-015) (12 

mg, 79%)^mm^n^tvxmrc^ 

^H NMR (300 MHz, CDClj): 6 0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, J= 7.5 Hz, 
16 2H), 1.66 (quint, J= 7.6 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 
6.0 Hz, 2H), 2.58 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 
J= 6.9 Hz, 2.4 Hz, IH). 

20 <^Mm 1-017 > 




a) l-(2-7*D^ 7 3i^5^;i/)-3-.>« Y^iy2-\^U F> (l-017-01)®-&fig 
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2-034-02 PI ^{3 UT^j^L/fc (44%)„ 

NMR (300 MHz, CDCI3): 8 3.22 (t, J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 5.96. (t, J= 7.3 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.55 (d, J 
= 7.6 Hz, IH). 

5 b) l-(2.rD^ 7 3i^^;i/)-3-t K p:^i>'-2-t: y H > (l-O17-O2)0-&fiSi 
1-004-08 i: p]:^ {3 L T ^WL L fc (100%)o 

»H NMR (300 MHz, CDCls): 8 3.23 (t, J- 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz, IH), 6.78 (dd, J= 7.3. 1.8 Hz, 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 
10 c) i-{f<y^J:^^V^J—)\/2-i)]/:^^i/)-l-{2--:fu^y:iL^=}-)V)-Z-\LYu^i/- 
2-1^ U Yy (l-017)CD-&^ 

1-015 illicit Uf^^Ufe (70%)o 



<^Mm 1-018 > 



15 




a) 3-p< V^i^ 6,7-i^b h* P t U K [2,l,a]-f V ^ / ';>-4-;r> (l-018-01)CD-&fiR 

l-(2-:ra^7 i:^^;U)-3-^ h^'> 2-t:U Yy (1-017-01) (lOO mg) ® DMF 
(4.0 ml) ^a-e Pd(dba) • CHCl3(30ing), Bt4NCl (54 mg), iRlf^K* 

y^A (67 mg) ^AD^feo 120 f 3 Bt ti^f b fc^ , ^^{C 

x-^jv-c 3lHlMail/fem, -^^D-frfe^t^fflS*, talP:tm*•r•)lg»t^5fev^, MM 

^-j^DVb^^^^-f - (h;i/:i^>/T-fe h> = 1/1) T-i|iM1-'5^ iit; J: D 3->< h 
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6,7- t KD ij H[2,l,a]-r Vdp>' U >-4-:t> (1-017-02) (50.6 mg, 69%) 

NMR (300 MHz, CDCI3): 8 2.97 (t, J= 6.4 Hz, 2H), 3.88 (s, 3H), 4.34 (t, J= 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.34 (m, 3H), 
7.64-7.67 (m, IH). 

b) 8-t h* P:^rS/-6,7->:; t F □ U K[2,l,a]-f V^y U >-4-3t-> (1-018-02)® 



1-004-08 ilUa {cut -^fifebfe (98%)o 

^H NMR (300 MHz, CDCI3): 8 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t, 6.6 Hz, 2H), 
6.71 (d. J= 7.8 Hz, IH), 6.93 (d, J= 7.8 Hz, IH), 7.24-7.34 (m, 3H), 7.64-7.68 
(m, IH). 

d) S-(^yV:t^V-^J — )V 2-f ;i/2|-^i')-6,7-J?b HPtrU K[2,l,a]-f V^J U > 
-4-;r> (1-018)®-^^ 

1-004 tnm^^vx-^mhtz (47%)„ 
<^mm 2-oo4> 

O-^N^Me toluene S^^^^Me S**^N"^Me 

nBu "Bu /iBu 

1-004-07 2-004-01 2-004-02 

NaH/DMF S N Me 

nBu 
. 2-004 

a) l-r^;!/ 5, 6-J^^ ^;i/-3-P< h 2-^5}-- fe! U H > (2-004-01)® ^J5g 

l-r^;i/5, e-$^p<^;i/-3-^ h^i/2-lfU K> (l-004-07) (222mg)S i>* n - v 

>i«^(502mg){z h;i/3:>(8mi)<£jn^M^L^ mMMm^. mwMm^ff^rzo 7 

^^^s S/i6?i^i^{c:^^y-;i'(25mi)^£iq^ ^lam^^L^ imm^. 

Vtzo ^ii(0.80g) ^D-/'?-A7ABT-J'U*-y;i/*7Ai^DV h(hJV:cy.7 
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■fe h >(4:l))<&fTU, 5,6-i^jl^)]y-3-jt Y^i^ 2-^:t-\^V V> (2- 

004-01) (177mg, 74.1%, lll-112'C)o 

'H NMR (300 MHz, CDCI3): 6 1.00 (t, J = 7.2 Hz, 3H), 1.43-1.55 (m, 2H), 
1.70-1.95 (br s, 2H), 2.22 (s, 3H), 2.46 (s, 3H). 3.89 (s, 3H), 4.90 (br s, 2H), 6.54 
5 (s, IH). 

b) Ar.l-:/5^;i/ 5,6-i^^^;i/.3-t HP^$/.2-f-;r-tf K> (2-004-02) 
1-013-10 tm^iZ^d Zt^J:^^ 2-004-01 (170mg)*>6 l-:^f->»l/ S,6-i? 

^;V-3-t: P a^i'-2-^:t-l::y (2-004-02) (118mg, 74.2%, WiJ^ 81-88°C). 

10 ^H NMR (300 MHz, CDCI3): 8 1.02 (t, J = 7.2 Hz, 3H), 1.45-1.57 (m, 2H), 
1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (br s, 2H). 6.87 (s, IH), 8.44 
(br s. IH). 

c) 5,6-i:^;< ^;i/-3-0-(^>X;r^-y-V^-;i/ 2-'f ;i')-2-5=-:t-t:U K> (2- 
004) ©^^a 

15 1-004 i:^«ltc:fif-5 c: fctcj; »)s 2-004-02 (ii8mg))&>e> i-rf-;i' 5,6- 

.>{^;l/.3.o.(^>X:t^+^^/-;^2-'r;^)•2-5^;^-.^^ k> (2-004) (84ing, 45,9%, 

m.-^ 185-187°C)^&tf fco 

%mm 2-ooi~^ii^j 2-013 tt^ mMm 2-004 iigiat^gKufco 



20 <mi0!l2-O14> 

a) 2-3— K-S-A-f K D:^rS/ 6-^^;H:; U (2-014-01) ©-^fig 

1-014-01 2-014-01 CHa r 

2-014-02 

HO^ 



PhNHCSNHRl 



S^N^^Me NaH/DMF S^N ^ 



EtaN/CHgCN N Me NaH/DMF S'^N^Me 

Me ,4,e 

2-014 

5-A>f KD:^i/ 2" ><^;i/t:U (1-014-01) (36.11g)t^^V-^ (68.0g) *5 
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<ttJ«2k (8l0ml)4^^x.•c^^a(c:■rm#^g^Ufem^ 30m (ii7gX B^^bitiV^ 
h (117g)*5j:t>*7k (810ml)ct 35 ^gbT?iTLfeo S^&^«^^fftH 

bT < -5llllfi®iS^S:5iax ^E^jtUT 2-3- H K Pdp>> 6-^ =f-)\/\f. 

Vi^y (2-014-01) (34.1g, 43.9%, HljS 187-190°C)$^f fc o 
5 ^H-NMR (300MHz, CDCla+CDaOD): 8 2.45 (8,3H), 6.45 (d, J = 6.9 Hz, IH), 
7.02 (dd, J= 6.6, 1.5 Hz, IH) 

b) 3-;\^ YU^i/ 2-3-\( l,6-i^^^;V-tU$^-e7A B-PY (2-014-02) <D 

iSv Xmom^lZ 2-3- K S-ZN'f b'Ddr>> 6.pi^)V\fV V> 835mg *S J; tF3 
10 -Y Zml^XKs 130°Cr- 4 180°CT* l^^SliSLfeo KmW. 

tt^ilSlgHL 1.42g0 3-/N-f Kd:^$/2-3-H l,6-i?^5^;v-t:U i^-i^^A 3- 
K (2-014-02)<&#fc„ 

c) 1, 5^;i/-3->'N'l' YU^^y 2-^-^}^:^) Y> (2-014-03) CD-^fig 

s-^N'f K D 2-3- F i,6-s^p(g^;i/-tr u i'-'i? A 3 — (2-014-02) 

15 (852mg) h U > 467mg43<fcT|fT-fe h- b U;HOmli D ^S^^tJ^s 

1, 3-$^7 517mg ?&JD;?. 2^KjigSbfeo SJfe^s Jli^ b U ;<7 •i^ 

D V h(n-^^t'->-if^JC5^;KC-C^tH)<&ff l> 279mg0 1, 6-i^^ ?^;i/-3-/N 
'T Kn^S^ 2-5=-:ri; U H > (2-014-03) <&|#fco 

^H NMR (300 MHz, CDCI3): 6 2.47 (8,3H),4.12 (s,3H), 6.63 (d, J=8.1Hz, IH), 
20 6.95 (d, J- = 8.1Hz, IH), 8.35 (br s, IH). 

d) 3-(^>\/;r=^-y-i/-;i/ 2-'f ;i';r^i^)-i,6-i^.?<^;i/-i-ff-tf S;>.2-^5j-> (2- 

014) CD^fig 

1,6-S^^ ^;U-3-A>f HP^-> 2-f::tt:U H> (2-014-03) (157 mg)S DMP 
(3inl)t^>ft» b 60%7J<^^b:^ h U "i?A 52mg SrAP^T^^aCT 7^^J6S^-&fe<, 
25 C:cDK/i&*gtlc:2-^DP'<>v;;r=¥-t?-\/-;i/ (184mg)*DMF(0.5ml) fc:-C^5l5l\a 

Jl5^;^t-c^D^Ib^fittlb^ i>'U;!?'i^;i/^D v fiiTilt^b-f VT-D/iy-^i//^^ 
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l,6-i^^^^;i^-lJ5r-l:f U 5^>-2-5^:t> (2-014) (182 mg, 66.8%, Hl^ 245-247^0) 



5 <IIJ!B^J 2-015. 2-018^ 2-026> 

Me 

1-014 2-018 



"^Y^ Lawessorfs reagent ," ^^"^Y^ BBfa/CHaClg ,^ ^Y^ 
O^N-^Me toluene S^N Me S^I^I^N 

n-Bu n-Bu 



o 



NaH/DMF S^^ti "Me 

a) 3-:/5";i/-6-^^;i/-2-^:tl^ >; K > (2-026)® -&J^ 

3-:r^;i/-2-v^ U K> (i-oi4) (8.91 g){3?g^ b;i/x> (200 ini)t^>(p 

ba-v>ia^ (19.41 g)^iatmm^mTMmLx a.sf^F^^jE&^-frfco sjism 
10 pi^^y-;!/ (80mi)&iD^tM^{::-c. 1.5 -So 

3-:/f-;i^-6-^f-;i/-2-5^:tl^ U F> (2-026) (12.97 g)^#. t -S c i: < 

^H-NMR (300MHz, CDCls): 6 0.94 (t, J= 7.5Hz, 3H), 0.99 (t, J= 7.5B.Z. 3H), 
15 1.46 (m, 4H), 1.87 (m, 4H), 2.50 (s.SH), 3.98 (t. J= 6.9H2, 2H), 4.75 (brs, 2H), 
6.40 (d, 7.8Hz, IH), 7.80 (d, J= 7.8Hz.lH) 

b) S-A'f Yu^i/ 6-^5^;i/-2-^;r tf U K >(2-018)CD^j^ 

i-::^^;p 3- -€-;>< ^;i/-2-f-;«-tfU (2-026) (i2.97g)$sej»m-fb;»< 

y (200ml)t::^A»b lmmol/mlCDH||'fb7^'>^-Jl'fb;>«5^bV^M (5.6ml)*J9) 

20 o < t) tm^^ mmzx smmmw^PB^^tco Rn&m^ i5Omi0*7jci;aj/Db 

?§7>^r^mTpH8-9 i:U^D^/^;^ACT}^^J. IS»ftie7Jcfc:-c?5fe^bT;i/ 
^:^(150 g)0*7A<&)ib^^)K:^'DD7}^;i/A{c:r^tBLfeo ;t 1/ y 5^effl?6*i^ 
t)i:bT l-7"5^;i/ 3-/N-f KD:^i/ 6-/ ^;i/-2-f=-/J- 1: U H> (2-018) (5.439 g, 
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iH-NMR (300MHz, CDCI3): 6 1.02 (t, J= 7.8 Hz), 1.50 (m,2H), 1.85 (m,2H), 
2.51 (s,3H), 4.66 (br s,2H), 6.49 (d, J= 7.8 Hz. IH), 6.91 (d, J= 7.8 Hz, 
lH),8.44(brs. IH). 

5 c) l-:rf-;v 3-(^> X:;t^V-^J — )l' 2-'f ^i^-e-p? f-;i/-2-5^:t t: U K > 
(2-O14)0-&fig 

3-J^-( Yv^t/ &-^=f-)]/-2-^-t\i^) Yy (2-018) (113 mg)&|gjS 
DMF (1.1 ml)lC^A^Lv COtt'C 60%*^'^b:^ h 'J "^7^(36 mg)4in ^T^Std 
T 30^M^f 1^/^0 2-^^ D D^>\;;t^f-l/-;i/ (112mg)^iD^ 2 1^^ 40 iS-^J^S 
10 Ufco SJ©^7jC7jc (20 ml)K:in^lf^3^5^;i/(30 ml)fr 2 [5]^flaib^ 

av ^{::T)itMb^ DSIS^LT l-:/^;i/ 3-(^>X;rdrti-y— 2- 

^ )V)-:^^l/-6-:f.^)V.2-^:lr\^\) K> (2-014) (117 mg, Blk 125-127.5'C)^^ 

15 mS^aj 2-015~|IM 2-029 {i. HJfg^^J 2-014 {CipSHLfc^^SCr-^^Ufeo 



<llJi^J 2-034> 

O'^'^N'^ DMF S^N-^ toluene S'^^N^ 

- nBu 
2-034-02 ^NMea 2-034-03 



Me 




HO un 1 1)Mel/CH2Cl2 

Py.HCI MegN'^NMeg^ ill ^jPPhs/EtOH "° 

S*^N BOH S'^^N 3)NaOH/MeOH s*^N' 

nBu Abu nBu 

^'ttS^^'* 2-034-05 2-034-06 

NaH/DMF 

a) l-y^^V-S-;^ h ^i/ 2-t:U F > (2-034-02)(Z)^J^ 
20 3-^ V^^y 2(1J3)-1^ U 1« > (2-034-01) (5.0 g) ® DMF (40 ml) i§?S{c:, 
T7j<:^'fb:^ h e^A (60%wt, 2,2 g) SrAD^fco 20:9-^J^bfe^, 1-3- H 
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>(i5.5g) ^mx, ^ 4o^m#b&o 7jc<£ip^sjs*f?±bfc^, mm^m 

5 i^tl<&*vAi?nvb^7 7-f- h> = 4/1) T'iiil-rsci: 

t j; D l-y^))y-Z-y^ h^i/ 2-tiJ K> (2-034-02) (6.7 g, 93%) ^«6«t)Mi: U 

m NMR (300 MHz, CDClj): 6 0.93 (t, J= 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 
1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 
10 6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 
h) l-:ff-)V-3-^ py-2-^:t> (2-034-03) 

l-:r5^;i/-3-p< V^iy 2-trU Y> (2-034-02) (6.4 g) 0 h;i/x> (150 ml) ^ 

r^{cD-v>is^ (16.8 g) ^m^, mmMmi^tzo smmMnLtz'^, mwq^ 

^y-JV (100 ml) ^mX, ^bK 30^ti#Lfe. MffiTt?^ii§®* Ufe^, 

tzo mm^ms-T-c^^Ltz'^, nbtitzm.&m<ii^:b7 A^u^ hv^y ^ - 

(h;vjc>/T-fe h> = 4/1) -^mmt^cLtiz^y) i--yf-jv-3-^ h^i^t: 

2-^;t> (2-034-03) (5.6 g, 80%) ^m^mmtLXntz. 
20 NMR (300 MHz, CDCI3): 8 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 1.84- 

1.94 (m, 2H), 3.92 (s. 3H), 4.62 (t, J= 7.6 Hz, 2H), 6.61 (dd, J= 7.9, 6.2 Hz, IH), 
6.69 (dd, J= 7.9, 1.2 Hz, IH), 7.38 (dd, J= 6.2, 1.2 Hz, IH). 
c) l-:7f-;i/-3-t \(U^i^\fVi^>-2-^:^> (2-034-04)® 

l-:/5^;i/-3-^ hdri/li U i^>-2-5^:t> (2-034-03) (1.4 g) {;it^Ui^>^^^ 

25 (3.6 g) ^mxtz^ 190 'cx 4o^mnLrzm, 7k, jSLvmm:^9-)v^mx:^mm 
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5 d i: K: «k D i-:r5^;i/-3-t F n if U i^y.2-^^y (2-034-04) (1.02 g, 78%) 

NMR (300 MHz, CDCls): 6 0.99 (t, J= 7.3 Hz, 3H), 1.43 (m, 2H), 1.91 (m, 
2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6, 6.7 Hz, IH), 6.97 (dd, J= 7.6, 1.2 
5 Hz, IH), 7.34 (dd, J= 6.7. 1.2 Hz, IH), 8.61 (br s, IH). 

d) l-:?'?^;i/-3-t KD:5ri/-4-(iV,iV.i;><5^;i/7'^ i;>:^>.2-^;r> (2- 
034-05) (O-^WL 

l-r^;i/-3.h Kn:*->>t: U i'>-2-f-^> (2-034-04) (l.O g) © 10%^2kai^ 

J (20 ml) mWi \Z , ^^-V N,N,N',N'-^ V ^ >^ ^Jl^t^T K ^ ^ ■$> > (1.70 g) 

10 sAn^feo 75 'CT- 24^^M#bfc^, mmTx-mm^^^t^ztiz^t) i.y 

^;i/-3-t KD^ri'-4-(Ar,jv-i;>{^;i/T$>'^5^;i/)if Us;>-2-5^:t> (2-034-05) 

(1.3 g, 95%) ■km^mwhi.xntzo 

m NMR (300 MHz, CDCls): 8 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H), 2.29 (s. 6H), 3.48 (s, 2H), 4.51 (t, 7.3 Hz, 2H), 6.87 (d, J= 
15 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 

e) l-^^^^-^l'-S-h K Ddr>>-4-^ 5^;i/tr U i>>-2-f-;t> (2-0 34-06) CD fig 

1- ^ 5^ ;i/ -3- 1 K n ^- .4:-(N.N- ^ ^ ;i/ T ^ y ^ 5^ ;i/) tf 1; > -2- ^ ;t > (2- 
034-05) (1.0 g) (D^ib^^l^y (20 ml) 3 - H ^ ^J^ > (2.1 g) ^ 

*n;ifco immmnbtcn, mmrr-mi^^m^Ltzo ^mizj^^p (20mi), 
20 h y :7 7 > (1.6 g) ^m^tco 75 'cx 20 v^mmw intern., u 

s.Txmm^'s^Ltzo mz, mmiz^^i/ (lomi), jsc-tr im^ykmihi-v 

V^l^^mWi (8 ml) tllmt, *^>fc 60 'CT? 2 ^Hgm^^bfeo MffiTT-SIt?^ 

= 4/1) T-MS-r-SCliltClJ; t) l-r^>'l'-3-t Kn:3rS/-4-^^;i/tfiJ $^>-2-5^:t> 
25 (2-034-06) (0.57 g, 70%) t LT^feo 

^H NMR (300 MHz, CDCla): S 0.98 (t, J= 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m. 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
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7.25 (d, J= 6.7 Hz, IH), 8.67 (s, IH). 
(2-034) 

l-rf-;i/-3-t KD:^i/ -4-^5^;!/ trU -2-5=- ;r> (2-034-06) (60 mg) (O 
DMF (1.0 ml) mW.\'^, ^^a•r•7k^^b:^ h U (60%wt, 15 mg) ^*nx.feo 20 
2-^ D D^>\/;r^-y-7-;i' (85 mg) ^iOx., ^ e>{C 75 °C-^ 17 

7>f- (h;i'Ji>/7'-fe h > =4/1) -^IIM-rscii^tia; t) 3-('<>\/;^-:iMfvr-;p 
2.W;i':t^i^)-l-r5=-;i/-4-p<5=-;i/tf U t^>-2-5^;^-> (2-034) (73 mg, 92%) ^ 



<^Jfi^!^J 2-035 > 

0**'^N'^ ElOH O N 3)NaOH/MeOH d^W"^ 

H " H 

2-035-01 2-035-02 



toluene , _ ^ 

^.BU /.BU 



2-035-03 ojweAii 

2-035-04 2-4)35-05 



0^° Q^'y^"' 

NaH/DMF ^„ S^n"^ 

2-035 I 

nBu 

a) 5-(N.N-P^^)]/T ^ y ^ ^;i/)-3-^ h 2(l.H)-e U H > (2-O36-Ol)0^J5g 

3-P< h^i^2(lH)-)iV K> (2-034-01) (5.0 g) © 10%^7jcai ^ ^ (150 ml) 
mmiZ, mUT! N,N,N',N'-y'h7?i^;}^i^TS.>f (54 ml) *AD^, iDJStji 

«SUfeo 48^^fg#Lfcm, M]ET-e^j^§g5fetff 
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DVh^^^'f- (i7DD;}^;i/A/p(^>'-;W7k =6/4/1) -^mmt ^ Z tlZ *) 

5-{N,N-9 y. ^ )\/T K y ^ )V)-3-^ h^i^ 2{iff)-}f:v H> (2-035-01) (4.5 g, 

53%) ^^^mntL-cmtzo 

»H NMR (300 MHz. CDClg): 5 2.21 (s, 6H), 3.17 (s. 2H). 3.87 (s, 3H), 6.86 (d, J 
5 = 1.8 Hz, IH), 6.90 (d, J= 1.8 Hz, IH). 

b)3-^ h^iy 5-ji^J]y-2(lH)-}^V H> (2-035-02)®^^ 
2-034-06 tmmiZLX^mhtc (71%)o 

^H NMR (300 MHz, CDClg): 6 2.11 (d, J= 1.2 Hz, 3H), 3.84 (s, 3H), 6.62 (d, J 
= 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz, IH). 
10 c) l-r^;i'-3-^ h^i/ 5-^^;i/.2-l^ U h*> (2-035-03)0 -^JSa 
2-034-02 t mmiZ bT^fiS Ufe (63%)o 

^H NMR (300 MHz, CDCI3): 8 0.94 (t, J= 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H), 3.80 (s, 3H), 3.92 (t, J= 7.3 Hz, 2H), 
6.45 (d, J= 1.2 Hz, IH), 6.65 (dd, J= 2.1, 1.2 Hz, IH). 
15 d) l-:r^;i/-3-p< hde>> 5-^^;H^ Ui^>-2-^:r> (2-035-04)CD^fiK 
2-034-03 LT^fiKbfc (100%)„ 

^H NMR (300 MHz, CDClg): 8 0.97 (t, J= 7.4 Hz, 3H), 1.35-1.48 (m. 2H), 
1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s. 3H), 4.59 (t, J= 7.7 Hz, 2H), 6.56 (s, 
IH), 7.21 (s, IH). 

20 e) 1.7*5^;i/-3-h KQ:^ri/-5-p<9^;i/tUi'>-2-5=-:t> (2-035-05)CD^fig 
2-034-04 tmmiZVX -^m U tz. (76%)o 

^H-NMR (CDClj, 300 MHz): 8 0.99 (t, J= 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.86-1.95 (m, 2H), 2.19 (d, J= 0.9 Hz, 3H), 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d, J= 
1.2 Hz, IH), 7.16 (dd. J= 1.9, 0.9 Hz, IH), 8.55 (s. IH). 

25 f) 3-('<> y:t^-t?-\;-;i/ 2-'f 5/ )-!-:/ ^;w.5-ptf-;Hf UJ^>-2-f-:t> 

(2-035)0 -^fig 

l-::^5^;i/-3-t KDdrS'-5-^9";Hf U i^>-2-5^;r> (2-035-05) (300 mg) © 
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DMF (6.0 ml) ^U-^7km'(hi- h V 0 A (60%wt, 79 mg) SJP^feo 20 

^m#bfe^, 2--i; UQ^>'Jyir^'^'J-)l (432 mg) tlM^, $ 5) t^fiT" 2 

(h;i/at>/T-fe h> =4/1) tJiliS-rsciifcJ; D 3-(^>\;:t=^p-b-v^-;i/ 

2-W';i/;t:3r>>)-l-yf-;i/-4.^5^;Hf U S?>-2-^3r> (2-035) (872 mg, 78%) 5&|S 
10 t)!K^bfeo 

HJJi^J 2-030~||fi5«?IJ 2-037 2-034. 2-035 bfco 

<^liig«?!l 3-003 > 



ONa 

NC^COzEt — ► NC^CONHEI ^-^^^ >► 




3-003^1 3-003^)2 (^NH / AcOH / DMF O ^' ^Me 

Q " 3-ooa 

KOH HOaC^Y'^^ PyBop / IPraNEt ^^^s^^A^^^Me 

Me 



EtOH-HzQ O^N Me BnNHa/DMF 



" 3-003 B 

3-0004)4 

a) N-x-f-)]/ t/T ^ T^2^ K ¥ (3-003-02) 

15 Ji5^;Ui'7'y Z-fe^- h (3-003-01) (11.31g)C^StiJ!^Tx 70% 

15 ^^Sb 32-'37'C-^fTofco •?-0t* ei^HSKi!?^. -llfe^mSJtfibfeo s 

Ki&T^^^ME®* bfeo ff &nfe?ifeie^i4^^(11.93g)k:ai-5^;i.(20ml) 

20 K (3-003-02) (9.05g, 80.7%, 54-59°C)^^fco 

NMR (300 MHz, CDCI3): 8 1.20 (t, J^ = 7.2 Hz, 3H), 3.31-3.40 (m, 4H), 6.22 
(br s, IH). 
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b) 3-i/7'>'-5.6-e;^5^;i/-2-tU K> (3-003-03) 
2-^^)l-3-:t^V:f^i'~)V i-V^J'Cfl^m. (3.l8g)i: N i^T'^T-fe 

^ ^ K (3-003-02)(2.243g)^ DMF(20ml)C{i^bs ^M#Tx B^^(1.49mlX 

^^^yf? h-^^m.'i$Ls Mffi^Tfebfeo If 5>tlfcig^tt^S(4.07g)^n-'sdF--y-> 
(15ml)f 3 |ll?3c^bx 3-S/T ^ 5^;i/.2- 1! U K> (3-003-03) 

(3.38g, 96%)**i^j^^J; fT^feo 

NMR (300 MHz, CDCI3): 8 1.33 (t, J" = 7.2 Hz, 3H), 2.13 (s, 3H), 2.43 (s, 
10 3H), 4.19 (q, J = 7.2 Hz, 2H), 7.59 (s. IH). 

c) 1-J:^;i/ 3-*;i/:4?dp^'.5,6-$?;><^;i/-2-tr U (3-003-04) 

l-JL^)\y -5,6-1? A^JV-Z.tiV ¥> (3-003-03) (3.37g)$ 80% 3: y - 

;i/(65ml){;:Sg|L, y^m^t-^ V ^ a (7.96g)<^ JP^, g^MSfeifN m-C^fi^SffT- 
JiSSSff ofco 24 ^F^^. EiS?g^Mmii$g (50ml)i:i^^a:^;i/ 
15 (50ml)?&iD;l^ ?X^^iil$^x ^i:o;9-?0cb7|c^?&*?^Tx (13ml)^&iD^A 
^^^ WtB bfclS^^^m L/^^r*-ei5fc^Ls 3-*;i/^dp.>.5,6-i^p< ^;i/-2- 

liU K> (3-003-04) (2.734g. 73.3%, Sl!;^ 164-165°C.)<&M±eJg^ i: UT#fco 
'H NMR (300 MHz, CDCls): 6 1.38 (t, J = 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 
3H), 4.28 (q, J- = 7.2 Hz, 2H), 8.28 (s, IH), 14.73 (br s, IH). 
20 d) l-J:f-;i/-2-;?|-:¥V-5,6-i^p(g^;i/-l,2-i' t H D 1; i;> 3-*;i/3K>^ ^>t^)V 
T^Y (3-003) 

1- :n ^ ;i/ 3- * ;i/ 7p 5/ -5,6- ^ 5^ ;i/ -2- tr D K > (3-003-04) (195mg) * 
DMF(3ml)(;r^^ bs ^ > ^ > (0.17ml). V 7* D ;i/ x 5^ ;i/ T 5 > 

(0.35ml). ^^:V^■C•'<>V^ h UTy-;i/ l--f b U 1 D U ^ -s^;^ *n 1^ A'v 
25 dP'y-^^l'^t-nTtTX^^^-f KPyBOP,624mg)?&jD^An. ^iS^Jf ^^firo fco 11^ 

m'^. Sfsm4g^^:cf-;i/-^#i^b. ^^2ic?§itT- 2I5l^5fe^tb^ m^^xm^ym 
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;r^V-5,6-i^^ 5=-;i/-l,2-J^ b K D ij i^-> Z-:}3)V7nym. ^y'y)lY^Y (3- 
003)©^a(259mg, 91.1%)S#s Jfi-fb^ ^ >/n-'\^tl->-eSiSlbN SSfetf^ 
S(207mg, 72.9%, SI;S 117°C)$^fe, 
^St^J a-OOl-^JI^J 3-036 {is IIJI^J 3-004 itiaiilll'&figtfeo 



<'^Mm 3-067s 3-068s 3-069> 



•^Oa^Y*^ CH2SO4 M gOzCyfv.^^ MIS Me OgC.^:^^! nBul / NaH MeOzCs^^s^l 

cr~^U MeOH O'^^N ^a*^ d*^N DMF 0*^N 

H H H in,. 



3-0S7-01 3-067-02 3-0S7-03 

HOC I ° 
a«^NaOH ^ nBuNHz/EDC ^ 

MeOH O N HOBt/DMF " O^N 



3-067-04 



nBu 
3-067-05 

Pd(PPh3)4/ PhB(OH)2 
aq-J^COa/DMF 



3-067 



nBu 




3-067 



a) 2-h H P :3p.> - :35^>^ ^ (3-067-02)<D^fig 
2-h Knde$/-n5'>^ (3-067-01) (50 g) O^rJ'y-;!/ (500 ml) mWUZ. S 
S-e^ga^ (15ml) s SVh^l'Oii/ (100ml) ^in^feo X'T-^XiJ'-i'jggS 

^^jSt^S^BET-egS-r-SC: i:{C:<t >) 2-h KD^r$/:r3^>^p<5^;Ua:;;^^;j, (3. 
067-02) (46 g. 84%) ^ ^BMi^ t [yXmtzo 

NMR (300 MHz. CDCls): 8 3.92 (s, 3H), 6.45 (dd, 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd. J= 7.3, 2.4 Hz, IH). 
b)2-t Hn^i/-5-3— h*-n5^>^ ^ ^;Vjc;;^7^;i/ (3-067-03) fig 

114 



wo 02/053543 



PCT/JPOl/11427 



2-h }'tt^i^-=l'^ym ^t^P^x-T.T'Jl (3-067-02) (20 g) ®«i-ftip< 5^ U > 
(500ml) m^iZ. ^^-e N-3- h'i^^^-y'T ^ K (NIS, 38 g):&iP^, MmMm 

Ltz. i6mmmn\yfz'^. mm^miiLmmmwi:^^)\y (200 mi) ^sn^. ^ 

2 ItP^in^jiiJittfeo SiS?St^^©®fli:5&ffiSiJ1-5ci ttJ; >) 2-t Yu^ 
5 >>-5-3- Hrin^y^ (3-067-03) (30g, 81%) ^^^m^lf-lLh 

NMR (300 MHz, CDCI3): 6 3.97 (s, 3H), 8.33 (brs, IH), 8.43 (d, J= 2.4 Hz, 

IH). 

c) i-y^;i/-5-3— K 2-;t^v-i,2-i>h Yu\^^}i^y 3-*;i/4^>^ ^ 

10 ;b (3-067-04) ©-^fife 

2- 034-02 tl^^tbT-^figbfe (89%)„ 

»H NMR (300 MHz, CDCI3): 6 0.96 (t, t7= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t, J= 7 A Hz, 2H), 7.71 (d, J= 2.8 Hz, IH). 
8.24 (d, J5= 2.8 Hz, IH). 
15 c) l-y^;i/-5-3— 2-:t*V-l,2-S^ t n e U > 3->b;i/*>^ (3-067-05)CD 

3- 003-04 tnUiZbX b tz (89%) o 

m NMR (300 MHz, CDClg): 6 0.99 (t, J= 7.4 Hz. 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.05 (t, J= 7.5 Hz, 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d. J= 

20 2.7 Hz, IH), 14.13 (s, IH). 

d) Y 2-;t=^rV-l,2-i^t DUU > 3-*;i/7i^>^ ^>i^)VT % 
Y (3-067)®-^^ 

3-003 11^ K: bT fig Ufc (82%)o 

^is0ij3-o37^ 3-038(*^ mMm s-067 tmmiz^miytc,> 

25 e)l-:/^;i/-2-:rdpV-5-7i-;i/.i,2-$?t HDtry 3-*;U:iJt>^ '^Vi^^l/T 
^ K (3.068)CD-&fig 

l-:/^;i/-5-3— F 2-:t^v-i,2-i?b KDtfUi?> 3-:3b;i/5t^>M ^>i^;i/T$ 
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H (3-067) (100 mg) 0 DMF (2.0 ml) mW-i^. ^^g-^ PdCPPha) 4 (20 mg). y x. 
-)l7n^m (89 mg), RVmm:hV^A:^mm (2M, 0.24 mi) ^iU^tzo 90 V 

tifcffi^^tl^^S-m^Wi'n v h^^7^-- (h;i/3^>/T-b b > = 7/1) -CMM 
•t^ZtiZJ:*) l-:/5^;P-2-:tdpv-5-7 3:r:;i/.i,2-i?b h-DtfUS^> 3-*;i/3}?> 
^ ^>5?;i/T^H (3-068) (77 mg, 88%) S^S^^i^H i: UTff » 
f) l-:r^;V-2-::4-:^PV.5-7ir:;i/ji^-;i/.i,2-i?t Kn trU5^> 3-*;p*>^ 
10 >$^;i'T5h* (3-069)0 ^fig 

i-7'f-;i/-5-3- K 2-:t^y-i,2->:^t KDt:ys;> 3-*;u/i?>^ ^>t^)\/T5, 

Y (3-067) (78 mg) © DMF (2.0 ml) ^fiT* PdCl2(PPh3) ^ (15 mg)s 7 

(89 mg). Cul (11 mg). RX^ h V ^t^f-JlY I > (48 mg) 
^tco 90 "Ct- 18I^MS#tfc^x «SWii'fb7'>^::::':>AjjC^?gi:i^^i^;i/:& 

®*L, t#6tife)|a^fiKtl?&^^#S^'Pv (h;i/j^>/T-k h > = 

7/1) -c-iBM-rSii iitict b i-:j^^;i/-2-;i-:af v-5-7a:zi;uji5^-;i/.i,2-s;t Kp 

y 3-*;i/7n>^ 'Oi^^l/T^F (3-068) (65 mg, 89%) UT 

20 #feo 

mi60!l 3-039~||JlB^J 3-044 ilMMm 3-061~|ISI«»J 3-066 ||iig0!l 3-067. 
3-068 Life o 

<*JI^J 3-101> 
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a) 2-t KD:^S^-l-(2-:rn^ 7a:;^^;i/)-r25^>^ f-)V3:.7,7')]/ (3-101-01) 

2-034-02 i: Iqiai t b T -&fiS b fc (59%)o 
5 NMR (300 MHz, CDCI3): 6 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, 

7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, J= 8.1, 2.1 Hz, 
IH), 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-^^V-6,7-i^h KDt^ ij h* [2,l,a]-C V U >-3-:^7;i/4? >^ =^ )V Ji 7, 
)V (3-lOl-O2)0-&J5g 

10 1-018-01 h mm. ic: b T b fc (42%)o 

^H NMR (300 MHz, CDCI3): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3, 1.2 Hz, IH), 7.39 (ddd, 
J= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, J= 7.9, 
1.5 Hz, IH), 8.25 (d, J= 7.6 Hz, IH). 

15 c) 4-;t^V-6,7-i^ t KDK'J K[2,l,a]^' V^ / U > -3-* >^ (3-101-03)® 

4-;r^V-6,7-S?t l« D trU l'I2,l,a]'f V^^ U > -3-* >^ ^ )\/:i.7.7' 
)V (3-101-02) (252 mg) 0S^;t^1^> (2.0 ml) ^?gf3, ^Mt* 2 ^^Tk^'fb:'- 

hU'>A7jc^m (2.0ml) Sinxfeo ii^^i»ifbfe#s 
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6,7-S;t h'DtU H[2,l,a]-Y U > -3-i3 JV^^m (3-101-03) (209 mg, 88%) 

m NMR (300 MHz, CDCls): 6 3,10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 
7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m, 2H), 7.84 (d, J= 
6 7.3 Hz, IH), 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-;tdrV-6,7-i^t Kn U H[2,l,a]'f V^y U >-3-*;b7t^>^ yj^^^JVT 
^ H (3-101)CD-&fig 

4-:t^V-6,7-i^ t KD ij K[2,l,a]-f V^^y >J >-3-3!j >m (3-101-03) (76 
mg) ®DMF(2.0ml) m^fi^^s ^UX' JV-3-(3-i^ ?( ^ )VT ^ \^ )V) * 

10 7)^i^-f 5 h*^^:^(EDC, 83 mg) ^l-h HD^r^'^>Vf h U (HOBt, 58 

mg). JScUy :'^^>^)VT K> (80 mg) ^Jnx.feo IS^^j^jfUfc^. 0.5 S^il 

15 iZ^*) 4-;?f-^V-6,7-S?b KDtf y K[2,l,a]'f V^^^ UV-S.*;!/!!?^^ 7x^5^ 
K (3-101) (84 mg, 74%) ^M^m^tLrmrco 



<M^M 4-002 > 

M=r> n unr- 0 SOCIj, DMF (cat) /— ^ O 

O^N^'^^ EtOH d^N^^-^ ii) Phenethylamine »^ X JL J 

1-01&4)2 4-002-01 """" 

20 a) l-y^;i/.2-;t*V-l,2,5,6,7,8-^:^itt HD-dpy U >-3-*;i/7}f>^ (4-002- 
01)O^fig 

l-:r^;i/-2-;tdrV-l,2,5,6,7,8-^^-y-b Kd-< v^^ U >-3-:* ;i/5i<>^p< 
x;^x;b (1-015-02) (263 mg, 1 mmol)?fei^y-;V (6 ml)tC^SPU. 7Jci^'^b:^ 
>Ue7A7jC^?g (2M, 0.6 ml, 1.2 mmoDS: in ^M"C 30 bfco SUfc^H 

25 (0.4N. 6 ml)?&iP^|f^xf^;i/ (25 ml)-e}lfiai. zRMtt ^ {-:^JlT-ig«f 
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:t='P V-1.2,5,6,7,8-'v=iPlf b Kn-^y U > -3-:^? >M (4-002-01) (220 mg, 

5 NMR (300 MHz, CDClj): 8 1.00 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 

2H), 1.68-1.73 (m, 2H), 1.77 (quint, J= 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.80 (t, «/= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 8.22 (s, 
IH), 14.82 (s, IH). 

b) l-7'^;i/-2-;t^ V-l,2,5,6,7,8-^^i^-t }^ D ^ V > -3-* > ^ 7 i ^ 5=- 
10 }\^-TK Y (4-002)©-^Bl 

l-rf-;i'-2-:*:3ev.i,2,5,6,7,8-'v:3r-y-b KD-dpy U > -3-:tj > ^ (4-002- 
01)(100mg, 0.38mmol)<fe (10 ml){c:ifP b> m-fbf^-rt-^U (83^1,1.14 

mmol)J:M^fiO DMF Sr^^;i^ 75''C T* 30 -frfco C ©^^£;^g:^JijEaieS 

(5 ml){c:Mbfc^^ 7:ii;^f-;i/T^ > (143 (xl, 1.14 
15 mmol)?&iinx.M-?: lO^^f^-r^o S.f&mi^^^m (IN, 10 ml)5fe 2)0^1^^X5=- 

;!/ (30ml)-t?JStBms tSin:feJl7jc (lo ml)-ei}t}f ^ M7j(m^v^^^i>'ii7AT-|2#b 

j^BE^ii^bfeo #e.nfcas*i^u*'y;i'i'Dvb^j^77'f — (h;i/x.>/i^^j^ 

^;i/)t:-C!it^bx J^-7^;i/A»e)S?g^bT l-7'5^;i/-2-;rapv-i,2,5,6,7,8-^^r-y- 
b h'D-dpy y >-3-*;i/:^?>^7i:?>^;p-T^ K (4-002) (100 mg, 74%)^&^ 

20 mBtbxmtdo 

»H NMR (300 MHz, CDCls): S 0.99 (t, «/= 7.5 Hz, 3H), 1.45 (sextet, /= 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.62 (t. J= 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, 7.8 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20-7.33 (m, 5H), 
25 8.26 (s, IH), 10.05 (br t, J= 6.0 Hz, IH). 

mmm i-ooi-^mmm 4-310 tts i^js^a 3-002 tuat^j^g bfco 
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BnNEla^cr CONHg 

CH^ar*' Cl-^ NaH/dlglyme H^N' 
4-501-03 



CN 
4-501-04 





CH(0Me)2NMe2 ^^VV^O n-Bul/NaH "^Ylf^O NaBHaCN ^ 

DMF O^^N-'^ DMF O^N''^ BF3 • OE»2 O^N' 

, " n-Bu ™F A-Bu 

7-010 _ 

7-011 7-012 

HOoC^XJ DSOCIa/DMF(cat.) ° 
KOHaq. ^ yy CHgOg - 

BOH-Hap O^N ii) Benzylamine 
n-Bu CHaOa 
4-501-05 

a) 3-i> a a i7 a > > (4-501-03)® -^jgfe 

l.S-i' D^3F-1J-> (4-501-01) (8.72 g, 77.6 mmol) Ig -fb ^ U > 

5 i400m.l)lzmM\^. >^'S^>7,)Vn^-)l'i'UV \^ (6 ml, 77.6 mmol) ^ ^^jb U "i? A 
(32 g, 232 mmol)^Jnx.. ^iST- 2 ^K^^ L Tfe „ J^S^sWi^iM^t ^ U > (1.4 1) 
i:2k (400ml)o?g-&?gt:Jn;t^?6UW«®ttlSffi:ft^7Jc (400 ml)-eiJfe?^^. ^si*: 

-h^(l)0^'fb^9"L'>^r^{Cjl'fb'^>i>;i/ h U3:5^;i/T>^nii7A (25 g, 110 
10 mmol)i; ;n P > h U 7;i/;t U K j: — 7';i'3 > 7*1/ y (1.9 ml, 15.4 

mmol)**n;l^ MUX' 1.5 I^F^^J^ Lfco SJSK^g^m'fb^ ^ V > (0.81)i:zlc (400 

mY)(Dm-^m^txiX»mL^mM\tmm'kmii(. (400 ml)T•^5fe^t^^ ^si7jc?5it^v^7 

(h;i'ji>/|^^j^^;i/){::-citSSlL-c 3-^ n D-2-i'^' D^^-fe >.i-;r > (4-501- 

15 03)(7.24g, 72%)SlgS?ft«!|&ai:UT^3to 

'H NMR (300 MHz, CDCI3): 8 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J= 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 

b) 3-i/Ty r-fei^ ^ H.2-5/^ O'v^-fe >-l-:t> (4- 50 1-04) ©-^^ 
2-5>Ty7-b^5 H (4.42 g, 52.8 mmol)?&i?^7'r A (50 ml){C: ^fP Lv 7Jc^ 
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iti- (60% oil suspension, 2.1 g, 52.8 mmol)<&jD;t^Mt 5 L < 

^#bfeo CO^r^fl 3->> D D-2-S/iJ' D^^-fe>.l.:t> (4-501-03) (6.24 g, 48 
mmol)(D y ^ 2^mm (60 ml)<S:#>!? tiP^^ ^fiT' 2.5 ^P^^J$ U^ 
l/T JT^'S' % Y (1.6 g, 19.2 mmol)fc*^^bt- Y ^) ^ h (60% oil suspension, 
6 0.76 g. 19.2 inmol)*AP;?.^ST- 1.5 ^H^Jilitfco (IN. 100 ml) 

<&ia^if^:c^;i/ (300ml)T'JSmUfco 7jc^{i$ e> W bfc^^ S^^Ji' 

(3oomi)-^ttitix mmm\t'^--'Lxmii^msf^i:^^'-/tph-7i^m\yW,mWim 

10 l-;e-> (4-501-04) (6.5 g, 76%)SS^ie^i: b-Cf#feo 

NMR (300 MHz, rf^-DMSO) : 8 1.71 (quint, «/= 6.0 Hz, 2H). 1.79 (quint, J= 
6.0 Hz, 2H). 2.78 (t, «/= 6.0 Hz, 2H), 5.90 (s, IH). 6.90 (s, IH), 11.16 (br d, J = 
1.5 Hz, 2H). 

c) 3,8-5^:4-^ V-2,3,5,6,7,8-'v^1?-t KD-'f V^^ U >-4-*;i/7j?- h U ;i/ (7- 
15 010)©^fig 

Z-'t/T ^T^^ K Y-Z-i^^U^^^y-l.^y (4-501-04) (1.25 g, 7 mmol)§ 
DMF (25 ml){::^Mb N, N'- ^ 5^ ;i/ ;i/ A T $ (l.l ml, 

BAmmo\)^lM^mM.X lOm^mnXytzo S]6B?g{3#Jl^ (IN, 100 ml) ^ in ^Bf 
(300ml)T'lftmbfeoZKJltt$ ^{3jtJgt?Je*f bfe^s SIKoif^;!/ (300 

20 ml)T•}^tti^ *aMtt^-bT^7k?5S^x'y^i^>i7AT:$2^bMffi?iii3ibfco #e> 

^b> b->l/Ji>*>e.|fig^b-C 3,8-i?:t:^V-2,3,5,6,7,8-^:^-9-t H D--f V^/ 
U >-4-:i7;i/sJ^X h (7-01O) (0.92 g, 70%)S^li^igg^ b-c#feo 
^H NMR (300 MHz, CDCI3 + (a small amount of CD3OD)) : 6 2.17 (quint, J = 
25 6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 3.09 (t, J= 6.3 Hz, 2H), 8.34 (s. IH). 

d) 2-:/f-;i'-3,8-$?:t^y-2,3,5,6,7,8-'v^r-y-t KP-f V^y U > -4- * ;i/ t}? h 

u;i/ (7-oii)®-&fig 
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3,8-t?;tdpV-2,3.5,6,7,8-'^^-y-h H D.^ V^r,/' U > -4-* ;i/ ^ r: h y ;i/ (7- 
010)(770mg, 4.1mmol)<£ DMF(15ml)(::^||L. l-3-\^:f^y (0.51 ml, 4.5 
mmol)i:7j<S<b:^ h U •i' A (60% oil suspension, 180 mg, 4.5 mmol)SiP^^ 

•r*3NFH^#bfeo Rj&WLViifsmm (IN, 60 mi)$iDx.if^3^^;i/ (150 mi)-e}a 

2-^5^;i/-3,8-S^;r^V-2,3,5.6,7,8-'s:^-»?-t FD-'f V^^Py* U >-4-* h 
(7-011)(610mg, 61%)§afei^^J:U-Cf#feo 

NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz. 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz, 2H), 2.61 (t, J= 6.3 Hz, 
2H), 3.06 (t, J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, IH). 

e) 2.>^g=-;i/-3-2r:^V.2,3.6,6,7,8-^df^t»-t K n Vdpy' U >-4-*;i/;J?n h ij ;w 

(7-012)cD-&m 

2-r 5^ ;i/.3,8-$;;t%V -2,3.5,6,7,8-^=^ -y- 1 h-D-^ V^y* U > •4-:jt7 h V 

)\y (7-011) (100 mg, 0.41 mmol)S THF (7 ml){c:^«|bs Jt? P > h U 7 U 
ai^;i/x — (0.21 ml, 1.64 mmol)Jl*^-fbi'Ty 7^:>i7^:?- h U A (90 
mg, 1.44mmol)^S:iP^^ gtaT* 30:9-^j$b}feo S^KtSCISW-K^*^ :^ h U A 
7j<^?^ (30ml)*Jn;?.ifmJ^f-;V (60ml)■C^^m^^ ISfPttlg* (30ml)-ei5fe#> 

(^;^3l>/g^^x5^;^)^;TMMu^ 2-^5=- ;i/.3-:t:3pv -2,3,5,6,7,8- 

^^1J-fc KP-1' V^y U >-4-*;i/:!}^^ h (7-012) (70 mg, 74%)?^efiJS&* 

^H NMR (300 MHz, CDClg): 6 0.96 (t, J= 7.5 Hz, 3H), 1.37 (sextet, 7.5 Hz, 
2H). 1.67-1.86 (m, 6H), 2.54 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 3.93 (t, 
J= 7.5 Hz, 2H), 7.22 (s, IH). 

f) 2->^f-;i/-3-;t=^rV-2,3,5,6,7,8-^:^-9-t K D-'f yilr^ y >-4-*;i/*>^ (4- 
501-05)©-^ fig 
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2-:^5^;u-3-:^=^v-2,3,6,6,7,8-'\^-9- 1 K D--r v^y U >-4-:fy)vm=. h V 

(7-012) (260 mg, 1.13 mmol)^7j< (6ml) / ^ ^ — (26 ml){::^^ 7jc^fb 
* U >:7A (444mg, 7.91mmol)^i)D^ 24 l^^iPHftjim b fe o #m 
^ (2N. 8 ml)S?iTU. (70 ml)T-JStlim> «l7jC?iKEKvi^^ A t- 

-2,3,5,6,7,8-^^1t b H n--f y■4■i3)V7r^:yM (4-501-05) (197 mg, 70%) 

m NMR (300 MHz, CDCls): 6 0.97 (t. J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t, J= 6.0 Hz, 2H), 2.87 (t, J= 6.0 Hz, 2H), 3.95 (t, 
10 J= 7.5 Hz, 2H), 7.27 (s, IH). 

g) 2->^^;i/-3-;t*V-2,3,5,6,7,8-'\^1Ml HD-f V^^y U > -4-*;i/ Jj? >^'^ > 
^ Y (4-501)<Z)-&J^ 

2-:/^;i/-3-*:^rV-2,3,5,6,7,8-'s:3r-y- 1 D--f ydr^ 'J > -4-:^J ;i/ ;J-C> ^ (4- 
501-06) (5 mg, 0.02 mmol)<^ h;i/ai> (1 ml)t^«¥Lx ^g-fb^^t-;!/ (4.4 (il, 
15 0.06 mmol)J:ftllSE«(Z) DMF ?^Jn^> 75»C 30 ^RjiS ^ -frfe o dOSfS^fe*^ 
ffi^i^U^^SSJe^b^5=•^ > (lml)C^^Ufe^>'^>i^;i/T $ > (6.2|Al,0.06 
mmol)<£inx^S-e 10^m# UfeoSiiK?gt;5f&^i? (IN, 3ml)*Jn^S?^Ji5=-;i' 
(8 mI)T*aiH^^ tSlP:fem7jC (4ml)t?i5fe^, *S2K«t^ V b^JE 

20 t:-r;WMb^ 2-:/g^;i/-3-:t=¥ V-2,3,5,6,7,8-'\^1?- 1 K D-^f v:3py U >-4-:i;;i//}t 
>^^>i;;i/T5 (4-501)(5mg, 74%)4a6)^3Ki:L-r#fe. 

*H-NMR (CDClg, 300 MHz): 5 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz. 
2H), 1.66-1.77 (m, 6H), 2.67 (br t, J= 6.3 Hz, 2H), 3.27 (br t, J= 6.3 Hz, 2H), 
3.92 (t, J= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 

25 9.58 (br t, J= 5.7 Hz, IH). 

mmm 4-502~^ii«?!i 4.504 \t. mmm 4-501 tmmiz-^^vtio 
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<mmm 5-oo4> 



O^N^Me BnOH/EtsN O ^A.X,, 

hBu /1,4-Dfoxane O N Me 

5-004-01 p 



MeOH O^N^Me ^.^^ 

5-004-02 l„ 

5.004 nBu 

a) 3-'^>S^;V;i-^J'*;i/:;}?::i;i'7' 5 y-l-:/^;i/5,6-i?;)( ^;i/-2-try K> (5-017) 

5 Z--^ )\/^^^i^-5,6-P ?^^))/-2-\::V Y> (5-004-01) (2.233g)$ :t ^ 

1f >(50ml)lC^«|b, h Uxf-;i/T^ >(4.2inl)> VnT 5^ 7 7j% U Jl/T* 

K (2.4ml) %^a^xn^ giimm^'^ iio'cmm^-^mwMmt:n^tzo smm^^. 

^>i?;uT;i/=(-;i/(i.imi)Sipx. |5i^icipitisj5ii?£iitt fco 4 l^P^^. 

(3.56g)§ 5^ U :*J ^y;!/* ^ A iJ7 D T Kn— 7t — 5 A B, b ;i/x>-7'-fe h > 
(29:l))^&^TV^^ S-'^.^' ^ y-i-:/^;i/ 5,6-i;>{ ^;i'-2-t: U 
H> (5-017)Safiie^(2.477g, 75.4%, Ife^ 65-66°C)-^ » 

b) 3-7$>'-l-^5^;i/5,6-i?^^;i/-2-lfU H> (5-004-02) 

15 3-^>i?;i';r^i^:^j;i/7}^r.;i/7' 5 y -i-:/5^;i/ 5,6-$/*^ 5=-;i/-2-t: U K > (5-017) 

(2.487g)^^p< ^ y -;i/(25ml)t3^^L 10%^^ 7 "t? A^^(373mg)02k(2.5ml)«^ 

U K > (5-004-02) (1.438g, 97.8%, lHjS 94-97*C)?&:^i^!^S i: bTf#fco 
20 »H NMR (300 MHz, CDClj): & 0.97 (t, = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.71 (m, 2H), 4.08 (d, c;^ = 7.8 Hz, 2H), 6.42 (s, IH). 

c) N-l-zr^)V 3-(4-7;i/;r n^^l/^f ;l/)T $ y -5,6-t^^ 9';i'-2-t: ij h-> (5- 
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004) ©-^BK 

Z-7 % J ^ )\/ 5,6- J?^ 5^;i/-2-l^ U K> (5-004-02) (H7mg)<£ If U > 
(lml)C^Mb> m.m^^^. tK^^^J^Tn 4-7;i/3|-D^>^/-f n U H(0.08inl) 
©X hvk FD7^>(lml)^^Sr 10 ^-C?STU> ■?©* ^^Jf Sfro fco 3 1^ 

^^ JiiES^bfeo ^e>nfe^^i4^S(202mg)?£S{b^9=-lx>'n-'v:^j^-9->fS 

i^^^^ffiv SftfitH^S© i-:^g";i/ 3-(4-7;i/;i-D^>v^-f ;i/)T $ /-5,6-s^^^ 

;i/-2-t: U h' > (5-004) (lOSmg, 54.2%, 129-130''C):£f#fc o 

10 HM^J 6-001~||iS^J 5-017 fi, 5-001 fig Ufco 

<^Jiifi^J 6-0 18 > 




5-004-02 

a) 4-(^>\;:^^i^i;— ;i/ 2-Y;i/:t^ri')-l-'<>S^;i/ 3-^ V^t/ y^^ju-iH- 
15 tr V 5^>-2-;r > (5-018) 

2.rD^7 air^-;i/-f Vi^7;|.- b(80mg)?&x hvt KD 7^ >(2ml)t^«PU 
M^m^ff> ^S^S^fT^ 3-T § y-l-:/^^;!/ 5,6-S^^^;i/-2-lf U H> (5-004-02) 
(78mg)Ox hvb Kn77>(2ml)^r^;£ 10 ^nmr L-\i^^UMimvrz. 

20 2-^ )V:t^i/)-l-^>i^)l 3->< 5,6-i;;>< f=-;i/-l.H'-h: y > 

■2-:t-> (5-018) (142mg, 89.9%, glj^ 197-8°C) ^mtzo 

njs^j 5-oi9tt. mmm 5-018 tmmiz^mvfzo 

<MMm 6-001> 6-005^ 6-007> 
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l)S0a2/DMF(cat.) — ^ ^ 
"^'^Y'V^ /toluene ( V^O^N^^v.^ 

4-002-01 



AcOH • HgN 
Pd-C/H2/AcOH 



I Benzoyl chloride 



MeOH ^ J EtaN - 

n-Bu 6-001 ;,.Bu 



6-001-01 



Benzyl isocyanate \ — / ^ 



DMAP/CH2CI2 _ . 

n-Bu 
6-005 

a) (l-7'f^;i/-2-;r^ V-l,2,5,6,7,8-^^-t>- 1 KD-^^E^/' >; >-3-'1' 5 >^ 

(6-007) CD fife 

1- -2- :t^V -1,2,5,6.7,8- ^^-y-t KD-^y U >-3-*;i/7}?>^ (4-002- 
6 01) (100 mg, 0.38 mmol)§ (5 ml)}:: Jg<b^:^-;i' (57 jil, 0.76 

mmol)i:M^^fi® DMF SiD^s 75''C 30^K^S^-&fco d MM 
b^ ^ffi?£T-feb> (5ml)l;Sl!P^bfe^. 7i^^b:^ h U "i^A (29 mg, 0.42 mmol) 
7jcMM (0.5 ml)?&in;?.^^a"e 15^m#bfco SlS^RtC* (5 ml)?^jD^|^^:ng=- 
(10 mi)-effitB^^ llfq:tJS* (5 ml)-C*j5t^ts il7j<amvi5^^iy«i7 AT-^^t L 
10 goffiiii^Lfco (5 ml){::^MU 120»Cf 30^SJ5Sbfc^> 

i?;!/?';!/^-;!/ (46 0.44 mmol)SAnx.$ 6 120''C 2 I^KKC>^-&feo S 

jiS?S^5'U*>5^;i/^^Dvhi'7 7'r - (^;^3l>/i^^3:.^;^)fct:3i^b^ (i-r 
5^;i'-2-;r^v -1,2,5,6,7,8-^ ^1;^t K a-^y u >-3-'f ;i/)->b;i/^i§ >^^>i;;i/ 
(6-007) (90 mg, 63%)<& S feiatfetlH i: UTfffeo 
15 »H NMR (300 MHz, CDClg): 6 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 (quint, e/= 6.0 Hz, 2H), 1.83 (quint, J= 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.19 (s, 2H). 7.29-7.41 (m, 5H), 7.76 (s, IH), 7.86 (br s, IH). 

b) 3-T$>'-l-r^;i/-5,6,7,8-xh7t KD.l^-:3py t;>.2.;t>|f^lt (6-001- 



20 01) O^l 
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(i-:^f-;>/-2-:t^v-l,2,5,6,7,8-'v3p-»tb Yu-^j ij > -3- -f ;i/>'^$ >^ 

'<>i;;i/3^X7^;i/ (6-007) (lOO mg, 0.28 mmol)^^ ^ y (7 ml){C:>^#P 
S^^ (16|il,0.28mmol)i:yi7i?'i7A^^ (10%. 30 mg)^iP;i,7jc^^HmT 1.5 

5 ^5&^^-tJ->ipe>SieibT 3-T5 y-1-:;^ 5" ;b -5,6,7,8.x h V t Hn-ifi--dpy y 

>-2.:i->mM^ (6-001-01) (60 mg, 76%)^B&^^t bT#fco 

NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.67 (quint, J^= 7.6 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 2H), 4.04 
10 (t, J= 7.8 Hz, 2H), 8.27 (s, IH). 

c) iV-(i-::^^;i/-2-;i-^rV. 1,2,5,6,7,8-^ ^-y-h h'P-^^y V >-3-^ )V)-^> XT K 
K (6-001)<Z)^fig 

3-T ^ J -1- 1^5^ ;i/ -5,6,7.8- X h ^ t H U -IH-^ J U >-2-;r >Sf^^ (6-001- 
01) (5 mg, 0.018 mmol)^cffi'fbp<^l/> (1 ml)l::?§g?bx '<>^/W;Pi'DU K 
16 (2.3 jil, 0.02 mmol)i: b U xf^;i/T 5 > (6.6 1*1, 0.04 mmol)SSP^^ ^MT? 10 iS- 
Si^bfco (O.IN, 3 ml)?&iP^i^®ai^;i. (10 ml)T-ffttii^> tS 

Sl:fe^7j< (3ml)-Ci5t^^ lfS7klS^V^;?.i/.i7AT-^JgbJiJEai®bfeo ^»?>nfc 

!^S<£i'y*y;i/^'PT hij^^^-r- (b;i/x>/i^^x5^;i/)tc:Tiit® bx iv-(i- 

:^f-;b-2-;«-^V-l,2,5,6,7,8-'>^^1?-t KD-dpy U > -3-'f ;i/)-^ > XT' ^ K (6- 

20 001) (4.9 mg, 83%)S ^TSt^tlK il L Tftfeo 

'H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J= 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 7.43-7.56 (m, 3H), 7.94 (d, J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (br s. IH). 

25 6-OO2~^J10IJ 6-0041*. 6-001 ilH^C-^figbfe, 



d) i-^>$;;i/ 3-(i-:/f-;w-2-;r^v-i,2,5,6,7,8-^^-l^-h HD-:J!r^ ';>-3-'f ;i/)- 
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(6-005)(Z)-&^ 

3-T^y-l-rg^;i/-5,6,7,8-7"h^t \( U -IH-^ ^ V > -2-:^ >mMM. (6-001) (5 
mg, 0.018 mmol)^Je{b;^^l/ > (lml)^C:S^b^ ^> Jl ^ V f-— V (2.5 
Hl, 0.02 mmol)i: 4-i? ^ ^ ^ t: U > (2.4 mg, 0.02 mmol)S]6n ^^ ^^T* 

5 4mmn\^r^o Rji&mi^^Mm (o.in, smD^^jp^Mjif-;!/ (iomi)i?ttim^x 

v-yif'^n^mi^x i-^>i?;u s-(i--:f'^j[^.2-:t^'j -1,2,5,6.7, s-^^Vi^W- 

U y-Z-^)\^ytf\y7 (6-005) (5.0 mg, 79%)<& 6 felg^ h L Tff o 
10 NMR (300 MHz, CDClg): 6 0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 

2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 
2.55 (t, J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 4.46 (d, 
J= 6.0 Hz, 2H), 5.72 (br s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br s, IH). 

15 <%m,m 7-004 > 



a) l-(2-7'D^-7 xr:;i/).3-(l->^f-;i/-5,6-i^y<^;i/-2-;rdpV-l,2-i?h: K D t U 
> 3-'f ;!/)-»> l^ T (7-004) 

i-'Oi?;!/ 5,6-e^;«{ ^;i'-4-t H D:^s^-3-p( 2-try k> (1-004-04) 

20 (259mg)* DMF(3ml){c:M ^n%M^s ^^^^^^T^ 60%7Jcm'^b:^ b U -i^A 
(48mg)S — ^ tjn;l 10 2-^5^ a > X:t V^ — ;i/(261mg)0 

DMF(0.5inl)^?g**P^. 5 ^MJlJf m-Hft^iaSJfi b &o RJfe^g^tl?^**^' t 

^AbPM3^^;i/3^:^7^;i/-c 2 mjftaibzKiSfe 2 mfTofc^a^-Ty^i^'j' AT-|g 

S^aS^bfco f#e,nfei^^ttBg(278ing,73.9%)ST-l2 h>^^bJ5J&feM 
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(7-004) (144mg, 38.3%, HlJ^ 154~155'C) ^^MfeT'U XA^ilbT^feo 
. NMR (300 MHz, CDCI3): 5 2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 3H), 5.42 (br 
5 s, 2H), 7.19-7.54 (m, 9H). 

<%Um 7-008 > 

o 



HO2C. 



'Y*^ HMDS/TMSa M^iO'^-|^ DIBAL 

O-^^-^ toluene MeaSiO-^N"^ ^luene O N 

, „ Jl - . 7-008-01 7-008-02 
3-067-01 



n-Bul/KgCOa 



DMF 

n-Bu h-Bu "an/"""- 

7-008-03 7-008-04 7-008 ft-Bua) 

3-h H n^t'^ ^;V-2(110-l^U F> (7-008-01)CD-^fig 
10 2-t HD^i/:^:3f->^ (3-067-01) (5.0 g) © h^Vniy (70 ml) 

■^^:Sr-9-^g^;i'$^i'7lf XHMDS, 19 ml)x2ir5i? n D b U ;^^;i/i'^>(TMSCl, 
0.23 ml) ^iD^iDia■ii^^tbfeo 2^f4ti#bfc^^ * g^S b^S h > 

(100ml) ^ in ^fco i^tx 7jc^'fbi^-^ V:r^;i/T;i/^riii7A (DIBAL, 2M 
>^^S^ 90ml) S -78 •CT'jD;i4I^^Jl*^ bfe^^^^y-;i/?&iP^TRJ5B^^ 

ET-eS^-rS Cl iltlcfc ?) 3-t HD:^ri'^5^;W-2(l.S)-t U Y> (7-008-01) (2.6 

g, 59%) ^&^mwh\^xnfzo 

20 ifi NMR (300 MHz, CDCI3): 8 4.50 (a, 2H). 6.43 (t, J"= 6.7 Hz, IH), 7.33-7.36 
(m, IH). 7.64-7.67 (m, IH). 

b) l-:/^;i/-3-t KDdpi/^^;i/.2-l^ U K> (7-008-02)CD-&fig 

3-b H D 5=-;i/-2(iiO- tr u K y (7-008-01) (o.es g) © dmf (15 mi) 
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(c^^m-e^^* U A (i.4gK*J;tJf > (1.86 g) tita^tcolO 'C 

= 2/1) -eiPIM-rs d ct D i->^f-;i/-3- 1 H d 5=-;^-2- t: u H > (7-008- 

02) (0.56 g. 61%) ^^t^tlSi: LT^^fe:, 

NMR (300 MHz, CDClg): 8 0.96 (t, J= 7.3 Hz, 3H). 1.32-1.46 (m. 2H), 
1.69-1.79 (m, 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s, 2H), 6.20 (t, J= 6.7 Hz, IH), 
10 7.24 (dd. J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

c) 3-(^>'J:t^V-'J-JV 2-< )V^^i^^i-}V).l.-^^}]/.2-)^^) Yy (7-008-03) 

2-0Z4-0^ hnm^hX-^^X^tz (50%)o 

d) l->^5^;i/-3-^ P D ^ ^;i/-2-l^ U H > (7-008-04)0 -^Jlg 

16 l-7'^;i/-3-t KD^i'^5^;i'-2-l^'; K> (7-OO8-O3) (169 mg) <OMih>t^f-)y 

y (4.0ml) SMi3.^?B-ejtg'fb5^:t-;i/ (i22mg) =£iax.fec. 1 ufe^^ 
;^^SW*-r2> d j; t) i-7'^;i'-3-i' d d ^ ^;i/-2- tr y H > (7-oo8-04):£^S 

NMR (300 MHz, CDCI3): 6 0.96 (t, J = 7.3 Hz, 3H), 1.32-1.46 (m, 2H), 
20 1.69-1.79 (m, 2H). 3.96 (t, J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J= 
6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

e) 3-i^>^Jyir^-^^J — })/ 2-^ )}/7.)Vy 7 -)V:f^f-)V)-i-zr9-)V-2-\i^) Yy (7- 
008)©-^^ 

2-035 i:iI^(c:L T-^ fig bfe (97%)o 

25 

<llffi«^ 7-009 > 
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7-009 n-Bu 



7-008-03 

a) 3-(^>\;:t=Sr1J-V-;i/ 2-^ ;l/*dp$/^^;V).1.^5^;V.2.1^ y h' > (7-009)©^ 
2-035 tmmi^bX-^mLfc (50%)o 

<MMi^ i-ois-^-mMm 7-oi7> 




^Bu / Imidazole /THF /^bu 



7-016 

a) 2-:7^^;i/-8-t: K D dp$/-3-:;^-^ V-2,3,5,6,7,8-'^^•t^ t Kn.-f V^^ U >-4-* 
- h U ;i/ (7-013)© 

2- :/ 5^ ;i/ -3,8- 5;;t^V -2,3.5,6,7,8-^ ^-b-t K D-W V^^y U >-4-*;i/;Jf^ h U 
;i/ (7-011) (10 mg, 0.04 mmol);^ THF (ImDC^^bs ^^-fb* -^^Th h U A 
(2.1 mg, 0.056 mmol)?&jD;?.. gSt? 10^M#Ufeo SjiS^fC^&il^ (IN. 3 ml) 

^*Dxif^j^5^;i/ (10 mi)T'»ai^s mm^kmyk {5mi)nm^. m7Km.m^i^^ 

2-:^^;i/.8-t F D^^S^ -3-;i-^v -2,3,5,6,7,8-^ ^-y-t KD--f Vdpy u >.4-*;i' 
(7-013) (7.4 mg, 75%)* S fe^S bTff feo 
»H NMR (300 MHz, CDCls): 5 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 Hz, 
2H), 3.06 (t, J= 6.0 Hz, 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, 
IH). 
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b) 2-:/f-;i/-3-^;4-^V-2,3,5,6.7.8-'^^-y-t H D-^f V^y U >-4-*;V;}^- h U 
;i/ (7-014) fig 

(7-012) (80 mg, 0.35 mrnol)* (8 ml)l;^)l? b^ D-V>MII (169 mg. 

5 0.42 mmol)$*n its 12 I^HtinllftM^ELfeo ><<S'>'-;i/ (14 ml) 

i^D^bi^^^'f— (h;i/3:>/i^^3i5^;v)fc:-c!^]^bs 2-:^5^;l/-3-5^5^:^v- 

2,3,5,6,7,8-'v:^-9-t K D.-f V^^ U >-4-*;i/7jfr: h i; ;i/ (7-014) (63 mg, 73%) 

10 ifi NMR (300 MHz, CDCI3): 6 0.98 (t, 7.5 Hz, 3H), 1.41 (sextet, ./= 7.5 Hz, 
2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 4.81 (t, 
J= 7.5 Hz, 2H), 7.50 (s, IH). 

c) 2-7'^;i'-3-^:^:3p v.2,3,5,e,7,8-'sdr-y- 1 YU-^V^J ^) > ■'i-tl )\^if^T 
t Y (7-015)® -g-fig 

15 2-:/^;i'-3-^;r+V-2,3,6,6,7,8-'s^1?-t YU-^V^J U >-4-*;v;J?^ h U^l/ 
(7-014) (220 mg, 0.89 mmol)/fe b;l':i:> (20 ml)t^Pbs t^^T. *^'fbi?'f 
->i7A (IM Y)V:i^>mW., 1.7 ml, 1.7 mmol)SJnx 30 ^fi# b 
fco SJsS?Stl::^m^ (IN, 5 ml)<£JiD:t 1^1^:115^ ;j/ (10 ml)T-Jffim^x fiSfil:fem7jc 
(10ml)t!?5fci^s ^SzkfiSE^V^;?.5/'j7AT|gjitbME^i^-rSo »5)nfc^«S*^' 
20 u-^ Y ^yy ^ - (b;t/x>/g^^ji5^;i/)tc-clfSbs2.:75^;b.3-9":t 

-2,3,5,6,7,8-'^ ^ it t Fn-f U > -4-* JI/t" t h* (7-015) (44 mg, 

20%)S^?ifii^^J: b-rff&o 

NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 Hz, 
2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J= 6.3 
25 Hz, 2H), 2.96 (br t, J= 6.3 Hz, 2H), 4.51 (t, J= 7.5 Hz, 2H), 7.53 (s, IH), 10.60 
(s, IH). 

d) 2-y^)V-4:-\^ Yu^iy ^^)V-5fi,lfi-y- Y v \l K D -2ff-f V^J U >-3-5^;t 
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y (7-016)0 ^J5!4 

2-:/^;l'-3-^:r^V-2,3,5,6,7,8-'\:¥t>-t YU-^V^J U > -4:-tl JV^T^T ^ 
V (7-015) (10 mg, 0.04 mmol)^p<^y-;i/ (2 ml){c:^«? 7jc^'fb* "j;^^ ^ 
Ue^A (4.6mg, 0.12mmol)*JP;l^M-e 10 Ufeo (IN, 4 

5 ml)?feiin^W^3^5=-;i/ (lOmD-tfJlHtiims fiain:^^?^ (5ml)T!i5fe#. MTKBSiJV^ 

^i^tp h-i:m.iikLm&mm\^tz. mtitcmm^t^vi^^jv^a^vif^y ^- 
{V)]/3:•>mm.3^^)\^)lzxmm.L■, 2-:/5=-;i/-4-t KD:Jre/^f-;i/-5,6,7,8-7^ b ^ 

t h* D-2J5r-'f V>-3-^:t> (7-016) (9 mg, 90%)* UTif fee. 

NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
10 2H), 1.71-1.95 (m, 6H), 2.66 (br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(br t, J= 7.2 Hz, 2H), 4.79 (s, 2H), 7.61 (s, IH). 

e) 4-('<>V^:r^-y-\;— ;i/ 2-^';i/^;tp{f^;i/)-2-:r^;i/-5,6,7,8-7" t h*D-2J?-- 
'f U >-3-^*> (7-017)®'&fi^ 

2-:rg^;i/-4-t: K D:^i>';>< 5^ ;i/ -5,6,7,8-7^ h 7 t KD-2.H'--< V^^^y U >.3-^2f-> 
15 (7-016) (14 mg, 0.058 mmol)* THF (1 ml)k:i§Mbx 2-;>( r b ;r ^IJ- 
9 — (16.3 mg, 0.11 mmol). l,l'-(7' J?* ;i/^r:;v)s; ^ i; > (28.1 mg, 
0.11mmol)^ -f^yy — ;V (7.6 mg, 0.11 mmol)^ h U 7 -f > (IM h 

0.11ml, 0.11 mmol)$^n-?nJn^x ^S.-^ ISmmmt^l^tco 

?fe«:M£Elii^b h;i/3i> (2 mi)*ipx.*fttjb-r < §^^!fer^&53i^> 
20 D V h 7 — (^;^x>/p^xf^;^){z-r*tMU^ 4-(-^>^y;r^-9- 

2-'f ;i/5=-;r^^;i/)-2-^^;i/-5,6,7,8-7^ h^b KD-2^--f v^y ';>-3-f=- 

;t> (7-017) (6.5 mg, 30%)^mn^m^il bT^fco 

'H NMB (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.70-1.95 (m, 6H), 2.62 (t, J= 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 2H), 4.58 (t, 
25 J= 7.5 Hz, 2H), 5.05 (s, 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz, J= 1.8 Hz, 
IH), 7.48 (br s, IH), 7.60 (dd, J= 7.2 Hz, J= 1.8 Hz, IH). 
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7-m2 ■ 7-mB 

a) 2.>^5';i'-3-:t^V-l,2,3,4,5,6,7,8-:t^^'b KD-^ V^y' V > ■4-iiJ )\/^sCz'v V " 

5 ;V (7-018)C!)-&figi 

2- ^^;i/-3-;t^v -2,3,5,6,7,8- 's^-y-h H D V ^ u >-4-*;V/J?- h u ;v 

(7-012) (100 mg. 0.43 mmol);& V;Vx> (10 lnl)^C^$S?b^ *i^TN 7KJ8<b$^'f 

v:/^;vt;i/$ -"^z* (IM O.S mi, O.S mmol)§ini?. 10 

fco SJ&mtc^m^ (IN, 5 mi)Si[)nxS^^j:5^;v (10 mi)T-Wim^N i|1fl:ftmzk 

:ij^;vi^DT (h;vx>/i^^i^;i/){ct)it^bs2-:r^;i/-3-;4-:Jf-v 

-l,2,3,4,5,6,7,8-*^'i5' t KD-^ V^y U >-4-;b;i':4^- h (7-018) (70 mg. 

70%)?&aai&*i; u-r#}feo 

NMR (300 MHz, CDCls): 8 0.93 (t, J- 7.5 Hz, 3H), 1.32 (sextet, J= 7.6 Hz, 
15 2H), 1.42-1.59 (m, 5H), 1.88 (s. IH), 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH), 
2.54-2.66 (m, IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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r2 



No. 










^H-NMR (CDCI3) 


1-001 


H 


Me 


Me 


Me 


2.16 (s, 3H), 2.33 (s, 3H), 
3.62 (s, 3H), 7,17-7.26 (m, 
2H), 7.34 (s, IH), 7.34-7.43 
(m ,1H), 7.46-7.50 (m. IH). 


1-002 


H 


Me 


Me 


Et 


1.32 (t, ft/= 7.2 Hz, 3H), 2.15 
(s, 3H), 2.36 (s, 3H), 4.i9'(q, 
J = 7.2 Hz, 2H), 7.19-7.26 
(m, 2H), 7.34 (s» IH), 7.39- 
7.42 (m ,1H), 7.46-7.49 (m, 
IH). 


1-003 


H 


Me 


Me 


nPr 


0.98 (t, J = 7.2 Hz, 3H), 
1.65-1.78 (m, 2H), 2.15 (s, 
3H), 2.34 (s, 3H), 4.03-4.08 
(m ,2H), 7.16-7.26 (m, 2H), 
7.33 (s, IH), 7.38-7.41 (m, 
IH), 7.46-7.49 (m, IH). 


1-004 


H 


Me 


Me 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1,72 
(m ,2H), 2.15 (s, 3H), 2.35 
(s, 3H), 4.10 (t, 7.8 Hz, 
2H), 7.19-7.25 (m, 2H), 7.33 
(s, IH), 7.38-7.42 (m, IH), 
7.46-7.49 (m, IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.25 (s, 3H), 
5.42 (br s, 2H), 7.17-7.51 
(m, lOH). 


1-006 


H 


a 


H 


nBu 


0.94 (t, J = 7.4 Hz, 3H), 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, J= 7.4 Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, J= 2.5 
Hz, IH). 


1-007 


H 




H 


nBu 


0.96 (t, J = 7,3 Hz, 3H), 
1.35-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.06 (t, J= 7.3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d. 2.7 Hz, IH). 


1-008 


H 




H 


nBu 


0.97 (t, t/ = 7.3 Hz, 3H), 

1.36- 1.49 (m, 2H), 1.79-1.87 
(m, 2H), 4.08 (t, 7.3 Hz, 
2H), 7,23-7.27 (m, 2H). 

7.37- 7.44 (m, 2H), 7.46-7.52 
(m, IH), 7.50 (d, e/= 2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, J= 2.7 Hz, IH), 8.61 (d, 

3.7 Hz. IH), 8.74 (s, IH). 
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U2 

R2 



R^ 



No. 








R" 


^H-NMR (CDCI3) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.85 
(m, 2HX 4.05 (t, 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H), 7.67-7.69 (m, 2H). 
7.71 (d, e;^=2.7Hz, IH), 7.89 
(d, J^=2.7Hz. IH). 




1-010 


Me 


H 


IVfe 


nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.39 
(sextet, J = 7.5 Hz, 2H), 
1.61-1.71 (m, 2H), 2.21 (s, 
3H), 2.37 (s, 3H), 3.99 (t, J= 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J= 7,5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1.8 Hz, IH), 7.40 (m, IH), 
7.47 (m, IH). 


1-011 




H 


Me 


nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.37 
(sextet, J = 7.5 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, c/= 7.6 Hz, 2H), 4.82 
(s, IH), 4.88 (s, IH), 6.13 (d, 
J= 7.2 Hz, IH), 7.17 (d, c/ = 
7.2 Hz, IH), 7.19 (ddd, J 
7.5, 7.5, 1.5 Hz, IH), 7.23 
(ddd, J = 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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S3 



\ u l—i ir/J 

No. 




^H-NMR (CDCI3) 


1-012 


^ Me 


2.16 (s, 3H), 2.36 (s, 3H), 7.20-7.29 
(m, 2H), 7.40-7.44 (m, 1H9, 7.58-7.61 
(m, IH), 7.83 (s, IH). 


1-013 


nBu 


0.95 (t, 7.2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2.15 (s, 3H), 
2.39 (s, 3H), 4,11 (t, 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7.44 (m, IH), 
7.57-7.61 (m, IH), 7.81 (s, IH). 


1-014 


O^^N Me 
' nBu 


0.96 (t, J= 7.2 Hz, 6H), 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1,90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J= 6.9 Hz, 
2H), 4.02 (t, 8.1 Hz, 2H), 5.88 (d, 
7.8 Hz, IH), 6.52 (d, 7.2 Hz, 

IH). 


1-015 


nBu 


0.94 (t, 7.5 Hz, 3H), 1.40 (sextet, 
7.5 Hz, 2H), 1.66 (quint, 7.5 
Hz, 2H), 1.74 (quint, J= 6.6 Hz, 2H), 
1.87 (quint, J= 6.0 Hz, 2H), 2.58 (t, 
J= 6.0 Hz, 2H), 2.69 (t, 6.0 Hz, 
2H), 4.02 (t, 7.8 Hz, 2H), 7.16- 
7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, J = 
6.9 Hz, 2.4 Hz, IH). 


1-016 


nBu 


0.96 (t, c/= 7.5 Hz, 3H), 1.42 (sextet, 
J = 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1.81 (quint, 6.0 Hz, 2H), 2.43 (t, 
J= 6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 4.01 (t, e/= 7.8 Hz, 2H), 5.07 (s, 
2H), 6.43 (s, IH), 7.28-7.39 (m, IH), 
7.34 (d, J= 7.5 Hz, 2H), 7.45 (d, J = 
7.5 Hz, 2H). 


1-017 


Br 


3.23 (t, cA= 7.6 Hz, 2H), 4.24 (t, 
7.5 Hz, 2H). 6.10 (t, c/= 6.9 Hz, IH), 
6.99 (dd, J= 1.8, 6.9 Hz, IH), 7.08- 
7.29 (m, 5H), 7.42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, J= 1.2, 
7.8 Hz. IH). 


1-018 




3.03 (t, J= 6.1 Hz, 2H), 4.34 (t, c/ = 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d, J= 6.4 
Hz, IH), 7.61 (d, J = 7.9 Hz, IH), 
7.73 (d, J= 7.3Hz, IH). 


1-019 


n-Bu 


0.96 (t, c/= 7.5 Hz, 3H), 1.41 (sextet, 
J = 7.5 Hz, 2H), 1.58-1.73 (m, 4H), 
1.81 (quint, J= 6.0 Hz, 2H), 2.45 (t, 
J= 6.0 Hz, 2H), 2.61 (t, c/= 6.0 Hz, 
2H), 3.18 (t, 7.5 Hz, 2H), 4.00 (t, 
7.8 Hz, 2H), 4.07 (t, J= 7.5 Hz, 
2H), 6.34 (s, IH). 7,21-7.33 (m. 6H). 
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m4 



No. 






^H-NMR (CDCI3) 


2-001 


Me 


Me 


2.28 (s, 3H), 2.49 (s, 3H), 4.17 (s, 3H), 
7.19-7.24 (m, 2H), 7.40 (s, IH), 7.43-7.49 
(m. 2H). 


2-002 


Me 


Et 


1.46 (t, J= 7.2 Hz, 3H), 2.25 (s, 3H), 2.55 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s, IH), 7.42-7.49 (m, 2H). 




Me 


nrr 


1,04 (t, J= 7.2 Hz, 3H), 1.89 (br s, 2H), 
2.25 (s, 3H), 2.52 (s, 3H), 4.71 (br s, 2H), 
7.19-7.26 (m, 2H), 7.36 (s, lH),7.42-7.49 

(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.80 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
5.64 (br s, IH), 7.20-7.24 (m, 2H), 7.39 (a, 
IH). 7.42-7.48 (m. 2H>. 


2-006 


Me 


nPent 


0,92 (t, 7.2 Hz. 3H), 1.36-1.48 (m, 4H), 
1.85 (br s, 2H), 2.25 (s, 3H), 2.53 (s, 3H), 
4.76 (br s, 2H), 7.18-7.26 (m, 2H), 7.36 (s, 
IH). 7.42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 6H), 
1.84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br s, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m. 2H). 


2-008 


Me 


Bn 


2.24 (s, 3H), 2.38 (s, 3H), 6.27 (br 2H), 
7.14-7.52 (m, lOH). 


2-00*1 


JuJ h 


XYLc 


1.23 (t, J= 7.8 Hz, 3H), 2.50 (s, 3H), 2.61 
\H> f .0 HZ, ^±i)f 4.1/ ^s, oTx)j /.iy-/.iS4 
(m, 2H), 7.42 (s, IH). 7.42-7.49 (m, 2H). 


2-010 


Et 


Et 


1.23 (t, c7= 7.5 Hz, 3H), 1.47 (t. 7.2 Hz, 
3H), 2.57 (s, 3H), 2.59 (q, J= 7.5 Hz, 2H), 
4.92 (br s, 2H), 7.18-7.24 (m, 2H), 7.39 (s, 
IH), 7.43.7.49 (m. 2H). 


2-011 


Et 


nPr 


1.04 (t. J= 7.2 Hz, 3H), 1.22 (t. J= 7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H), 4.72 (br s. 2H). 7.18-7.24 
(m, 2H), 7.38 (s. IH), 7.42-7.49 (m, 2H). 


2-012 


Et 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.22 (t, 7.5 Hz, 
3H), 1.42-1.54 (m, 2H), 1.83 (br s, 2H), 
2.55 (s, 3H), 2.59 (q, J= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m. 2H). . 


2-013 


Et 


Bn 


1.22 (t, J= 7.5 Hz, 3H), 2.40 (s, 3H), 2.57 
(q, J= 7.5 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 
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g5 



No. 






^H-NMR (CDCI3) 


2-014 


ay 


Me 


2.55 (8, 3H), 4.10 (s, 3H), 6.57 (d, J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7.40-7,50 (m, 3H). 


2-015 


ay 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, J= 7.8 Hz, IH), 7.20- 
7.26 (m. 2H), 7.30-7.50 (m. 3H), 


2-016 




nBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, J= 7.5 Hz. 2H), 1.47-1.52 
(m, 2H). 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, 9.0 
Hz, IH), 7.26-7.35 (m, 3H), 7.38- 
7.44 (m, IH), 7.60-7.67 (m. IH). 


2-017 


Ac 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.47 
(sextet, J = 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, J= 7.8 Hz, IH). 
7.04 (d, J= 7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H). 1.50 
(sextet, e/= 7.8 Hz. 2H). 1.80-1.90 
(m, 2H), 2.51 (s, 3H), 4.66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d, J= 7.8 Hz. IH), 8.44 (br s. IH). 


2-019 


U 


nBu 


0.96 (t, J = 7.5 Hz, 3H), 1.41 
(sextet, J= 7.5 Hz, 2H), 1.70 (m, 
2H), 2.43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs, 2H), 6.38 (d, J=S.l Hz, IH), 
7.26-7.36 (m, 3H), 7.97 (d, «/ = 8.7 
Hz, IH). 


2-020 


HsC-SOa- 


nBu 


1.01 (t. J = 7.5 Hz, 3H), 1.49 
(sextet, J = 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s, 3H), 3.48 (dd, 3.0, 
1.5 Hz, 3H), 4.70 (brs, 2H), 6.47 (d, 
J= 7.8 Hz. IH), 7.31 (dd. J= 7.8, 
1.8 Hz, IH). 


2-021 


or 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.81 (m, 
2H), 2.51 (s, 3H), 4.00 (s, 2H), 4.67 
(brs. 2H), 6.39 (d. J= 7.8 Hz. IH), 
6.98 (d. 7.8 Hz. IH). 7.10-7.50 
(m, 5H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.47 
(sextet, J = 7.2 Hz, 2H), 1.85 (m, 
2H), 2.54 (s, 3H), 2.90-3.00 (m, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 6.42 (d, c/= 8.1 Hz, IH), 6.97 
(d, J= 8.1 Hz, IH). 7.18-7.34 (m. 
5H). 
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S6 



No. 






^H-NMR (CDCI3) 


2-023 




nBu 


0.92 (t, J= 6.9 Hz, 3H), 1.37 (m, 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, J = 9.0 Hz, 
IH), 7.00-7.30 (m. 5H). 


2-024 




nBu 


(sextet, = 7.8 Hz, 2H), 1.70 
(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, 8.1 Hz, 
IH), 6.97 (dd, c/= 8.1, 1.2 Hz, IH), 
7.21 (d, J= 7.8 Hz, IH), 7.B1 (dd, J 
= 8.1, 7.8 Hz, IH), 7.61 (dd, 8.4, 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH), 8.61 (t, c7= 8.4 Hz, 2H). 


2-025 


^\ 
028^ 


nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, J= 7.5 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H), 6.51 (dd, c/= 5.1, 4.8 Hz, IH), 
6.57 (d, e7= 7.8 Hz, IH), 7.38 (d, J=^ 
8.1 Hz. IH). 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1.03 (m, 6H), 1.4-1.6 (m. 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, J = 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, J= 8.1 Hz, IH), 6.60 (d, J= 
7.8 Hz, IH). 


2-027 




nBu 


0.91 (t, J= 7.2Hz, 3H), 1.25-1.44 
(m, 4H,), 1.25-1.44 (m, 4H), 2.40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H), 6.73 (A2B2-type, J = 
8.7Hz, 2H), 6.98 (d, J^=9.3H2, IH), 
7.09 (A2B2-type, J = 8.4Hz, 2H), 
7.25 (d, 9.0Hz. IH). 


2-028 




nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.40 (t, 
7.2 Hz, 3H), 1.47 (sextet, J= 7.5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, c/= 7.5 Hz, 2H), 4.69 (brs, 
2H), 6.45 (dd, J= 7.5, 0.6 Hz, IH), 
7.12 (d, J= 7.5 Hz, IH). 


2-029 


Or 

0 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.48 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s, 3H), 4.73 (brs, 2H), 
6.48 (d, c/= 7.8 Hz, IH), 7.18 (d, J= 
7.5 Hz, IH), 7.20-7.70 (m, 3H), 
8.20-8.30 (m, 2H). 
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^7 



No. 










^H-NMR (CDCI3) 


2-030 


H 


H 


H 


iPr 


1.45 (s, 3H), 1.48 (s, 3H), 6,31- 
6.45 (m, IH), 6.76 (t, J- 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7.43-7.54 (m, 2H), 7.74 
(dd, J= 1.5. 7.0 Hz. IH). 


O A0 1 


Me 


TT 

a 


TT 

H 


nPr 


1.00 (t, J = 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, c/= 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 

7.20-7.28 (m, 2H), 7.43-7.49 (m, 
2H), 7.57 (d, J= 6.6 Hz, IH). 


2-032 


-CHaOMe 


H 


H 


nPr 


0.96 (t, J= 7.3 Hz, 3H), 1.35- 

1.47 (m, 2H), 1.81-1.91 (m, 2H), 
3.43 (s, 3H), 4.48-4.56 (m, 3H), 
6.89 (d, J = 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, J= 6.7 Hz, 
IH). 


2-033 


H 


H 


H 


nBu 


0.98 (t, J = 7.3 Hz, 3H), 1.37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 
4.57 (t, J = 7.6 Hz, 2H), 6.65- 
6.70 (m, IH). 7.22-7.27 (m, 2H), 
7.43-7.51 (m, 3H), 7.68 (dd, J = 
1.5, 6.4 Hz, IH). 


2-034 


Me 


H 


H 


nBu 


0.95 (t, J= 7.3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m, 2H), 

2H), 6.55 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H). 7.59 (d, 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J = 7.6 Hz, 2H), 7.19- 
7.27 (m, 2H), 7.40-7.52 (m, 4H). 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7,5 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, J'= 7.5 Hz, 
2H), 7.21-7.30 (m, 2H), 7.42-7.62 
(m, 2H), 7.64 (d, c/= 2.1 Hz, IH), 
7.79 (d, 2.1 Hz. IH). 


2-037 


H 




H 


nBu 


1.00 (t, J = 7.3 Hz, 3H). 1.45 
(sextet, J= 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4.57 (t, J= 7.6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7.44 
(m, 3H), 7.44-7.52 (m, 4H), 7.61 
(d, J= 1.8 Hz, IH), 7.89 (d, 
1.8 Hz, IH). 
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S8 

O 



No. 






^H-NMR (CDCI3) 


3-001 




Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, J= 6.0 Hz, 2H), 7.21- 
7.38 (m, 5H), 8.37 (s, IH), 10.28 
(br s. 1H>. 


3-002 




Me 


2.19 (s, 3H), 2.38 (s, 3H), 2.93 (t, J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s. IH), 9.99 (br s. IH). 


3-003 




Et 


1.32 (t, e7= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, c/ = 7.2 
Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.35 (s, IH)! 
10.30 (br s, IH). 


3-004 




Et 


1.33 (t, c/= 7.2 Hz, 3H), 2.18 (s, 
3H), 2,42 (s, 3H), 2.93 (t, c/ = 7.5 
Hz, 2H), 3.64-3.71 (m, 2H), 4.21 (q, 
J = 7.2 Hz, 2H), 7.18-7.33 (m, 5H), 
8.32 (s. IH). 10.03 (br s. IH). 


3-005 




nPr 


1.03 (t, 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, J= 8.1 Hz, 2H), 4.65 (d, c/= 
6.0 Hz, 2H), 7.24-7.38 (m, 5H), 
8.36 (s. IH), 10.30 (br s, IH). 


o-UOo 




nPr 


1.06 (t, J= 7.5 Hz, 3H), 1.67^1.80 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, c/= 7.8 Hz, 2H), 7,20- 
7.35 (m, 5H), 8.33 (s, IH), 10.05 
(br s, IH). 


3-007 




iPr 


1.60 (s, 3H), 1.63 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 4.64 (d, = 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IH), 10.31 (br s. IH). 


3-008 




iPr 


1.62 (s, 3H), 1.64 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 8H), 2.93 (d, 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br 8, IH), 7.18-7.33 (m, 5H), 8.28 
(s. IH), 10.04 (br s. IH). 


3-009 




nBu 


0.98 (t, </= 7.2 Hz, 3H), 1.38-1.61 
(m, 2H), 1.61-1.71 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.10 (t, ^=8.1 
Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7,21-7.38 (m, 5H), 8.35 (s, IH), 
10.30 (br s, IH). 


3-010 


0^ 


nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, 
7.2 Hz, 2H), 3.63-3.70 (m, 2H), 
4.11 (t, «/•= 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8.32 (s, IH), 10.03 (br s. 
IH). 
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^9 



No. 






^H-NMR (CDClg) 


3-011 




nHexyl 


0.89 (t, c/= 7.2 Hz, 3H), 1.30-1.50 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4,09 (t, 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, 1H>. 


3-012 




nHexyl 


0.91 (t, 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, 7.6 
Hz, 2H), 3.63-3.70 (m, 2H), 4.10 
(t, 7.8 Hz, 2H), 7.18-7.32 (m, 
5H), 8.31 (s, IH), 10,04 (br s. IH). 


3-013 


ex 


Bn 


2.19 (s, 3H), 2.31 (s, 3H), 4.64 (d, J 
= 5.7 Hz, 2H), 5.44 (br s, 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s, IH). 


3-014 




Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3.64-3.71 (m, 2H), 
6.45 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s. IH), 9.98 (br s. IH). 


3-015 




Ph 


2.00 (s, 3H), 2.22 (s, 3H), 4.58 (d, J 
= 5.7 Hz, 2H), 7.15-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s, IH). 


3-016 




Ph 


2.00 (s, 3H), 2,22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7.61 (m, 
3H), 8.46 (s, IH), 9.82 (br s, IH). 
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^1 0 

o 



nBu 



No. 






^H-NMR (CDCI3) 


3-033 




n'Rn 


0.93 (t, J= 7.2 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H), 1.32-1.51 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2,48 

Hz, 2H), 4.64 (d, J = 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10.30 
(br s, IH). 


3-034 




nBu 


0.93 (t, */= 7.2 Hz, 3H), 1.00 (t, J- 
7.2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1,72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 

Hz, 2H), 7.16-7.32 (m, 5H), 8.32 (s, 
IH), 10.04 (br s, IH). 


3-035 




nPentyl 


0.90 (t, 6.9 Hz, 3H), 0.98 (t, c/ = 
7.2 Hz, 3H), 1.30-1.53 (m, 8H), 

(t, 7.5 Hz, 2H), 4.09 (t, c7 = 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m, 6H), 8.35 (s, IH), 10.31 
(br s, IH). 


3-036 




nPentyl 


0.90 (t, c/= 6.9 Hz, 3H) , 1.00 (t, c/ = 
/ nz, oxi^, i.zo- Ji.oy ^m, 4xiy, 
1,40-1.55 (m, 4H), 1.62-1.72 (m, 2H), 
2.42 (s, 3H), 2.47 (t. 7.5 Hz, 2H), 
2,93 (t, 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J= 7.8 Hz, 2H), 
7 20-7 32 5H^ 8 a2 1H\ 10 04. 
(br s, IH). 


3-037 




I 


0.98 (t, J - 7.3 Hz, 3H), 1.38-1.50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s, 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
J= 5.8 Hz, 2H), 7.22-7.37 (m, 5H). 
8.78 (s. IH), 10.4 (br s, IH). 


3-038 




I 


1.00 (t, J = 7.3 Hz, 3H), 1.39-1.51 
(m, 2H), 1.59 (s, 3H), 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t, J= 7.6 Hz, 
2H), 3.62-3.69 (m, 2H), 4.17 (t, J = 

7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s, IH), 9.77 (br s, IH), 


3-039 






1.00 (t, 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1.78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH), 10.25 (br s, IH). 


3-040 




X) 


1.02 (t, J= 7.3 Hz, 3H). 1.43-1.55 
(m, 2H), 1,69-1.79 (m, 2H), 2.41 (s, 
3H), 2.94 (t. 7.9 Hz, 2H). 3.65- 
3.72 (m, 2H), 4.16 (t, c/= 7.6 Hz, 2H), 
7.19-7.45 (m, lOH), 8.43 (s, IH), 9.98 
(br s, IH). 
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m 1 1 

o 



nBu 



No. 






^H-NMR (CDCI3) 


3-044 




CF3 


1.02 (t, J= 6.7 Hz, 3H), 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2,93 (t, J= 7.3 Hz, 2H), 3.64- 
3.69 (m, 2H), 4.14 (t, J= 7.9 Hz, 2H), 
7.20-7.33 (m, 5H), 8.69 (s, IH), 9.61 
(brs. IH). 
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wo 02/053543 
^1 2 



No. 




R» 


^H-NMR (CDCls) 


3-061 


n-Hexyl 


o 

An'(CH2)sCH3 

H 


0,86-0.91 (m, 6H), 0.95 (t, J = 
7,3 Hz, 3H), 1,26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1.73-1.83 (m, 
2H), 3.38-3.45 (m, 4H), 4.07 (t, 
c/ = 7.3 Hz, 2H), 6.72 (t, J = 5.5 
Hz, IH), 8.40 (d, J = 2.7 Hz, 
IH), 8.83 (d, J = 2.7 Hz, IH), 
9.69 (t. 5.5 Hz, IH). 


3-062 






1.02 (t, J= 7,3 Hz, 3H), 1.33- 
1.45 (m, 2H), 1,72-1.82 (m, 2H), 

4.06 (t, </= 7.6 Hz, 2H), 4.58 (d, 
5.5 Hz, 4H), 6.81 (br s, IH), 

7.24-7.36 (m, lOH), 7.42 (d, = 

2.7 Hz, IH), 8.78 (d, J= 2.7 Hz, 
IH), 10.00 (br s. IH). 


3-063 




H 


0.97 (t, J= 7.3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m, 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H), 4.06 (t, J = 7.6Hz, 2H), 
7.20-7.34 (m, lOH), 8.37 (d, c/ = 
2.7 Hz, IH), 8.65 (d, J= 2.7 Hz, 
IH). 9.52 (br s. IH). 


3-064 




o 

t 


0.91-0.96 (m, 6H), 0.93 (t, J = 
7.3 Hz, 3H), 1.32>1.44 (m, 4H). 
1.54-1.65 (m, 6H), 1.71-1.81 (m, 
2H), 3.38 (br s, 4H), 4.02 (t, J= 
7.3 Hz, 2H), 4.64 (d, J= 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
cr= 2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz, IH), 10.04 (t, J = 5.5 Hz, 
IH). 


3-065 






0.96 (t, J= 7,3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1.64-1.81 (m, 6H), 

IH), 4.05 (t, J = 7.3 Hz, 2H), 
4.64 (d, 5.8 Hz, 2H), 6.10 (d, 
7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, J= 2.7 Hz, IH), 
8.72 (d, J= 2.7 Hz, IH), 10.05 
(t, 5.8 Hz, IH). 


3-066 




o 

^^.(CH2)6CH3 


0.89 (t, J- 6-7 Hz, 3H), 0.97 (t, 
e/= 7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1.73- 
1,82 (m, 2H), 2,93 (t, J = 7.6 
Hz, 2H), 3.38-3.45 (m, 2H), 
3.65-3.72 (m, 2H), 4.06 (t, J = 
7.6 Hz, 2H), 6.44 (t, c/= 5,5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
J= 2.7 Hz, IH), 8.74 (d, J= 2.7 
Hz, IH), 9.78 (t. J = 5.5 Hz, 
IH). 
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O 




wo 02/053543 PCT/jrPOI/11427 



m 1 3 

O 



nBu 



No. 




R8 


^H-NMR (CDCI3) 


3-067 




I 


0.96 (t, J= 7.3 Hz. 3H), 1.31-1.44 

/..M f>TT\ -| CO 1 no / r>TT\ 0 r\r^ /i t 

(m, 2H), 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7.3 Hz, 2H), 4.62 (d, = 7.3 Hz, 
2H), 7.23-7.36 (m, 5H), 7.70 (d, 
2.6 Hz, IH), 8.67 (d, 2.6 Hz, IH), 
10.03 (br s. IH). 


3-068 




X) 


0.98 (t, c/= 7.3 Hz, 3H), 1.36-1.48 
(m, 2H), 1.75-1.85 (m, 2H), 4.08 (t, J 
= 7.6 Hz, 2H), 4.67 (d, / = 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, c/ = 
2.7 Hz, IH), 8.87 (d, 2.7 Hz, IH), 
10.25 (br s, IH). 


3-069 


U 




0.98 (t, J= 7.6 Hz, 3H), 1.34-1.46 
(m, 2H), 1.72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J= 5.8 Hz, 
2H), 7.23-7.40 (m, 8H), 7.45-7.51 
(m, 2H). 7.73 (d, J = 2.7 Hz, IH), 
8.66 (d, e/= 2.7 Hz, IH), 10.03 (t, 
5.8 Hz, IH). 


3-070 


hBuO 


H 


0.95 (t, J= 7.5 Hz, 3H), 1.38 (sextet, 
c/= 7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, 3H), 3.98 (t, 7.5 Hz, 2H), 
6.24 (d, 6.9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH), 8.14 (dd, J= 7.5, 
2.4 Hz, IH). 


3-071 




H 


0.95 (t, 6.9 Hz, 3H), 1.36 (sextet, 
J= 7.8 Hz, 2H), 1.66-1.80 (m, 2H), 
3.96 (t, J= 7.2 Hz, 2H), 4.60 (d, J = 

6.0 Hz, 2H), 6.36 (t, J= 7.5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, c/= 6.3, 

2.1 Hz, IH), 8.47 (dd, J = 7.2, 2.4 
Hz, IH). 


3-072 




CFs 


0.99 (t, J - 7.3 Hz, 3H), 1.34-1.47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7.3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 5H), 7.83 (m, IH), 
8.69 (d, 2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t, e/= 7.3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.96 (fc, 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J= 2A Hz, IH), 7.42 (d, J= 8.5 Hz, 
IH), 7.65 (d, e/= 2.7 Hz, IH), 8.63 
(dd, 2.7, 0.6 Hz, IH), 9.89 (t, «/= 
5.8 Hz. IH). 
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PCT/JPOl/11427 



^1 4 

O 



nBu 



No. 






^H-NMR (CDCls) 


3-074 


0^ 




1.00 (t, J= 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70-1.87 (m, 2H), 
2.97 (t, J= 7.3 Hz, 2H), 3.69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7,20- 
7.34 (m, 6H), lAA-lAl (m, 2H), 
8.63 (s, IH), 8.89 (d. e/= 2.4 Hz, 
IH). 10.11 (t. 5.8 Hz. IH). 



148 



wo 02/053543 



PCT/JPOl/11427 



mi 5 



o 

nBu 



No. 






^H-NMR (CDCI3) 


3-081 




Me 


0.98 (t, J = 1,2 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4.05 (t, e/ = 
8.1 Hz, 2H), 4.27 (dd, J= 7.2, 6.6 
Hz, IH), 4.64 (d, J= 5.7 Hz, 2H), 
7.20-7.40 (m, 5H), 8.41 (d, 7.5 
Hz, IH). 10.2 (br s, IH). 


3-082 




nPentyl 


0.93 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.60 (m, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, 7.8 
Hz, 2H), 4.05 (t, 7.8 Hz, 2H), 
4.64 (d, 6.0Hz, 2H), 6.27 (d, J 
= 7.5 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.5 Hz, IH), 10.21 (br 
s, IH). 


3-083 




nPentyl 


0.93 (t, J= 6.9 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.38-1.49 (m, 6H), 
1.63-1.70 (m, 4H), 2.66 (t, J= 7.8 
Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, 7.8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH). 
7.17-7.32 (m, 5H), 8.40 (d, 7.5 
Hz, IH), 9.94 (br s. IH). 


3-084 




nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7.2 Hz, 3H), 1.30-1.50 (m, 8H), 
1.60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, c/= 8,1 Hz, 2H), 
4.64 (d, c/= 6.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz. IH), 7.20-7.40 (m, 6H), 
8.44 (d, 7.8 Hz, 1H),10.21 (br 
s, IH). 


3-085 


0^ 


nHexyl 


0.91 (t, 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 2.93 (t, 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, </=7.8 
Hz, 2H), 6.27 (d, J= 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, 7.8 
Hz, IH). 9.94 (t. er= 5.1 Hz,lH). 



149 



wo 02/053543 



PCT/JPOl/11427 



^16 



No. 



7a. 



iH-NMR (CDCI3) 



3-101 




3.03 (t, J= 6.4 Hz, 2H), 4.35 (t, J = 

6.4 Hz, 2H), 4.68 (d, c/ = 5.8 Hz, 
2H), 6.94 (d, c/= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, 7.3 Hz, 
IH), 8.63 (d, J =7.9 Hz, IH), 10.22 
(br s, IH). 



3-102 




1.79-1.88 (m, 2H), 1.95-2.03 (m, 
2H), 2.88 (t, J= 6,4 Hz, 2H), 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, 5.8 Hz, 
2H), 6.26 (d, 7.3 Hz, IH), 7.20- 
7.38 (m, 5H), 8.46 (d, *7 = 7.3 Hz. 
IH), 10.19 (br s. IH). 



3-103 




2.97 (t, 7.3 Hz, 2H), 3.04 (t, = 
6.4 Hz, 2H), 3.68-3.75 (m, 2H). 4.35 
(t, J= 6.4 Hz, 2H), 6.92 (d, 7.9 
Hz, IH), 7.19-7.35 (m, 5H), 7.37- 
7.43 (m, 3H), 7.80 (dd, J= 1.5, 7.3 
Hz, IH), 8.59 (d, J = 7.9 Hz. IH). 
9.93 (br s, IH). 



3-'104 



1.79-1.88 (m, 2H), 1.95-2.04 {m, 
2H), 2.87 (t, 6.4 Hz, 2H), 2.93 (t, 
7.3 Hz, 2H), 3.65-3.72 (m, 2H), 
4.04 (t, J = 6.4 Hz. 2H), 6.24 (d, J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, 7.3 Hz, IH), 9.90 (br s, 

iML 



O Me 



3-105 




0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.39 (s, 3H), 2.63 (s, 3H), 
3.91 (t, 7.9 Hz, 2H), 4.60 (s, 2H), 
6.05 (s, IH), 7.20-7.40 (m, 5H). 



3-106 



O Me 



^ O^N-^Me 



nBu 



0.98 (t, J = 7.6 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.60-1.72 
(m, 2H), 2.39 (s, 3H), 2.61 (s, 3H), 
2.93 (t-like, 2H), 3.63 (t-like, 2H), 
4,00 (t, J= 7.9 Hz, 2H), 6.04 (s. IH), 
7.17-7.33 (m, 5H). 



O Me 



3-107 




nBu 



0.97 (t, J = 7.6 Hz, 3H), 1.42 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (s, 3H), 
2.52 (s, 3H), 4.08 (t. 7.5 Hz, 2H), 
4.62 (s, 2H), 7.20-7.42 (m, 5H), 9.02 
(br s, IH). 



3-108 



Me 

" O^N"^Me 
nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.07 (s, 3H), 2.40 (s, 3H), 
2.44 (s, 3H), 2.93 (t, J= 7.5 Hz, 2H), 
3.67 (t, c/= 7.5 Hz. 2H), 4.07 (t, c/"= 
7.8 Hz, 2H), 7.16-7.34 (m, 5H), 8.47 
(br s. IH). 



150 



wo 02/053543 



PCT/JPOI/11427 



1 7 



No. 



*H-NMR (CDCla) 



3-109 




1.00-1,28 (m,. 4H), 1.66-1.90 (m, 
7H), 2.18 (s, 3H). 2.39 (s, 3H), 4.00 
(br 3, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.20-7.40 (m, BH), 8.35 (s, IH). 10.3 
(br s, IH). 



3-110 




1.00-1.30 (m,. 4H), 1.58^.90 (m, 
7H), 2.93 (t, J= 7.5 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 

s, IH). 



3-111 




nPentyl 



0.92 (t, J= 7.2 Hz, 3H), 1.37-1.42 
(m, 4H). 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4.08 (t, c/= 8.1 Hz, 
2H), 4.64 (d, c/= 5.7 Hz, 2H), 7.20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s, IH). 



3-112 



Me 



nPerrtyl 



0.94 (t, e/= 7.2 Hz. 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t, J = 
7.8 Hz, 2H), 7.20-7.35 (m, 5H), 8.31 
(s. IH). 10.03 (br s, IH). 



151 



wo 02/053543 



PCT/JPOl/11427 




No. 


Or 


1 


ITT XTHTTD //~tT\/^l \ 

^H-NMK (CDCI3) 


4-001 






0.97 (t, 7.5 Hz, 3H), 1.43 (sextet, c/= 
7.5 Hz, 2H), 1.62 (quint, J = 7.5 Hz» 
2H), 1.74 (quint, 6.0 Hz, 2H), 1.88 
(quint, J = 6.0 Hz, 2H), 2.62 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H). 4.03 (t, 
7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.28 (s, IH), 10.32 
(br t, ^= 6.0 Hz. IH). 


4-002 




-CH2- 


u.»jf ^t, e/ — f .0 xiz, oxi;, i,4o (sextet, e/ = 
7.5 Hz, 2H), 1.63 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J = 6.0 Hz, 2H), 2.62 (t, /= 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, 
7.8 Hz, 2H), 3.66 (dt, 9.0 Hz, 6.0 
Hz, 2H), 4,03 (t, J= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 
= 6.0 Hz, IH). 


4-003 




-CH2- 


u.V!7 ^t, e/ — f.o 112, o±i), 1.4& ^sextet, «/ = 
7.5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.87 
(quint, t/= 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.82 (t, 
J= 7.8 Hz, 2H), 3.60 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, 7.5 Hz, 2H), 6.65 
(dd, c/= 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (a, IH), 
10.01 (br t, 6.0 Hz. IH). 


4-004 




-CH2- 


0.99 (t, e/= 7.2 Hz, 3H), 1.44 (sextet, */= 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, e/= 6.0 Hz, 2H), 2.64 (t, </= 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.94 (t, 
J= 7.5 Hz, 2H), 3.70 (q, c/= 6.9 Hz, 2H), 

4.03 (t, 7.8 Hz, 2H), 7.20 (d, J=^ 4.8 
Hz, 2H), 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t, c/= 6.0 Hz, IH). 


4-006 


a 


-CHa- 


1.01 (t. c/= 7.5 Hz, 3H), 1.44 (sextet, J= 
7.5 Hz, 2H), 1.70 (quint, J = 7,5 Hz, 
2H), 1.76 (quint, 6.0 Hz, 2H), 1.91 
(quint, J== 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2.78 (t, 6.0 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 7.09 (t, 7.5 Hz, IH), 
7.34 (t, J= 7.5 Hz, 2H), 7.77 (d, J= 7.5 
Hz. 2H). 8.34 (s. IH). 12.18 (br s. IH). 



152 



wo 02/053543 



PCT/JPOl/11427 



^1 9 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-006 




-CH2- 


0.98 (t, 7.5 Hz, 3H), 1.43 (sextet, J= 
7.6 Hz, 2H), 1.65 (quint, 7.5 ' Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J = 6.0 Hz, 2H), 2.62 (t, J== 6.0 
Hz, 2H), 2.74 (t, «/= 6.0 Hz, 2H), 4.02 (t, 
7.8 Hz, 2H), 4.53 (d, J= 6.0 Hz, 2H), 
5.02 (s, 2H), 6.74 (d, J =^ 7.8 Hz, IH), 
6.81 (dd, c/= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d, c/- 1.8 Hz, IH), 8.27 (s, IH), 10.26 
(br t, J= 6.0 Hz, IH). 


4-007 




-CH2- 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1,63 (quint, J = 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, c/= 6.0 
Hz, 2H), 2.74 (t, 6.0 Hz, 2H), 4.03 (t, 
J= 7.8 Hz, 2H), 4.62 (d, J= 5.4 Hz, 2H), 

6.25 (dd, 3.0 Hz, 0.9 Hz, IH), 6.28- 
6.31 (m, IH), 7.35 (d, J= 0.9 Hz, IH), 

8.26 (s, IH). 10.25 (br t, J= 5.4 Hz, IH). 



153 



wo 02/053543 



PCT/JP01/n427 




No. 


R' 




iR-NMR (CDCI3) 


4-008 




-CH2- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
^.sextet, c/ — /.o Hz, -4rl)> 1.d2 
(quint, 7.5 Hz, 2H), 1,74 (quint, 
J = 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J = 6.0 Hz, 2H), 
2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, c/ = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H), 8,26 
(s, IH), 10.35 (br t, J= 6.0 Hz, IH). 


4-009 




•CHa- 


A A*? /i J* — T IT TT oTT\ -» An 

0.97 (t, e/ = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, J= 7.5 Hz, 2H), 1.74 (quint, 
J= 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, c/= 6.0 Hz, 2H), 
2.73 (t, J = 6.0 Hz, 2H), 3.78 (s, 
3H), 4.01 (t, c/= 7.8 Hz, 2H), 4.67 
(d, 6.0 Hz, 2H), 6.85 (d. 9.0 
Hz, 2H), 7.29 (d, 9.0 Hz, 2H), 
0.4 r vs, ixi;f \pT t, e/ — o.O xlz, 
IH). 


4-010 


cr 


-0- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J =: 7,5 Hz, 2H), 1.66 
(quint, J = 7.5 Hz, 2H), 2.82 (t, 
6.0 Hz, 2H), 4.01 (t, J= 6.0 Hz, 2H), 
4.02 (t, J = 7.5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, c/= 6.0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8.22 (s, IH), 10.22 (br 
t. </==6.0H2. IH). 


4-011 




-0- 


(sextet, «A = 7.5 Hz, 2H), 1.69 
(quint, cA= 7.5 Hz, 2H), 2.83 (t, J = 

6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 
3.67 (dt, 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, J= 6.0 Hz, 2H), 4.03 (t, J' = 
7.6 Hz, 2H), 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8.19 (s, IH), 9.96 (br t, 
6.0 Hz, IH). 


4-012 




-0- 


0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, J-= 7.5 Hz, 2H), 2.82 (t, J = 

6.0 Hz, 2H), 2.83 (t, J= 7.5 Hz, 2H), 
3.61 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, J= 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.59 (s, 2H), 6.71 (d, J 
= 7.5 Hz, 2H), 7.07 (d, J= 7.5 Hz, 
2H), 8,17 (s. IH). 9.92 (br t, «/= 6.0 
Hz, IH). 



154 



wo 02/053543 



PCT/JPOl/11427 




No. 


Xv 


1 . 




4-013 






0.96 (t, = 7.5 Hz, 3H), 1.41 
(sextet, J= 7.5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, J= 4.2 Hz, 2H), 
2.84 (d, J= 4,2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, = 7.5 
Hz, 2H), 4.63 (d, J= 6.0 Hz, 2H), 
7.26-7.37 (m, lOH), 8.21 (s, IH). 
10.24 (br t. = 6.0 Hz. IH). 


4-014 


0^ 




0.98 (t. J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, </= 7.5 Hz, 2H), 2.78 (d, 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2.92 (t, J= 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 
2H), 3.69 (s, 2H), 4.01 (t, J = 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s. IH). 9.99 (br t. 6.0 Hz. IH). 



155 



wo 02/053543 



PCT/JPOl/11427 



S2 2 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-015 




i 


0.97 (t, ^ = 7.5 Hz, 3H), 1,43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J" = 7.5 Hz, 2H), 2.77 (t, J = 
6.0 Hz, 2H), 3.19 (t, J = 6.0 Hz, 
2H), 3.86 (s, 2H). 4.01 (t. J= 7.8 
Hz, 2H), 4.64 (d, J-= 6.0 Hz. 2H), 
7.23-7.38 (m, 5H), 8.24 (s, IH), 
XU.Z / (^Dr t, «/ — b.U xlz, 1x1). 


4-016 






0.99 (t, e/" = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J= 7.5 Hz, 2H), 2.78 (t, 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, c/= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, 7.8 Hz, 2H), 7.18- 
7.34 (m, 6H), 8.21 (b, 1H), 10.01 (br 
t. cr= 6.0 Hz, IH). 


4-017 






0.98 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, j - 7.5 Hz, 2H), 1,66 
(quint, -/= 7.5 Hz, 2H>, 2.93 (br t, J 
= 6.0 Hz, 2H), 3-80 (br t, ./= 6.0 Hz, 
2H), 4.02 (t, 7,8 Hz, 2H), 4.49 
(s, 2H), 4.62 (d, J = 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br J ^ 
6.0 Hz, 1H>. 


4-018 






0.98 (I, J = 7,5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.65-1.90 
(m, lOH), 2.84 (quint, J = 6.0 Hz, 
IH), 2.91 (t, J~ 7.5 Hz, 2H), 3.82 
(t, 6.0 Hz, 1/3 X2H), 3.91 (t, 
6.0 Hz, 2/3 X2H), 4.01 (t, J = 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, 6.0 Hz, 2H), 
7.24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8.33 (s, 1/3 X IH), 10.20 (br t, J 
= 6.0 Hz, IH). 



156 



wo 02/053543 



PCT/JPOl/11427 



^2 3 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-019 




0 

1 


0.98 (t, 0/"= 7.5 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.43 (sextet, 7,5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H). 2.84 (t, J= 
6.0 Hz, 2/3 X2H), 2.89 (t, J= 6.0 
Hz, 1/3 X2H), 3.77 (t, 6.0 Hz, 
1/3 X2H), 3.90 (t, J= 6.0 Hz, 2/3 X 
2H), 4,01 (t, J= 7.8 Hz, 2H), 4.47 
(s, 2/3 X2H), 4.58 (s, 1/3 X 2H), 4.65 
(d, J = 6.0 Hz, 2H), 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10.19 (br t, 6.0 Hz, IH). 


4-020 




0 

^N-^tBu 


0.98 (t, J = 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, J= 7.5 Hz, 2H), 
1.65 (quint, 7.5 Hz, 2H), 2,85 (t, 
6.0 Hz, 2H), 3.90 (t, J= 6.0 Hz, 
2H), 4.00 (t, J= 7.8 Hz, 2H), 4.62 
(s, 2H), 4.64 (d, J ^ 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, ifl), 
10.20 (br t, J= 6.0 Hz. IH). 



157 



wo 02/053543 



PCT/JPOl/11427 



S2 4 

nBu 



No. 




1 


^H-NMR (CDClg) 




U 


0 


0.88 (t. 6/= 7.5 Hz, 1/3 X3H), 0.99 
(t, J = 7.5 Hz, 2/3 X 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.86 (t, J = 
6.0 Hz, 1/3 X2H), 2.99 (t, J =^ 6.0 
Hz, 2/3 X2H), 3.69 (t, J= 6.0 Hz, 
1/3 X2H), 4.02 (t, J = 6.0 Hz, 2/3 X 
2H), 4.06 (t, 7.8 Hz, 2H), 4.40 
(s, 1/3 X2H), 4.62 (s, 2/3 X2H), 4.63 
(d, c/= 6,0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (s, 2/3X1H), 8.39 (s, 1/3 
X IH), 8.76 (d, J = 5.4 Hz, 2H), 
10.12 (br t, J= 6.0 Hz, IH). 






0 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J =: 7.5 Hz, 2H), 1.67 
(quint, 7.5 Hz, 2H), 2.91 (t. 
7.5 Hz, 2H), 2.92 (t, J = 6.0 Hz, 
2H), 3.66 (dt, c/= 6.3 Hz, 6.9 Hz, 
2HS 4 03 Ct = 6 0 Hz 9.W\ 4 04 
(t, 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 XIH), 8.37 (br a, 1/3 xlH), 
9.89 (br t, c/= 6.0 Hz, IH). 


4-023 






0,99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, t/= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, 6.0 Hz, 2H), 
2.89 (quint, c/= 6.0 Hz, IH), 2.93 (t, 
c/= 7.5 Hz, 2H), 3.68 (dt, J= 6.6 Hz, 
7.2 Hz, 2H), 3.82 (t, c/= 6.0 Hz, 1/3 
X2H), 3.91 (t, J- 6.0 Hz, 2/3 X2H), 
4.02 (t, J= 7.8 Hz, 2H), 4.52 (s, 2/3 
X2H), 4.58 (s, 1/3 X2H), 7.18-7.34 
(m, 5H), 8.27 (s, 2/3 XIH), 8.30 (s, 
1/3 X IH), 9.93 (br t, J" = 6.0 Hz, 
IH). 



158 



wo 02/053543 



PCT/JPOl/11427 



^2 5 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-024 




0 

1 


0.98 (t, J= 7.5 Hz, 3H), 0.99 (t, J=^ 
7.5 Hz, 3H), 1.45 (sextet, J = 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, J = 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, J = 
6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (q, J= 6.9 Hz, 2H), 3.77 
(t, 6.0 Hz, 1/3 X2H), 3.90 (t, J= 
6-0 Hz, 2/3 X2H), 4.03 (t, J= 7.8 
Hz, 2H), 4.47 (s, 2/3 X2H), 4.58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 XIH), 8.30 (s, 1/3 XIH), 9.81 
(br t, 6.0 Hz, 1/3 XIH), 9.93 (br 
t, J= 6.0 Hz, 2/3 XIH). 


4-025 




o 


1.00 (t, J= 7.5 Hz, 3H), 1.30 (s, 
9H), 1.45 (sextet, J" = 7.5 Hz, 2H), 
1.66 (quint, J= 7,5 Hz, 2H), 2.85 (t, 
6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (dt, J= 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, 6.0 Hz, 2H). 4,01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8.28 (s, IH), 9.94 
(br t, J= 6.0 Hz, IH). 


4-026 






0.88 (t, e/= 7,5 Hz, 1/3 X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J= 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, J = 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J = 6.0 Hz, 2H), 

4.07 (t, 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (3, 2/3 X 
IH), 8.35 (s, 1/3 XIH), 8.76 (d, c/ = 

4.8 Hz, 2H), 9.85 (br t, J-= 6.0 Hz, 
IH). 



159 



wo 02/053543 



PCT/JPOl/11427 



^2 6 

O 



L 

nBu 



No. 




r 


^H-NMR (CDCI3) 


4-051 




1 


0.97 (t, J= 7.5 Hz, 3H), 1.41 (sextet, c/ = 
7.5 Hz, 2H), 1.69 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J = 
7.5 Hz, 2H), 3.00 (t, 7.5 Hz, 2H), 3.98 
(t, J= 7.8 Hz, 2H), 4.64 (d, c7 = 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t, 6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, 
7.5 Hz, 2H), 1.70 (quint, 7.5 Hz. 2H), 
2.19 (quint, J= 7.5 Hz, 2H), 2.85 (t, J- 
7.5 Hz, 2H), 2.93 (t, J= 7.5 Hz, 2H), 3.00 
(t, 7.5 Hz, 2H), 3.67 (dt, «/= 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H). 
7.18-7.34 (m, 5H), 8.43 (s, IH), 10.05 (br 
t, J= 6.0 Hz, IH), 


4-053 


or 


3 


0.98 (t, c/= 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H). 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.64 (d, J = 6.0 Hz, 2H), 7.22-7.38 
(m, 5H), 8.33 (s, IH), 10.31 (br t, J-= 6.0 
Hz. IH). 


4-054 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.46 (sextet, 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, c/= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.71 
(t, 7.5 Hz, 2H), 2.72 (t, J= 6.0 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.17 
(br J= 7.8 Hz, 2H), 7.19-7.34 (m, 5H), 
o.isy ^s, Xxi)t 10. uo {Dx t, c/ — b.u xlz, ill}. 


4-065 




3 


0.98 (t, e/= 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz. 2H), 1.58-1.66 (m, 4H), 1.69 
(quint, J= 6.0 Hz, 2H), 1.86 (quint, </ = 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.59 (d, J= 6.0 Hz, 2H), 6.99 (t, J- 
9.0 Hz, 2H), 7.32 (dd, J== 9.0 Hz, 6.0 Hz, 
2H), 8.32 (s, IH), 10.32 (br t, t/= 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, 
7.5 Hz, 2H), 1.57-1.66 (m, 4H), 1,69 
(quint. J= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.89 
(t, J = 7.5 Hz, 2H), 2.94 (t. J = 6.0 Hz, 
2H), 3.63 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br J= 7.8 Hz, 2H), 6.97 (t, J= 9.0 Hz, 
2H), 7,20 (dd, J = 9.0 Hz, 6.0 Hz, 2H), 
8.29 (s. IH), 10.04 (br t. J= 6.0 Hz, IH). 



160 



wo 02/053543 



PCT/JP01/n427 



S2 7 

O 



L 

nBu 



No. 




n 


^H-NMR (CDCI3) 


4-057 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz. 2H), 1.57-1.68 (m, 4H), 1.69 
(quint. J = 6.0 Hz, 2H), 1.86 (quint, 
6.0 Hz, 2H), 2,70 (t, J= 6.0 Hz. 2H), 2.84 
(t, 7.5 Hz, 2H), 2.94 (t, «7 = 6.0 Hz, 
2H), 3.63 (dt, J = 9.0 Hz, 6,0 Hz, 2H), 
4.16 (br t, cr= 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, J= 8.4 Hz, 2H), 7.06 (d, c/= 
8.4 Hz, 2H), 8.29 (s, IH), 10.10 (br t, </= 
6.0 Hz, IH). 



161 



wo 02/053543 



PCT/JPOl/11427 



m2 8 

o 



nBu 



No. 




n 


^H-NMR (CDCI3) 


4-058 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.57-1.68 (m, 4H), 1.69 (quint, J= 
6.0 Hz, 2H), 1.86 (quint, J= 6.0 Hz, 2H), 
2.70 (t, 6.0 Hz, 2H), 2.81 (t, 7.5 Hz, 
2H), 2.93 (t, J= 6.0 Hz, 2H), 3.60 (dt, J 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, J= 7.8 Hz, 
2H), 6.40 (d, J= 8.4 Hz, 2H), 7.05 (d, J= 8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, J = 6.0 
Hz, IH). 


4-059 


HO 


3 


0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 
Hz, 2H), 1.56-1,68 (m, 4H), 1.69 (quint, c/ = 
6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 2H), 
2.71 (t, J:== 6.0 Hz, 2H), 2.94 (t, J= 6.0 Hz, 
2H), 4.16 (br t, 7.8 Hz, 2H), 4.48 (d, 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s, IH), 10.35 
(br t, 6,0 Hz, IH). 


4-060 




3 


0.99 (t, J- 7.5 Hz, 3H), 1.46 (sextet, 7,5 
Hz, 2H), 1.56-1.69 (m, 4H), 1.70 (quint, 
6.0 Hz, 2H), 1.87 (quint, J = 6.0 Hz, 2H), 
2.72 (t, 6,0 Hz, 2H), 2.96 (t, 6.0 Hz, 
2H), 4.18 (br t, 7.8 Hz, 2H), 4.70 (d, J:=^ 
6.0 Hz, 2H), 7.43 (d, 8.1 Hz, 2H). 8.00 
(d, 8.1 Hz, 2H), 8.33 (s, IH), 10.44 (br t, 
J= 6.0 Hz, IH). 


4-061 




6 


0.97 (t, J= 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1.42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, </= 6.0 Hz, 2H), 1.87 (quint, J= 6.0 
Hz, 2H), 2,73 (t, 6.0 Hz, 2H), 2,93 (br t, 
c/= 6.0 Hz, 2H), 4.12 (br t, J= 7.8 Hz, 2H), 
4.64 (d, 6.0 Hz, 2H), 7.23-7.41 (m, 5H), 
8.38 (s, IH), 10.36 (br t. «/= 6.0 Hz. IH 


4-062 




6 


0.98 (t, e/= 7,5 Hz, 3H), 1.24-1.33 (m, 4H), 
1.46 (sextet, 7.6 Hz, 2H), 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J = 6.0 Hz, 2H), 1.86 (quint, J= 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 
7.5 Hz, 2H), 2.95 (t, c/= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.14 (br t, 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (br t. </=6.0Hz. IH). 



162 



wo 02/053543 



PCT/JPOl/11427 



^2 9 



L 

nBu 



No. 




^H-NMR (CDCI3) 


4-101 




0.97 (t, 7.5 Hz, 3H), 1.35-1.53 (m, 4H), 
1.44 (sextet. J= 7.5 Hz, 2H), 1,60-1.78 (m. 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.88 (t, </ = 
6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.17-7.39 (m, 5H), 
8.34 (s, IH), 10.34 (br t, J= 6.0 Hz, IH). 


4-102 




0.99 (t, J= 7.5 Hz, 3H), 1.34-1.53 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.62-1.80 (m, 
6H), 2.64 (t, J ^6,0 Hz, 2H), 2.89 (t, J- 
6.0 Hz, 2H), 2.94 (t, 7.5 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, J=^ 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t, J= 6.0 Hz, IH). 


4-103 




0.99 (t, 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, J=- 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 
2.90 (t, J= 7.5 Hz, 2H), 3.64 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 
2H), 6.98 (t, 8.4 Hz, 2H), 7.21 (dt, 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, cr=6.0 Hz, IH). 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, c/= 7,5 Hz, 2H), 1.61-1.73 (m, 
4H), 1-76 (quint, J= 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, J= 7.5 Hz, 2H), 
2.88 (t, J= 6,0 Hz, 2H), 3.61 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t. ^ = 7.8 Hz, 
2H), 6.64 (d, 8.4 Hz, 2H), 7.05 (d, 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t, J = 
6.0 Hz, IH). 


4-105 




0.99 (t, c/= 7.6 Hz, 3H), 1.36-1.52 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, J= 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J = 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4,10 (br t, ^ = 7.8 Hz, 
2H), 6.76 (d, 8.4 Hz, 2H), 7.08 (d, J = 
8.4 Hz, 2H), 8.31 (s, IH), 10.10 (br t, = 
6.0 Hz, IH). 



163 



wo 02/053543 



PCT/JPOl/11427 



^3 0 



i5 



No. 






»H-NMR (CDCI3) 


4-301 






1.36 (quint, J= 6.0 Hz, 2H), 1.49 

(m, 2H), 1.69 (quint, c/= 6.0 Hz, 
2H), 2.66 (t, t/= 6.0 Hz, 2H), 3.03 
(t, J= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, c/= 5.4 Hz, 2H), 4.32 (t, J 
= 5.4 Hz, 2H), 4.64 (d, 6.0 Hz, 

2H'i 7 2fi.7 40 KW^ ft '^fi 

IH), 10.25 (br t. 6.0 Hz, IH). 


4-302 






1.38 (quint, c/= 4.8 Hz, 2H), 1.49 
(quint, c/= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J= 6.0 Hz, 
2H), 2.66 (t, J= 6.0 Hz, 2H), 2.94 
(t, c/= 7.5 Hz, 2H), 3.03 (t, J = 
o.v nz, zny, o.Q± ^s, oxi^, o.o/ 
(dt, e/= 9.0 Hz, 6.0 Hz, 2H), 3.68 
(t, J= 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (s, IH), 9.98 (br t, 6.0 
Hz. IH). 


4-303 


or 




0.99 (d, J = 6,7 Hz, 6H), 1.32- 

2H), 2.87 (t, e/ = 6.3 Hz, 2H), 
3.98-4.20 (br s, 2H), 4.64 (d, J = 
5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (s, IH), 10.3 (t-like). 


4-304 






(CD3OD): 1.24-1.57 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t, 
7.5 Hz, 2H), 4.41 (t, J - 7.5 Hz, 
2H), 4.61 (s, 2H), 7.22-7.40 (m, 
7H), 8.44 (A2B2, 5.2 Hz), 8.26 
(d, </= 0.9 Hz, IH). 


4-306 






1.32»1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, 7.5 Hz, 2H), 2.64 
(t, 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4,26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7.22- 
7.39 (m, 5H), 8.34 (s, IH), 10.29 
(d, c/= 5.8 Hz. 2H). 


4-306 






1.32-1.50 (m, 4H), 1.52-1.72 (m, 
4H), 2.17 (quint, J= 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, c7= 6.7 Hz, 2H), 4.65 
(d, J'= 5.8 Hz, 2H), 6-98 (s, IH), 
7.10 (s, IH), 7.22^7.40 (m, 5H), 
7.54 (s, IH), 8.35 (s, IH), 10.19 
(t, c/= 6.8 Hz. IH). 



164 



wo 02/053543 



PCT/JPOl/11427 



^3 1 



is 



No. 




R« 


^H-NMR (CDCI3) 


4-307 






1.34-1.54 (m ,4H), 1.60-1.81 (m, 
4H), 1.82-1.94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, J= 6.4 Hz, 2H), 
2.93 (t, c/= 6.4 Hz, 2H), 3.70 (t, J 
= 4.5 Hz, 2H), 4.17 (t, c/= 7.5 Hz, 
2H), 4.64 (d, J = 5.8 Hz, 2H), 
7 20-7 39 (m 5H> 8 34 (s lU^ 
10.29 (t-like, IH). 


4-308 


or" 




1.30-1.42 (m, 2H), 1.42-1.52 (m, 
2H), 1.60-1.80 (m, 4H), 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, J= 6.1 Hz, 
2H), 3.01 (t, 7:7 Hz, 2H), 4.31 
(t, c/= 7.7 Hz, 2H), 4.87 (t, J = 
5.8 Hz, 2H), 7.14-7.28 (m, 2H), 
7.30-7.42 (m, 4H), 7.57 (ddd, 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s, 
IH), 8.51 (d-like. 2H), 10.3 (t, J 
= 5.8 Hz. IH). 


4-309 


fX 




1.37-1.53 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, </= 6.1 Hz. 2H), 2.81 
(t, 6.4 Hz, 2H), 4.64 (t, 
5.8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7.42 (m, 7H), 8.45 (s. IH), 
8.45-8.58 (m, 2H), 10.1 (t, J= 5.8 
Hz,lH). 


4-310 


0^ 


So 


1.35-1.55 (m, 4H), 1.60-1.80 (m, 
4H), 2.68 (t, J= 6.9 Hz, 2H), 2.74 
(t, J= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(A2B2, J= 6.1 Hz, 2H), 7.19-7.37 
(m, 5H), 8.47 (s, IH), 8.54-8.58 
(m, 2H), 10.1 (t-like. IH). 



165 
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S3 2 



No. 


MM 


^H-NMR (CDCI3) 


4-311 


Me O 

nBu 


0.99 (t, </= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
5H), 8.29 (s. IH), 10.35 (d, /= 7.6 
Hz. IH). 


4-312 


Me O 

nBu 


0.99 (t, J= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, J= 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7,14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, 7.5 
Hz, IH). 


4-313 


nBu 


0.98 (t, J= 7.1 Hz, 3H), 1.40-1.76 
(m, 12H), 1.42 (s, 6H), 2.64 (t. J = 
6.0 Hz, 2H), 2.88 (t, J = 6.6 Hz, 
2H), 3.19 (s, 2H), 4.07 (brs, 2H), 
7.16-7.26 (m, 5H), 8.33 (s, IH), 9.87 
(s, IH). 


4-314 


"°S 0 

nBu 


0.98 (t, J= 7-4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, J= 5.9 Hz, 2H), 
2.89 (t, c/= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H)! 
8.31 (s, IH), 10.75 (d, J = 6.3 Hz, 
IH). 


4-315 


% O 

/ V I 1) 

nBu 


0.98 (t, jr= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, 6.9 Hz, 2H), 
2.89 (t, </= 6.3 Hz, 2H), 3,93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-316 


C!^ 0 

nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, 5.9 Hz, 2H), 
2.89 (t, J= 6,0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, 7.5 Hz, IH). 




0 

nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, 5.9 Hz, 2H), 
2.89 (t, J= 6.0 Hz, 2H), 3.91 (d, J=: 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, c7= 7.5 Hz. IH). 


4-318 


nBu 


0.97 (t, 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t, J= 6.0 Hz, 2H), 
2.88 (t, J= 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J" = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 
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^3 3 



No. 


mm 


^H-NMR (CDCI3) 


4-319 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.25-1.77 
(m, 12H), 2.18 (m, IH), 2.64 (t, J = 
6,0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs, 2H), 
7.16-7.30 (m, 5H), 8.33 (s, IH), 
10.12 (d» J^^S.eHz, IH). 


4-320 


Me MeO 

nBu 


1-00 (t, J= 7.2 Hz, 3H), 1.30-1.55 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H), 2.58 (t, 6.0 Hz, 2H), 2.88 
(t, 6.3 Hz, 2H), 4.00-4.23 (m, 
2H), 7.10-7.40 (m, 5H), 7.46 (d, J = 
8.4 Hz, 2H), 8.23 (s. IH). 


4-321 


nBu 


1.35-2.04 (m, 8H), 2.03-2.16 (m, 
2H), 2.64 (t, J= 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-322 


^O^N^N — 
nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, J - 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, J= 6.0 Hz, 2H), 4,05 (dd, J 
= 6.9. 2.1 Hz, 2H), 4.18-4.27 (m, 
3H). 6.49 (dd, 14,1, 6.6 Hz. IH), 
7.15-7.35 (m, 5H), 8.32 (s, IH), 
10.01 (brs, IH). 


4-323 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4,38 (m, 2H), 4.64 (d, J= 6.3 Hz, 
2H), 7.18-7.43 (m. 5H), 8.36 (s, IH). 


4-324 




1.20 1. 90 (m, 8H), 2.12-2.28 (m, 
2H), 2.65 (t, */= 6.6 Hz, 2H), 2.92- 
3.02 (m. 4H). 3.60 3.78 (m, 4H), 
4.29 (t, J= 9.0 Hz, 2H), 7.10-7.40 
(m, 5H), 8.33 (s. IH), 


4-325 




1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, c/= 6.3 Hz, 2H), 2.92 (t, J= 
6.6 Hz, 2H). 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, J= 6.9, 2.1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d, J = 6.0 
Hz, 2H), 6.48 (dd, J= 14.1, 6.6 hz, 
IH), 7.21-7.42 (m, 5H), 8.35 (s, IH), 
10.29 (brs, IH). 


4-326 




1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
J= 6.0 Hz, 2H), 2.64 (t, 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, J = 6.0 Hz, 2H), 
4.05 (dd, 6.9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7,33 (m, 
5H). 8.32 (s. IH). 10.01 (brs, IH). 
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^3 4 



No. 




^H-NMR (CDCI3) 


4-327 


o 

Hcy^ 


1.38-1.81 (m, 8H), 1.88-1.96 (m, 
2H), 2.66 (t, c/= 6.3 Hz, 2H), 2.93 
(t, J= 6.3 Hz, 2H), 3.52 (t, 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, 
6.3 Hz, 2H), 7.22-7.38 (m, 5H), 8.40 
(s, IH), 10.18 (brs. IH). 






1.38-1.95 (m, lOH), 2.65 (t, J= 6.0 
Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3.52 (m, 2H). 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7.35 (m, 5H), 8.37 (s, IH), 9.88 
(brs, IH). 


4-329 


^ 0 

nBu 


0.96 (t, J= 6.9 Hz, 3H), 1.30-1.55 
(m, 6H), 1.55-1.82 (m, 6H), 1.97 
(ddd, J = 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, J = 16.5, 9.3, 3.6 
Hz, IH), 3.93-4.20 (m, 2H), 5.67 
(q-like, IH), 7.10-7.35 (m, 3H), 7.38 
(m. IH). 8.37 (s. IH). 


4-330 


o 


1.25-1.28 (m, 14H), 2.66 (t, J= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2.92 (t, 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz, 2H), 7.24-7.39 (m, 5H), 
8.36 (s, IH), 10.26 (brs, IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, eA= 6.3 
Hz, 2H), 2.80 (m, 2H), 2.90-2.96 (m, 
4H), 3.68 (q, c/= 6.3 Hz, 2H), 4.23 
(brs, 2H), 7.21-7.33 (m, 5H), 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


HO^ O 

nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz. 2H), 3.66 
(dd, 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H), 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
J= 6.0 Hz, 2H), 2.89 (t, J= 6.3 Hz, 
2H), 2.98 (d, 7.5 Hz, 2H), 3.66 
(dd, c/= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m. 5H), 8.27 (s, IH). 
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^3 5 



No. 




^H-NMR (CDCla) 


4-501 


n-Bu 


0.95 (t, J = 7,5 Hz, 3H), 1.37 
(sextet, J'= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 6.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
9.58 (br t. 5.7 Hz. IH). 


4-502 




9 

N 

n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, J= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.50 (s, 2H), 5.92 (s, 
2H), 6.76 (d, J= 8.4 Hz, IH), 6.83 
(d, J = 8.4 Hz, IH). 6.88 (s. IH), 
7.13 (s. IH), 9.58 (br s. IH). 


4-503 




n-Bu 


0.95 (t. J = 7.5 Hz, 3H), 1.37 
(sextet, 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H), 6.86 (d, 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, J= 8.4 Hz, 
2H), 9.64 (br s. IH). 


4-504 


n-Bu 


0.95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, J = 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, «/'= 6.3 Hz, 2H), 3.92 (t, J 
- 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, t/= 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, J= 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7.35 (dd, J= 1.8 Hz, 0.9 Hz, 
IH), 9.65 (br s. IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.6 Hz, 2H), 1.63-1.78 
(m, 4H), 1.87 (quint, J = 6.0 Hz, 
2H). 2.57 (t, 6.0 Hz, 2H). 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4.02 (t, J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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^3 6 



No. 




^H-NMR (CDCI3) 


4-506 


n-Bu 


0.96 (t, J= 1,5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, c/= 6.0 Hz, 2H), 2.54 (t, J= 6.0 
Hz, 2H), 2.70 (t, c/= 6.0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t. J= 7.8 Hz, 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1.77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, c/= 6.0 Hz, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, 7.8 Hz, 2H), 4.49 (s, 2H), 7.17- 
7.40 (m, 6H). 


4-507 


n-Bu 


0.89 (t, 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.92 (quint, J'= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, J- 9.0 Hz, 2H), 
2.58, 2.76 (ABq, 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, J= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.56 (dd, 7.2 Hz, 2.4 
Hz, IH), 8.10 (q. 1H). 


4-508 


O N j] 
ivBu U^j^ 


0.91 (t, 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.91 (quint, J= 6.6 Hz, 
2H), 2.65, 2.80 (ABq, 9.0 Hz. 2H), 
2.66. 2.79 (ABq. J= l.S Hz 2H) 4 42 
(t, «/= 7.5 Hz, 2H), 7.38-7.46 (m, 3H), 
7.57 (d, 7.5 Hz, IH), 8.39 (a, IH), 
14.77 (br 3, IH). 


4-509 


^ 1 l^ll 


0.88 (t, c/= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 
2H), 2.62, 2.78 (ABq, 9.0 Hz, 2H), 
2.64, 2.76 (ABq, J= 7.5 Hz, 2H), 4.35 
(t, 7.5 Hz, 2H), 4.68 (d, 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, J" = 
6.9 Hz, 2.4 Hz, IH), 8.46 (s, IH), 
10.33 (br t c/= 6.0 Hz. IH). 


4-510 


H X jl A 
n-Bu 


0.90 (t, c/= 7.5 Hz, 3H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, J= 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J= 7.5 Hz, 2H), 2.96 
(t, J= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, J= 7.5 Hz, 2H), 7.19-7.37 (m, 
8H), 7.53 (dd, J=^ 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br J ^ 6,0 Hz, 
IH). 
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No. 




^H-NMR (CDCI3) 


5-001 


Me 


0.98 (t, 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 
(m. 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t, 
J = 7.8 Hz, 2H). 8.20 (s, IH), 8.35 (br s. IH). 


5-002 


a 


1.00 (t, c7= 7.2 Hz, 3H)» 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.14 (t, 7.8 Hz, 
2H), 7.44-7,57 (m, 3H), 7.92-7.95 (m, 2H), 8.41 (s, IH), 
9.22 (br s, IH). 


5-003 


1 

F 


0.99 (t, J= 7.2 Hz, 3H), 1.39-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1.8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 

IH). 9.75 (br s, IH), 


5-004 




1.00 (t, </= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8,37 (s, IH), 
9.16 (br s, IH). 


5-005 


a 

T 

CI 


0.98 (t, t/= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, J= 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
7.8 Hz, 2H), 7.20-7.26 (m, 2H), 7.32-7,37 (m, IH), 
7.54 (d, J= 7.8 Hz, IH), 8.39 (s, IH), 8.74 (br s, IH). 


5-007 




1.00 (t, J = 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
J= 7.8 Hz, 2H), 7.35 (m, 2H), 7.74 (m, 2H), 8.41 (s, 
IH). 9,21 (br s. IH). 


5-008 




0.99 (t, c/= 7.2 Hz, 3H), 1.40-1.52 (m, 2H),1.64-1.74 (m, 
2H). 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, J = 
7.8 Hz, 2H), 7.27 (d, J= 8.1 Hz, 2H), 7.84 (d, J= 8.1 
Hz, 2H), 8.40 (s, IH). 9.20 (br s. IH). 


6-009 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.35 (s, 3H), 4.13 (t, 7.8 Hz, 
2H), 7.20-7.27 (m, IH), 7.41-7.48 (m, IH), 7.63-7.70 (m, 
2H). 8,38 (s. IH). 9.19 (br s. IH). 


5-010 




0.98 (t, 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2.20 (s, 3H), 2.36 (s, 3H), 4.12 (t, 7.8 Hz, 
2H), 7.46-7.59 (m, 3H), 7.79 (dd, 1,2, 7.2 Hz, IH), 
7.88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, 8.1 Hz, IH), 8.45 
(dd, J= 1.5, 7.5 Hz, IH), 8.50 (s.lH), 8.96 (br s, IH). 


5-011 




1.01 (t, J= 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m, 2H), 2.19 (s, 3H), 2.36 (s, 3H), 4,16 (t, e^= 7.8 Hz, 
2H). 7.53-7.62 (m, 2H), 7.88-8.03 (m, 4H), 8.47 (s, 2H), 
9.41 (br 8, IH). 
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No. 




*H-NMR (CDCI3) 


5-012 


cr 


0.96 (t, J:=: 7.2 Hz> 3H), 1.35-1.47 (m, 2H), 
1.57.1.67 (m, 2H), 2.09 (s, 3H), 2.28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, J= 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (3, IH), 8.40 (br s, IH). 


5-013 




0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, 7.5 Hz, 2H), 3.04 (t, J= 7.5 Hz, 
2H), 4.09 (t, c/== 7.8 Hz, 2H), 7.17-7.34 (m, 
5H), 8.23 (8, IH). 8.35 (br s. IH). 


5-014 


CO2H 


0.92 (t, J = 7.2 Hz, 3H), 1.31-1.39 (m, 2H), 
1.51-1.62 (m. 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (t, J= 7.8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, J= 7.5 Hz, IH), 8.14 (s, IH). 8.99 (s, IH), 
13.06 (br s, IH). 


5-015 


nBuO- 


0.94 (t, </= 7,5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1.70 (m, 4H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.09 (t, J= 7,8 Hz. 2H), 4.16 (t, J= 6.6 Hz, 
2H). 7.73 (br a. IH). 7.85 (br s, IH). 


5-016 


a 


0.99 (t, J = 7.2 Hz. 3H). 1.39-1.51 (m, 2H). 
1.62-1.73 (m, 2H). 2.11 (s. 3H). 2.31 (s, 3H), 
4.13 (t, J= 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s, IH). 8.09 (br s, IH). 


5-017 


BnO- 


0.97 (t, 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s, IH), 7.86 (s, IH). 


5-018 


a: 


0.90 (t, J = 7.2 Hz, 3H), 1.27-1.40(m, 2H), 
1.57-1.67(m, 2H), 2.14(s, 3H), 2.31(s, 3H), 
4.09(t, J = 7.8 Hz, 2H). 6.91-6,97(m. IH), 
7.28-7.34(m. IH). 7.49(br s. IH), 7.50-7.54(m, 
IH), 8.08.8.11(m, IH). 8.10(s, IH), 8.38(br s, 
IH). 


5-019 




1.00 (t, «/= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1.71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.16 (t, c/= 7.8 Hz, 2H), 6.98-7.03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (s, 
IH). 


5-020 


CT 


0.98 (t, 7.2 Hz, 3H), 1.42-1.75 (m, 4H), 2.12 
(3. 3H), 4.27 (t, J= 7.8Hz, 2H). 7.48-7.61 (m. 
3H), 8.04-8.09 (m, 3H),8.98 (s, IH). 10.35 (br 
s. IH). 
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^3 9 



No. 


MM 


^H-NMR (CDCI3) 


5-101 


i>N H 

nBu 


0.97 (t, 7.2 Hz, 3H), 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H), 4.08 (t, c/ = 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7.30-7.36 (m, 
2H), 7,48-7.52 (m, IH), 7.69-7.72 (m, 
IH). 


6-102 


nBu 


0.98 (t, 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, 7.8 Hz, 2H), 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


Ln. "JL K1 KAr%. 

nBu 


0.92 (t, e/= 7.2 Hz, 3H), 1.25-1.37 (m, 
^n;, 1.45-1.0& (m, isxl), i2. 08 (s, 3H), 
2.23 (s, 3H), 3.97 (t, J= l.B Hz, 2fi), 
7.35 (s, IH), 7.41-7.56 (n, 2H), 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 


5-104 


0 N Me 
1 „ 
nBu 


0.95 (t, c/= 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1.59-1.70 (m, 2H), 2.00 (s, 3H), 
2.30 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m, 6H), 7.79- 
7.82 <m, 4H). 


5-105 


nBu 


0,96 (t, J- 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.62-1.73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, er= 8.1 Hz, 2H), 
7.30 (s, IH). 7.72-7.77 (m. 2H), 7,88- 
7.94 (m, 2H), 


5-106 


nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1.64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, J= 7.8 Hz, 2H), 
7.38-7.50 (m, 3H), 7.89-7.92 (m, 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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^4 0 



nBu 



No. 




^H-NMR (CDClg) 


6-001 


a 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, 7.5 
Hz, 2H), 1.66 (quint, ^ ^ 7.5 Hz, 2H), 1.74 
(quint, 6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 
2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4.06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, c/= 6.9 Hz, 2H), 8.31 (s, IH). 9.26 (br s, 
IH). 


6-002 




0.95 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, e/= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (s, IH), 8.44 (br s, IH). 


6-003 




0.97 (t, J== 7.5 Hz, 3H), 1.42 (sextet, 7.5 
Hz, 2H), 1.61 (quint, J= 7.5 Hz, 2H), 1.71 
(quint, t/= 6.0 Hz, 2H), 1.84 (quint, J"= 6.0 Hz, 
2H), 2.55 (t, J= 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 
2H), 2.70 (t, J= 7.8 Hz, 2H), 3.04 (t, «f = 7.8 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.18-7.33 (m, 5H), 
8.15 (s, IH), 8.41 (br s. IH). 


6-004 




0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.64 (quint, J = 7.5 Hz, 2H), 1.72 
(quint, J= 6.0 Hz, 2H), 1.85 (quint, cA= 6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, 7.8 Hz, 2H), 4.60 (s, 2H), 7.03 
(d, J:^ 7.8 Hz, 2H), 7.32 (d, J= 7.8 Hz, 3H), 
8.19 (s, IH), 9.49 (br s, IH). 


6-005 




0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, / = 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, 6.0 Hz, 2H), 6.72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
s, IH). 


6-006 




(in d^-DMSO): 0.93 (t, = 7.5 Hz, 3H), 1.35 
(sextet, J= 7.5 Hz, 2H), 1.56 (quint, J = 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1.80 (m, 2H), 
2.51 (t, 6.0 Hz, 2H), 2.67 (t, 6.0 Hz, 2H), 
4.00 (t, 7.5 Hz, 2H), 6.96 (t, J== 7.2 Hz, IH), 
7.27 (t, c/= 7.5 Hz, 2H), 7.43 (d, J = 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 
Hz, 2H), 1.63 (quint, J = 7.5 Hz, 2H), 1.70 
(quint, J- 6.0 Hz, 2H), 1.83 (quint, J= 6.0 Hz, 
2H), 2.53 (t, 6.0 Hz, 2H), 2.63 (t, 6.0 Hz, 
2H), 4.01 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 
7.29-7.41 (m. 6H), 7.76 (s. IH). 7.86 (br s. IH). 
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a4 1 



INU. 




^H-NMB (CDCI3) 


7-001 


nBuO^N Me 


0.71 (t, J= 7.2 Hz, 3H), 1.10-1.23(m, 
2H), 1.46-1. 55(m, 2H), 2.22(s, 3H), 
2.43(s, 3H), 4.28 (t, J= 6.3 Hz, 2H), 
7 20-7 29^'m 2H> 7 38-7 41to IH'^ 
7.58-7.60(m, IH), 7.67(s, IH). 


7-002 


nBu 


0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 
(m, 2H), 1.60-1.80 (m, 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (s, 3H), 4.71 
(br s, 2H), 7.30-7.35 (m, 3H). 8.01 (s, 
IH), 8.04 (s, IH), 


7-003 


nBu 


0.97 (t, J = 7.5 Hz, 3H), 1.37-1.50 
(m, 2J1;, 1.62-1.73 (m, 2H), 2.07 (s, 
3H), 2.33 (s, 3H), 4.09 (t, 7.8 Hz, 
2H), 6.96 (s, IH). 


7-004 


iP 

MeO.,Jv.^Me 
Bn 


2,07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 
3H), 5.42 (br s, 2H), 7.19-7.64 (m, 
9H), 


7-005 


0 ^ 
Bn 


L.isj ^t, u — /.o xlz, 0x1^ z.oO (s, oH;, 
2.53 (q, J= 7.5 Hz, 2H), 3.85 (s, 3H), 
6.41 (br s, 2H), 7.18-7.55 (m, 9H). 


7-006 


0 

nBuO-^N^CHa 


0.84 (t, 7.2 Hz, 3H), 1.28 (sextet, 
J= 7.5 Hz, 2H), 1.61-1.68 (m, 2H), 
2.46 (s, 3H), 4.42 (t, «/= 6.6 Hz, 2H), 
4.64 (d, 5.1 Hz, IH), 6.87 (d, </ = 
6.0 Hz, IH), 7.26-7.37 (m, 5H), 8.32 
(br s, IH), 8.42 (d, J= 7.5 Hz, IH). 


7-007 


0 

nBu 


0.95 (t, J= 7.2 Hz, 3H), 1.39 (m, 2H), 
1.74 (m, 2H), 3.98 (t, J= 7.5 Hz. 2H), 
4.60 (d, c/= 5.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (brs, IH), 6.36 (brs, 
IH), 6.56 (dd, J = 9.6, 3.6 Hz, IH), 
7.25-7.36 (m, 5H), 7.86 (m, IH), 8.22 
(m, 2H). 


7-008 


nBu 


0.96 (t, c/= 7.3 Hz, 3H), 1.32-1.45 
(m, 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m, IH), 7.66 (dd, e/= 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t, J = 7.3 Hz, 3H), 1.32-1.44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, 7.0 Hz, 
IH), 7.06-7,27 (m, 5H), 7.39 (dd, 
1.8. 7.0 Hz. IH). 
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^4 2 



No. 




^H-NMR (CDClg) 


7-010 


H 




(in CDCI3 + CD3OD): 2.17 (quint. J= 
6.3 Hz, 2H), 2.63 (t, 6.3 Hz. 2H), 
3.09 (t. c/= 6.3 Hz. 2H), 8.34 (s, IH). 
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^4 3 



No. 


mm. 


»H-NMR (CDCy 


7-011 


i „ 

nBi 




0.97 (t, e/ = 7.5 Hz, oH), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, 7.5 Hz, 
2H), 2.15 (quint, e/= 6.3 Hz, 2H), 2.61 
(t, c/= 6.3 Hz, 2H), 3.06 (t, 6,3 Hz, 
2H), 4.03 (t, c/= 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


1 „ 

nBu 


0.96 (t, c/= 7.6 Hz, 3H), 1.37 (sextet, J 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 
2H), 3.93 (t, J= 7.5 Hz, 2H), 7.22 (s, 
IH). 


7-013 


n-Bi 


^OH 
J 


0.97 (t, J- 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, J= 7.5 Hz, 
2H), 2.15 (quint, 6.0 Hz, 2H), 2.61 
(t, c/= 6.0 Hz, 2H), 3,06 (t, c/= 6.0 Hz, 
2H), 3.45-3.58 (m, IH), 4,03 (t, J= 7.5 
Hz, 2H), 8.39 (s, IH). 


7-014 


nBu 


0.98 (t, J-= 7.5 Hz, 3H), 1.41 (sextet, J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, J= 6.3 Hz, 2H), 2.87 (t, c/= 6.3 Hz, 
2H), 4.81 (t, 7.5 Hz, 2H), 7.50 (s, 
IH). 


7-015 


oHcJy 

nBu 


0-99 (t, 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, J= 3.3 Hz, 
4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 
(br t, J= 6.3 Hz, 2H), 2.95 (br J = 
6.3 Hz, 2H), 4.51 (t, J =^ 7.5 Hz, 2H), 
7.53 (s, IH), 10.60 (s. IH). 


7-016 


Bu 


0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 
Hz, 2H), 4.58 (br t, c7 = 7.2 Hz, 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 6H), 2.62 
(t, J = 6.3 Hz, 2H), 3.01 (t, J = 6.3 Hz, 
2H), 4.58 (t, c/= 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, J = 
7.2 Hz, J= 1.8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, e/= 7.2 Hz, J= 1.8 Hz, 
IH). 


7-018 


nBu 


0.93 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1,59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m, 2H), 2.20-2.82 
(m, IH), 2.54-2.66 (m, IH), 3.06-3.19 
(m, 2H), 3.33-3.43 (m, 3H). 


7-019 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, c/= 7.5 Hz, 
2H), 1.71 (quint, J=^ 6.0 Hz, 2H), 1.85 
(quint, 6.0 Hz, 2H), 2.52 (t, J= 6.0 
Hz, 2H), 2.68 (t, c/= 6.0 Hz, 2H), 4.00 
(t, 7.8 Hz, 2H), 4.53 (s, 2H), 7.02 
(8. IH). 
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^4 4 



No. 


mm 


^H-NMR (CDCI3) 


7-020 


nBu 


0.97 (t, J= 7,5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.57-1.72 (m, 4H), 1.81 
(quint, 6,0 Hz, 2H), 2.45 (t, J= 6.0 
Hz, 2H), 2.65 (t, J= 6.0 Hz, 2H), 4.01 
(t, d7= 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7.30 (m, 4H), 7.13 (s, IH). 


7-021 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7,5 Hz, 2H), 1.59-1.73 (m, 4S), 1.81 
(quint, J= 6,0 Hz, 2H), 2.49 (t, 6.0 
Hz, 2H), 2.66 (t, J= 6.0 Hz, 2H), 4.01 
(t, 7.8 Hz, 2H), 4.43 (s, 2H), 7.24 
(quint d, 7.5 Hz, 1.5 Hz, 2H), 7.40 
(s, IH), 7.42 (dd, e/= 7.5 Hz. 1.5 Hz, 
IH), 7.60 (dd, c/= 7.5 Hz, 1.5 Hz, IH). 


7-022 


nBu 


0.96 (t, c/= 7.6 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, c/= 7.5 Hz, 
2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.84 
(quint, 6.0 Hz, 2H), 2.53 (t, 6.0 
Hz, 2H), 2.67 (t, J - 6.0 Hz, 2H), 3.99 
(t, 7.8 Hz, 2H), 4.12 (dt, J== 6.0 Hz, 
1.5 Hz, 2H), 4.46 (s, 2H), 5.20 (dq, J = 
10.5 Hz, 1.8 Hz, IH), 5.33 (dq, J= 17.1 
Hz, 1.8 Hz, IH), 5.91-6.05 (m, IH), 7.19 
(s, IH). 


7-023 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, J =^ 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, 6.0 Hz, 2H), 2.59 (t, J= 6.0 
Hz, 2H), 2.76 (t, c/= 6,0 Hz, 2H), 4,05 
(t, 7.8 Hz. 2H), 7.76 (s, IH). 10,34 
(s, IH). 
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^4 5 



No. 






^H-NMR ^CDCU\ 


10-001 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, c;^= 6.3 Hz, 2H), 
3.48 (dt, J = 7.2, 6.9 Hz, 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 
4.14 (m, 2H), 8,29 (s, IH), 10.1 
(t, J'= 5.4 Hz, IH). 


10-002 




nBu 


0.98 (d. J = 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.83 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz, 2H), 4.05-4.20 (m, 2H), 
4.80 (d, 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7.64 (ddd, 7.8, 7.8, 1.8 Hz, 
IH), 8.34 (s, IH), 8.59 (dlike, 
IH), 10.6 (t, J= 5.5 Hz, IH). 


10-003 




nBu 


0.99 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.60-1.90 (m, 6H). 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz, 2H), 2.94 (t, 7.5 Hz, 

2H), 3.70 (dt, J = 7.5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7.18-7.20 
(m, 2H), 8.29 (s, IH), 8.50-8.52 
(m, 2H), 10.1 (t. J= 6.0 Hz, IH). 


10-004 




nBu 


0.99 (d, J= 7.2 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.85 (m, 6H), 
2.66 (t, J= 6.0 Hz, 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t, e7= 7.3 Hz, 
2H), 4,65 (d, J = 5.8 Hz, 2H), 
7.28 (A2B2, *;'= 5.0 Hz, 2H). 8.53 
{s, IH), 8.54 (A2B2, J= 5.0 Hz, 
2H), 10.5 (t, J= 5.8 Hz, IH). 


10-005 




nBu 


0.99 (d, J =: 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.60-1,82 (m, 6H), 
2.64 (t, e/= 6.1 Hz, 2H), 2.89 (t, J 
= 6,4 Hz, 2H), 2.94 (t, 7.5 Hz, 
2H), 3.68 (dt, c/= 7.5, 6.3 Hz, 
2H), 4,04-4.14 (m, 2H), 7.23 (dd, 
J= 7.8, 4.6 Hz, IH), 7.59 (ddd, J 
= 7.8, 2.1, 1.5 Hz, IH), 8.29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz, 
IH), 8.50 (d, J = 2.1 Hz, IH), 
10.1 (t, J= 6.3 Hz, IH). 


10-006 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H), 2.63 (t, 6.1 Hz, 
2H), 2.88 (t, J= 6.4 Hz, 2H), 3.16 
(8, 2H), 4.06 (br.s, 2H). 6.88-6.94 
(m, 2H), 7.11-7.16 (m, 2H), 8.32 
(s, IH). 9.83 (br.s. IH). 
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10-007 


C» 


nBu 


0.98 (d, J= 7.2 Hz, 3H), 1,38-1.49 
(m, 6H), 1.51-1.80 (m, 6H), 2,64 (t, 
c/= 6.4 Hz, 2H), 2.89 (t, J= 6.4 Hz, 
2H), 4.10 (br.s, 2H), 4.73 (d. «/'== 5.8 
Hz, 2H), 7.16-7,25 (m, 4H), 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s, IH), 10.4 
(br.s. IH). 


10-008 


OMe 


nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.37-1.48 
(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
6.4 Hz, 2H), 2.87 (t, 6.4 Hz, 
2H), 3.88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, J ^ 5.8 Hz, 2H), 6.85-6.93 (m, 
2H), 7.22 (dt, J= 7.6, 1.8 Hz, IH), 
7.35 (dd, e/= 7.6, 1.8 Hz, IH), 8.32 
(s, IH). 10.3 (br.s. IH). 


10-009 


Me 


nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, c/= 6.4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, e/= 5.5 Hz, 2H), 7.15-7.20 
(m, 3H), 7.33 (m, IH), 8.33 (s, IH), 
10.2 (br.s, IH). 


10-010 




nBu 


0.97 (d, J= 7.3 Hz, 3H), 1.36-1.50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
6.1 Hz, 2H), 2.87 (t, 6,7 Hz, 
2H), 4,08 (br,s, 2H), 4.72 (d, 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 

A-ti/j O.U^ VO, XXiy, XV»£t \UL.tS, XXJ.). 


10-011 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.34-1,54 
(m, 4H), 1.47 (sextet, J= 7.2 Hz, 
2H), 1.65-1.81 (m, 6H), 2.63 (t, 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4.11 
(br t, 7.2 Hz, 2H), 5.43 (dt, J = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J'= 8.1 
Hz, IH). 


10-012 


CH3C02H 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1,34-1,56 
(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t, 6.3 Hz, 2H), 2.89 
(t, J= 6.3 Hz, 2H), 3.15 (d, J= 6.0 
Hz, 2H), 4.12 (br t, 7.2 Hz, 2H), 
5.25 (dt, J = 7.8 Hz, 6.0 Hz, IH), 
7.35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d, J'= 8.4 Hz, IH). 
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is 



No. 


R' 




^H-NMR (CDCI3) 


10-013 


CHaCOjH 


nBu 


l.UU (t, c/ — 7.5 rlz, 3J1;, 1.34- 
1.55 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.62-1.80 (m, 6H), 
2.01 (s, 3H), 2.63 (t, J= 6.0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t, e/= 7.5 
Hz, 2H), 4.35.4.45 (m, IH), 
7.18-7.30 (m, 6H), 8.24 (s, IH), 
10.25 (d. c/= 7.8 Hz. IH). 


10-014 


AcHN. 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.36- 
1.65 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t, J = 
7.5 Hz. 2H), 5.31-5.39 (m, IH), 
6.61 {br t, e/^= 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
(d, c/=7.5 Hz, IH). 


10-015 


MeOzSHN. 


nBu 


0.99 (t, J - 7.2 Hz, 3H), 1.38- 
1.57 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.62-1.80 (m, 6H), 
2.64 (t, 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, 6.0 Hz, 2H), 3.60 
(d, J= 6.6 Hz, 2H), 4.10 (br t, = 
7.2 Hz, 2H), 5.38 (dt, 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H), 
8,29 (s. 1H>. 10 75 fd J- 9 0 Hz 
IH). 


10-016 


a 


nBu 


0.99 (d, J= 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.82 (m, 6H), 
2,65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, 6.4 Hz, 2H), 7.16 (dd, 
</= 8,5, 2.4 Hz, IH), 7.28 (d, 
8.5 Hz, IH), 7.41 (d, J= 2.4 Hz, 
IH), 8.32 (s, IH). 10.5 (t, c/= 6.4 
Hz, IH). 


10-017 


a 


nBu 


1.01 (t. J = 7.3 Hz, 3H), 1.35- 
1.57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, c/= 6.0 Hz, 2H), 2.94 (t, J 
= 6,2 Hz, 2H), 4.08-4.20 (m, 2H), 
6.33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, J= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s. IH). 



181 



wo 02/053543 
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No. 






^H-NMR (CDCI3) 


10-018 




nBu 


1.00 (t, */= 7.5 Hz, 3H), 1.37-1.57 (m, 
4H). 1.47 (sextet, J = 7.6 Hz, 2H), 
1.61-1.80 (m, 6H), 2.62 (t, J'= 6.0 Hz, 
2H), 2.88 (t, J= 6.0 Hz, 2H), 2.94 (t, 
7.5 Hz, 2H), 3.23-3.33 (m, IH), 
3.45-3.55 (m, IH), 4.09 (br t, 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5.52 Cbr s, IH), 5.82-6.96 (m, IH), 
7.17-7.28 (m, 5H), 8.25 (s. IH), 10.18 
(d, J= 7.5 Hz, IH). 


10-019 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, J" = 
7.5 Hz, 2H), 1.64-1.80 (m, 6H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3.28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, J= 7.5 Hz, 2H), 4.37-4,47 (m, IH), 
5.11 (br s, IH), 7.22-7.32 (m, 5H), 
8.25 (s, IH), 10.13 (d, «7= 7.8 Hz, 
IH). 


10-020 


HN. 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, t/= 6.0 Hz, 2H), 2.74- 
3,04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5.06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.25 (s, IH), 
10.17 (br s, IH). 


10-021 




nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.36-1.62 (m, 
4H), 1.47 (sextet, = 7.2 Hz, 2H), 
1.61-1.79 (m, 6H), 2.63 (t, J- 6.0 Hz, 
2H), 2.88 (t, 6.0 Hz, 2H), 2.95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3.68-3.76 (m, IH), 4.10 (br t. J= 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7.85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH), 10.45 (d, 7.5 Hz, IH). 


10-022 




nBu 


1.00 (t, 7.5 Hz, 3H), 1.36-1.57 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2.65 (t, 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7.39 
(m, 6H), 8.17 (d, 8.1 Hz, IH), 
8.28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d, e/= 7.2 Hz, IH). 
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is 



No. 






^H-NMR (CDCI3) 


10-023 




nBu 


1.01 (t, c/= 7.5 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, J = 7.6 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, c7= 6.0 Hz, 
2H), 2.94 (t, 6.0 Hz, 2H), 4.17 (br 
t, J= 7.5 Hz, 2H), 7.46-7.61 (m, 3H), 
8.11 (d, J= 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br s, IH). 


10-024 


H- 


nBu 


0.99 (t, J= 1,2 Hz, 3H), 1.37-1.56 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, c7= 6.0 Hz, 
2H), 2.90 (t, cr= 6.0 Hz, 2H), 4.11 (t, 
J= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s, IH), 9.63 (br s, IH). 


10-025 


NH 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.84 (m, 
12H), 2.69 (t, t/= 6.0 Hz, 2H), 2.94 
(t. 6.0 Hz, 2H), 4.13 (br t, 7.5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m, 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 


S 

J V II 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, J = 7.2 Hz, 2H), 
1.63-1.87 (m, 6H), 2.68 (t, c/= 6.0 Hz, 
2H), 2.94 (t, 6.0 Hz, 2H), 4.16 (br 
t, J= 7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s, IH). 


10-027 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.38-1.56 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 4.11 (br 
t, J = 7.2 Hz, 2H), 6.12 (br s, IH), 
7.39-7.51 (m, 3H), 7.75-7.79 (m, 2H), 
8.12 (s, IH), 


10-028 


N 


nBu 


1.01 (t, c/= 7.5 Hz, 3H). 1.37-1.58 (m, 
4H), 1.48 (sextet, J = 7.2 Hz, 2H), 
1.60-1.82 (m, 6H), 2.60 (t, J= 6.0 Hz, 
2H), 2.91 (t, J= 6,0 Hz, 2H), 4.06 (s, 
3H), 4.17 (br t, J = 7.5 Hz, 2H), 
7.36-7.56 (m, 3H), 7,52-7.57 (m, 2H), 
8.23 (s, IH), 12.43 (br s, IH). 


10-029 




nBu 


1.01 (t, e/= 7.5 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, J = 6.9 Hz, 3H), 1.48 
(sextet, J = 7.6 Hz, 2H), 1.60-1.88 
(m, 6H), 2.60 (t, J= 6.0 Hz, 2H), 2.91 
(t, J== 6.0 Hz, 2H), 4.17 (br t, J= 7.5 
Hz, 2H), 4.30 (q, J = 6.9 Hz, 2H), 
7.32-7.40 (m, 3H), 7.51-7.61 (m, 2H), 
8.23 (s. IH). 12.44 (br s, IH). 



wo 02/053543 



PCT/JP01/I1427 



^5 0 



"■"to 

15 



No. 
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10-030 






1.37-1.53 (m, 4H), 1.56 (d, e/= 7.2 Hz, 
3H), 1.61-1,79 (m, 4H), 2.65 (t, J= 6.0 
Hz, 2H), 2.72 (t, c/= 6.3 Hz. 2H), 5.30 
(quint, J= 6.9 Hz, IH), 5.42 (br s, 2H), 
6.98 (d, J= 5.1 Hz, 2H), 7.26-7.41 (m, 
5H), 8.43 (s, IH), 8.58 (br 3, 2H), 10.11 
(d, J= 7.8 Hz, IH). 


10-031 


HO^ 




1.37-1.80 (m, 8H), 2.67 (t, J = 6.0 Hz, 
2H), 2.74 (t, J= 6.0 Hz, 2H), 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, J= 6.0 Hz, 2H), 
5.30 (q, J=^ 6.9 Hz, IH), 5.45 (br s, 2H), 
6.99 (d, 5.4 Hz, 2H), 7.29-7.42 (m, 
5H), 8.44 (s, IH), 8.57 (d, 5.4 Hz, 
2H), 10.50 (d, J= 7.5 Hz, IH). 


10-032 




nBu 


0.96 (t, J = 7.5 Hz, 3H). 1.37-1.58 (m, 
6H), 1.60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.95-4.16 
(m, 2H), 5.68 (q, J - 7.5 Hz, IH), 7.15- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH), 10.25 (d, J= 8.4 Hz. IH). 


1 A A 0 0 

lO-Ooo 




nBu 


0.96 (t, t/'= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m, 
IH), 2,62-2.72 (m, IH), 2.66 (t, = 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s. 
IH), 10.25 (d, 8.1 Hz, IH). 


10-034 


Me 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.38-1.56 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J = 6.0 Hz, 2H), 
2.91 (t, J= 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J= 7.5 Hz, 2H), 6.82 (t, J= 7.5 
Hz, IH), 6.90 (d, t/= 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H), 8.34 (a, IH), 11.48 (br s, 
IH). 


10-035 


a 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.20-1.53 (m, 
12H), 1.59-1.80 (m, 8H). 1.95-2.01 (m. 
2H), 2.63 (t, e/= 6.0 Hz, 2H), 2.88 (t. 
6.0 Hz, 2H), 3.91-4.02 (m, IH). 4.09 (br 
t, J= 7.2 Hz, 2H), 8.30 (s, IH), 9.88 (d, J 
= 7.5 Hz, IH). 


10-036 


cr 


nBu 


0.99 (t, 7.2 Hz, 3H). 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, J= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 3.28 (t, 
J= 6.0 Hz, 2H), 4.10 (br t, e/ = 7.5 Hz, 
2H), 8.31 (s. IH), 9.98 (br s, IH). 
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10-037 


Me 


nBu 


0.99 (t, e/= 7.2 Hz, 3H), 1.36-1.53 (m, 
6H), 1.62-1.81 (m, 6H), 2.64 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 2.98 
(d, J= 3.6 Hz. 3H), 4.10 (br t, J= 1.2 
Hz. 2H). 8.31 (s. IH). 9.85 (br s, IH). 


10-038 


Et 


nBu 


0.99 (t, «/= 7.2 Hz, 3H), 1.24 (t, 7.2 
Hz, 3H), 1.34-1.54 (m, 4H), 1.47 
(sextet, 7.2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, 6.0 Hz, 2H), 2.89 (t, J= 
6.0 Hz, 2H), 3.42-3.61 (m. 2H), 4.10 (br 
t, J= 7.2 Hz, 2H), 8.31 (s, IH), 9.90 (br 
s, IH). 


10-039 


iPr 


nBu 


0.99 (t, ^= 7.2 Hz, 3H), 1.26 (d, J= 6.9 
Hz, 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, J= 6.0 Hz, 2H), 2.88 (t, J= 
6.0 Hz, 2H), 4.09 (br t, J= 7.2 Hz, 2H). 
4.25 (sextet, J= 6.6 Hz, IH), 8.31 (s, 
IH), 9.82 (br s. IH). 


10-040 


tBu 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2.62 (t, e/= 6.0 Hz, 2H), 2.88 (t, 6.0 
Hz, 2H), 4.09 (br J = 7.5 Hz, 2H), 
8.30 (s, IH), 9.92 (br s, IH). 


10-041 


>r 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01 (s, 9H), 
1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2.64 (t, c/= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.27 (t, J= 6.0 Hz, 2H), 4.12 
(br t, 7.5 Hz, 2H), 8.32 (s, IH), 1010 
(br s, IH). 


10-042 




nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1,83 (m, 6H). 2.67 (t, J= 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 4.14 
(br t, 7.5 Hz, 2H), 7.15-7.30 (m, 
2H), 7.47-7.56 (m, IH), 7.96 (td, 7.8 
Hz, 1.5 Hz, IH), 8.38 (s, IH), 13.37 (br 
s, IH). 


10-043 




nBu 


1.02 (t. 7.2 Hz, 3H), 1.40-1.58 (m, 
6H). 1.67-1.85 (m, 6H), 2.69 (t, 6,0 
Hz, 2H), 2.94 (t, J= 6.0 Hz, 2H), 4.18 
(br t, = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, J= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, J =^ 7.8 Hz, 
IH), 8.41 (s. IH). 13.84 (br s, IH), 


10-044 




nBu 


1.01 (t, c/= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.66-1.89 (m, 6H), 2.69 (t, J= 6.0 
Hz, 2H). 2.94 (t, J= 6.0 Hz, 2H), 4.17 
(br t, 7.5 Hz, 2H), 7.20 (t, c/= 9.0 
Hz, 2H), 8.11-8.16 (m, 2H), 8.42 (s, 
IH). 13.79 (br s. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 



S5 2 



is 



No. 


Jo, 


It 


^Jl-JNMR (CDCI3) 


10-045 




nBu 


0.99 (t, J'=: 7.5 Hz, 3H), 1.38-1,54 (m, 
6H), 1.62-1.83 (m, 6H), 2.63 (t, J" = 6,0 
Hz, 2H), 2.91 (t, </= 6.0 Hz, 2H), 4.12 (br 

2H), 7.34.7.44 (m, IH), 8.29 (s, IH), 
13.18 (br s, IH). 


10-046 




nBu 


1.02 (t, 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, = 6.0 
Hz, 2H), 2.94 (t, 6.0 Hz, 2H), 4.17 (br 

1.2 Hz, IH), 7.86-8.01 (m, 2H), 8.41 (s, 
IH), 13.88 (br 3, IH). 


10-047 




bBu 


1.02 (t, 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.95 (t, e/= 6.0 Hz, 2H), 4.15 (br 

s, IH). 


10-048 


F3C 0 

F3C 


nBu 


1.03 (t, J= 7.5 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1.87 (m, 6H), 2.70 (t, J= 6.0 
Hz, 2H), 2.96 (t, = 6.0 Hz, 2H), 4.20 (br 
J= 7.5 Hz, 2H), 8.08 (s, IH), 8.41 (s, 
IH). 8.57 (s, 2H). 14.30 (br s, IH). 


10-049 




nBu 


0 (f .T — 1 Pk TT'? ^V(\ 1 A1 1 Q/l 
V,J7:7 e/ — JIZ, "5x1^, l.Ul-JL.i>4 (m, 

6H), 1.18 (d, 6.9 Hz, 3H), 1.37-1.57 
(m, 8H). 1.62-1.88 (m, 9H), 2.63 (t, e/ = 
6.0 Hz. 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s, IH), 9.88 (d. J= 9.0 Hz. IH). 


10-050 


0^ 


nBu 


0.99 (t, J"= 7.5 Hz, 3H), 1.01-1.32 (m, 
6H), 1.18 (d, J== 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m, 9H), 2.63 (t, 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s, IH), 9.88 (d. 8.4 Hz. IH). 


10-051 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.55 (m, 
4H), 1.48 (sextet, 7.2 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.65 (t, 6.0 Hz, 2H), 
2.90 (t, J= 6.0 Hz, 2H), 4.16 (br t, e/ = 
7.2 Hz, 2H), 4.97 (d, J= 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H), 
8.31 (s, IH), 10.81 (br s. IH). 


10-052 


OH 

cr 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m, lOH), 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.47 (d, 6.3 Hz, 2H), 
4.11 (br t, J=^ 7.6 Hz, 2H), 8.30 (s. IH), 
10.27 (br s. IH). 



186 



wo 02/053543 



PCT/JPOl/11427 



^5 3 









0 
0^ 


03 


No. 


R' 




^H-NMR (CDCI3) 


10-053 




nBu 


0.99 (t, J= 7.6 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, 7.5 Hz, 2H), 

2H), 2.88 (t, 6.0 Hz, 2H), 3.94 (d, J 
= 6.0 Hz, 2H). 4.10 (br t, e/= 7.5 Hz, 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9.97 
(br s, IH). 


10-054 




nBu 


1.00 (t, c/= 7.2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J = 7.2 Hz, 2H), 
^.oft ^b, e/ — o.u jtiz, £ixx)t ^.yu ^t, J — b.U 
Hz, 2H), 3.79 (d, e/= 6.0 Hz, 2H), 4.13 
(br t, c/= 7.2 Hz, 2H), 5.52-5.69 (m, 
IH), 7.26-7.45 (m, 5H), 8.32 (br s, 
IH), 10.80 (br s. IH). 






nBu 


0.98 (t, 7.6 Hz, 3H), 1.86-1.79 (m, 
lOH), 1.45 (sextet, J = 7.5 Hz, 2H), 
2.64 (t, t/= 6.0 Hz, 2H), 2.89 (t, 6.0 

XT WW OTT\ 0 no fAA T OA "LT O A HT 

xlz, ZJti;, o.Uti (ad, J = o.O Mz, 2.4 xiz, 
2H), 4.10 (br t, 7.5 Hz, 2H), 5.47 
(q, J= 6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s, IH), 10.82 (d, 7.5 Hz, IH). 


10-056 


(J 


nBu 


0.96 (t, 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.04, 3.21 (ABx, J = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, c/ = 
f-t> nz, ^H), o\J V.II1, 1x1^ o.ob 
(dd, 7.2 Hz, 5.1 Hz, IH), 7.20-7.30 
(m. 3H), 7.34-7.39 (m. IH), 8.35 (s, 
IH), 10.43 (d, J= 7.2 Hz, IH). 


10-057 




nBu 


0.96 (t, c/= 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, 
J= 6.0 Hz, 2H), 3.04, 3.21 (ABx, e/ = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, c/ = 
7.6 Hz, 2H), 4.77 (sextet, J= 3.0 Hz, 
IH), 5.56 (dd, 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s, IH), 10.44 (d, J= 7.5 Hz. IH). 


10-058 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 0.99 (t, J= 7.5 
Hz. 3H), 1.35-1.53 (m, 4H), 1.46 
(sextet, J= 7.5 Hz, 2H), 1.64-1.79 (m, 
6H), 1.85-1.98 (m, 2H), 2,61 (t, J= 6.0 
Hz, 2H), 2.88 (t, 6.0 Hz, 2H), 4.11 
(br t, J= 7.5 Hz, 2H), 5.08 (q, c/= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d. J= 7.8 Hz, IH). 



187 



wo 02/053543 
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^5 4 









0 


oo 

w 


No. 






^H-NMR (CDCI3) 


10-059 




nBu 


0,96 (t, J= 7.5 Hz, 3H), 0.99 (t, e/= 7.5 
Hz, 3H), 1.35-1.62 (m, 4H), 1.46 
(sextet, J- 7.5 Hz. 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, e/= 6.0 
Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 4.10 
(or t, e/ — 7.5 xiz, 2H), 5.08 (q, J = 7.5 
Hz, IH), 7.18-7.40 (m, 6H), 8.27 (s, 
IH), 10.40 (d, c/= 7-8 Hz, IH). 


10-060 


jPMs 

(^"■" 


nBu 


0.96 (t, 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, 6.0 Hz, 
2H), 2.90 (t, c/= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H). 5.58 (td, t/= 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J - 7.5 Hz, 4.5 Hz, IH), 
7.18-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, c/= 8.4 Hz, IH). 




cr 


nBu 


0.96 (t, J- 7.5 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7.5 Hz, 2H), 
1.61-1.81 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (m, 
2H), 5.58 (td, 4.5 Hz, 1.5 Hz, IH). 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, 8.4 Hz, IH). 


10-062 




nBu 


0.97 (t, 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1,80 (m, 6H), 2.66 (t, 6.0 
xlz, /Jtl), z.yO (t, e/= 6.0 xiz, 2H), 2.95, 
3.34 (ABx, 7.8 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, J= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d. J= 8.4 Hz, IH). 


10-063 




nBu 


0.97 (t, 7.5 Hz, 3H), 1.36-1.54 (m. 
6H), 1.61-1.81 (m, 6H), 2.66 (t, 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.5 Hz, 2H), 3.98-4.10 
(m, 2H) 4 23 (a J= 7 2 Hz IH^ 5 65 
(t, 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s, IH), 10.36 (d, J= 8.4 Hz, IH). 


10-064 


or- 

OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1,36-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 1.99 (br s, 
IH), 2.62 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.36 (s, 3H), 3.45, 3.58 
(ABx, 5.4 Hz, 4.2 Hz, 2H), 4.02- 
4.21 (m, 2H), 4.33-4.41 (m, IH), 5.03 
(d, J= 5.1 Hz, IH), 7.26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d. J=7.8Hz. IH). 



188 



wo 02/053543 



PCT/JPOl/11427 



S5 5 



No. 






^H-NMR (CDCI3) 


10-065 


a 


Bu 


1.00 (t, 7.2 Hz, 3H), 1.35. 1.53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.31, 

O.ui V"-OX, c/ — 0.4t xlZ, 4t.i5 riz, ZXljf 

3.34 (s, 3H), 4.12 (br t, ./^ = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d, = 
6.4 Hz, IH), 7.26-7.36 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d, J 
= 8.1 Hz, IH). 


10-066 


Et 


Bu 


0.95 (t, J= 7.5 Hz, 3HX2), 0.99 (t, J = 
7.5 Hz, 3H), 1.35-1.79 (m, 16H), 2.63 
(t, J = 6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 
2H), 3.92-4.05 (m, IH), 4.10 (br t, J=^ 
7.2 Hz, 2H), 8.31 (s, IH), 9.76 (d, 
7.5 Hz. IH). 


10-067 




Bu 


0.98 (t, J= 7.5 Hz, 3H), 1.34-1.51 (m, 
6H), 1.61-1.79 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H}, 2.88 (t, €/ = 6.0 Hz, 2H), 3.31, 
(s, 3H), 3.79-3.90 (m, 2H), 4.11 (br t, J 
= 7.5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, J= 7,8 Hz, IH). 


10-068 




1 


1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quint, J= 6.0 Hz, 2H), 1.58 (d, c/ = 
6.9 Hz, 3H), 1.61-1.75 (m, 4H), 2.64 
(t */= 6 0 TT? 9H^ OA ?f .r— c n "R-z 
2H), 3.31 (s, 3H), 3.70 (t, 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s, IH), 10.29 (d, c/= 7.8 Hz, IH). 


10-069 






0.98-1.54 (m, 8H), 1.18 (d, 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, e/ = 
6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz, 2H), 
3.31 (s, 3H), 3.70 (t, J= 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m, 2H), 
8.33 (s, IH), 9.81 (d, J= 8.7 Hz. IH). 


10-070 


MeO^ 
OMs 


nBu 


1,00 (t, J'= 7.2 Hz, 3H), 1.34-1.53 (m. 
6H), 1.63-1.80 (m, 6H), 2.62 (t, </= 6.0 
Hz, 2H), 2.83(s, 3H), 2.88 (t, J= 6.0 
Hz, 2H), 3.22, 3.50 (ABx, J= 4.8 Hz, 
2H), 3.32 (s, 3H), 4.02-4.21 (m, 2H), 
4.68-4.78 (m, IH), 5.86 (d, </= 6.9 Hz, 
IH), 7.32-7.49 (m, 5H), 8.23 (s, IH), 
10.50 (d, J=9.6H2, IH). 



189 



wo 02/053543 



PCT/JPOl/11427 



^5 6 



is 



No. 






^H-NMR (CDCI3) 


10-071 


MeO^ 


nBu 


0,99 (t, J = 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz. 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (a, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH), 
5.01 (d, e/= 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10.25 
(d. 7.2 Hz, IH). 


10-072 


HO- 
OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.35- 
1.52 (m, 6H), 1.62-1.80 (m, 6H), 
2.63 (t, J:= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 
J= 7.2 Hz, 2H), 4.25 (quint, J =^ 
4.8 Hz, IH), 5.07 (d, J'= 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 1,44.-1 AS 
(m, 2H), 8.27 (s, IH), 10.70 (d. J 
= 6.4 Hz, IH). 


10-073 


OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6,6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH), 10.70 (d, J = 
6.6 Hz, IH). 


10-074 


0. 0 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.32- 
1.54 (m, 4H), 1.46 (sextet, J = 
/.o JCiz, ztx)f x.Dl-x. f 0 (m, bU), 
2.57 (t, e/= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.03-4.22 (m, 2H), 
4.12, 5.32 (ABx, c/= 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, J= 9.0 Hz, 1.5 
Hz, IH), 6.32 (d, 1.5 Hz, IH), 
7,24-7.32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, J = 
8.7 Hz, IH). 


10-075 


o 

6 


nBu 


1.01 (t, J = 7,5 Hz, 3H), 1.35. 

1.56 (m, 4H), 1.45 (sextet, J = 
7,5 Hz, 2H), 1.61-1.79 (m, 6H), 

2.57 (t, c/= 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz. 2H), 4.02-4.23 (m, 2H). 
4.12, 5.32 (ABx, 9.9 Hz, 1.5 
Hz. 2H), 4.56-4.63 (m, IH), 6.32 
(d, 1.8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH), 10.97 (d, c/=8,7 Hz, IH). 



190 



wo 02/053543 
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o=( \> 


03 
If 


No. 


Ti T 




^H-NMR (CDClg) 


10-076 


a/ 

OH 


nBu 


0.99 (t, e/= 7.5 Hz, 3H), 1.38-1,52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.79 (m, 6H), 2.63 (t, J= 6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 3.55, 
3,77 (ABx, J = 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4.43-4.52 (m, IH), 5.10 (d, J= 6.0 Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.50 (m. 

5>■R^ fl 9K 1 n A7 7— ft 1 TTw 
^xi^, o.^o ^a, xjci/, lu.o r \a, e/— o.iiiz, 

IH). 


10-077 


Bh 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (a, 9H), 
0.98 (t, J= 7.6 Hz, 3H), 1.33-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 1.90 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz, 4.5 Hz, 2H), 4.01-4.19 (m, 2H), 
4.26 (sextet, e/= 4.5 Hz, IH), 5.10 (d, 
J = 5.4 Hz, IH), 7.24-7.33 (m, 3H), 

AQ T Aft (m OTX\ Q OO ^XI\ i n *7 1 
f.4tJ-/.4o ^m, ZJtlJ, o.ZiS ^S, Irl^ 10.71 

(d, J= 7.5 Hz, IH). 


10-078 


OH 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.99 (t, 7.5 Hz, 3H), 1.33-1.50 (m, 
6H), 1.62-1.79 (m, 6H), 2.06 (br s, 
IH), 2.61 (t, 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, 6.0 
Hz, 4.5 Hz, 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, 4.5 Hz, IH), 5.10 (d, 

lAA^l.Al (m, 2H), 8.22 (s, IH), 10.72 
(d, c/= 8.1 Hz, IH). 


10-079 




nBu 


0,97 (t, c/= 7.5 Hz, 3H), 1.37-1.52 (m, 
6H), 1.61-1.80 (m, 6H), 2.03 (s, 3H), 
2.67 (t, c7= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, J= 9.0 Hz, 
7.2 Hz, 2H), 3.74 (quint, 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, 6.9 
Hz, IH), 7.22-7.29 (m, 3H). 7.33-7.38 
(m. IH), 8.33 (s, IH), 10.60 (d, e/= 6.3 
Hz, IH). 


10-080 




nBu 


0.97 (t, J= 7.6 Hz, 3H), 1.37-1.54 (m, 
6H), 1.61-1.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, 6.0 Hz, 2H), 2.91 (t, J== 6.0 
Hz, 2H), 3.11, 3.41 (ABx, J= 9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, 7.5 Hz, 
IH), 3.99-4.23 (m, 2H), 5.48 (t, 6.6 
Hz, IH), 7.21-7.30 (m, 3H), 7.34-7.38 
(m, IH), 8.32 (s, IH), 10.64 (d, c7= 6.0 
Hz, IH): 
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wo 02/053543 



PCT/JPOl/11427 



^5 8 



is 



No. 






^H^NMR (CDCI3) 


10-081 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J = 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, 9.0 Hz, 
IH), 7.21-7.35 (m. 6H), 8.31 (a, IH), 
10.66 (d, J = 8.1 Hz, IH). 


10-082 




nBu 


0.97 (t, c/= 7.6 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s, 3H), 
2.67 (t, c7= 6.0 Hz, 2H), 2.71, 3.68 
(ABx, 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4,12-4.28 (m, 2H), 5.60 (t, J= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d, J - 7.8 Hz, IH). 


10-083 


xNH 

\==/ 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.17 (t, c/= 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint, 7.2 Hz, IH), 2.67 
(t, e7= 6.0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, 6.0 
Hz, 2H), 3-98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J - 9.0 Hz, IH), 
7.22-7.37 (m, 5H), 8.31 (s, IH), 10.65 
(d, 7.5 Hz. IH). 


10-084 


^ OH 

a/ 


nBu 


0.98 (t. 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.80 (m, 6H), 2.64 (t, </= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 3.94, 
4.14 (ABx, c/= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
7 47-7 53 (t(\ ^TT^ 7 fi7-7 fi^l (ra ^Wi 
8.08-8.11 (m, 2H), 8.29 (s, IH), 11.13 
(d, J=^ 6.6 Hz, IH). 


10-085 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1.80 (m. 6H), 2.65 (t. cA= 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH), 11.14 
(d, 6.6 Hz, IH), 


10-086 


a/ 

o 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.65-1.81 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t. J= 6.0 Hz. 2H), 3.89, 
4.11 (ABx, .7= 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.67-7.63 (m, IH), 
8.04-8.08 (m, 2H), 8.28 (s. IH), 10.92 
(d, c/= 7.5 Hz. IH). 



192 
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S5 9 

0 



No. 






^H-NMR (CDClg) 


10-087 


0 


nBu 


0.98 (t, J= 7,5 Hz, 3H), 1.36-1.61 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.90, 
4 11 CABx c/=114Hz 51 Hz 2H^ 
4.08-4.19 (m, 2H), 6.00-6.08 (m, IH), 
7.45-7.53 (m, 2H), 7.56-7.63 (m, IH), 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d. «A= 7.8 Hz. IH). 


10-088 


0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.17 
(br t, J= 7.5 Hz, 2H), 5,58 (s, IH), 
7.10 (s, IH), 7-42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(s, IH), 12.52 (br s, IH). 








0.99 (t, J:= 7.5 Hz, 3H), 1.37-1.55 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.91 

r— *S ft Wi» 9TT\ A 1 9 /k*. r — T K 

\o.f u — o.u Jiz, ^Jti/, 4.1Z ^or t, e/ = 7.0 
Hz, 2H), 5.51-5.58 (m, IH), 1.27-7AS 
(m, 5H), 8.29 (s, IH), 10.77 (d, c/= 8.1 
Hz, IH). 


10-090 


a/ 

CI 


nBu 


0.98 (t, J= 7.5 Hz, 3HX2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/5), 1.36-1.79 (m, 
12H), 2.61 (t, 6.0 Hz, 2HX2/6), 
2.62 (t, 6.0 Hz, 2HX3/5), 2.87 (t, J 
= D.O Hz, 2HX 2/5), 2.88 (t, J = 6.0 Hz, 
2HX3/5), 3.52, 4.15 (ABx, J= 11.1 
Hz, 4.2 Hz, 2H), 4,10-4.20 (m, 2H), 
4.83-4.91 (m, 1HX3/5), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, 5.4 Hz, IHX 
2/5), 5.44 (d, J'^ 5.4 Hz, 1HX3/5), 
7.28-7.38 (m, 3H), 7.46-7.53 (m, 2H), 
8.16 (s, 1HX2/5), 8.23 (s, 1HX3/5), 
10.46 (d, J= 8.4 Hz, IHX 2/5), 10.72 
(d, e/= 8.4 Hz, IHX 3/5). 


10-091 


OuT" 

O 


nBu 


-0.12 (3, 3H), .0,11 (s. 3H). 0.74 (s, 
9H), 0.98 (t, J= 7.5 Hz, 3H), 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, 
6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.11-4.22 (m, 2H), 
5.80-5.88 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s. IH), 10.81 (d, 7.5 Hz. IH). 
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•S6 0 



-"to 

i5 



No. 






^H-NMR (CDCI3) 


10-092 


CUT™" 

O 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, e/= 7.5 Hz, 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6.0 Hz, 2H), 2.88 (t, «/= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H). 4.10-4.23 (m, 2H), 
5.80-5.87 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, 7.5 Hz. IH). 


10-093 


OH 


nBu 


0.99 (t, J- 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, t/= 6.0 Hz, 2H), 3.56, 
3.77 (ABx, 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44-4.53 (m, IH), 
5.10 (d, 6.0 Hz, IH), 7.25-7.37 (m, 
3H), 7.46-7.49 (m, 2H), 8.28 (s, IH), 
10.69 (d, c/= 7.8 Hz, IH). 


10-094 


OgC 

OH 


nBu 


1.00 (t, 7.2 Hz, 3H), 1.38-1.62 (m, 
6H). 1.63-1.80 (m, 6H), 2.63 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4,11 
(br t, ^ = 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.26 (s, IH), 10.62 (d, J 
= 7.5 Hz, IH). 


10-095 


CCI3 

a/ 

OH 


nBu 


0.99 (t, c7= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.63 (t. 6.0 
Hz, 2H), 2.89 (t, e/= 6.0 Hz, 2H), 4.11 
vor t, «/ — f.z jtiz, ^xi;, 4.04-4.4Z {m., 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7,46 (m, 2H), 8.24 (s, IH), 10.60 (d, J 
= 7.5 Hz, IH). 


10-096 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t, J= 6.0 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H), 4.15 
(br t, cA= 7.2 Hz, 2H), 4.93 (d, J= 4.5 
Hz, 2H), 7.14-7.21 (m, 2H), 8.04-8.10 
(m, 2H), 8.30 (s, IH), 10.79 (br s, IH). 


10-097 


a/' 

CI 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m, 6H), 2.59 (t, c/= 6.0 
Hz, 2H), 2.86 (t, 6.0 Hz, 2H), 3.76. 
4,15 (ABx, J= 11.7 Hz, 4.5 Hz, 2H), 
4.00-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, J= 8.1 Hz, IH), 7.24-7.37 (m, 
3H), 7.49-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.7 Hz. IH). 
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^6 1 



is 



No. 






^H-NMR (CDCI3) 


10-098 


OuC 

OHC'° 


nBu 


1.01 (t, c/=: 7.2 Hz, 3HX 1.38-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz. 2H), 3.47, 
3.65 (ABx. J= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m. 2H), 4.83-4.92 (m, IH), 
6.28 (d, J=G.G Hz, IH), 7.29-7.39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d, J= 8.7 Hz. IH). 


10-099 


cm:' 

Cl 


nBu 


0.99 (t, c/= 7.5 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.59 (t, c/= 6.0 
Hz, 2H), 2.86 (t, c/= 6.0 Hz, 2H), 3.76, 
4.15 (ABx, J= 11.4 Hz, 4.5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d, J= 8.4 Hz, IH). 


10-100 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, J'= 6.0 
Hz, 2H), 2.89 (t, 6.0 Hz, 2H), 3.47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz, 2H), 
4,08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, J= 6,3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H). 8.17 (s, IH), 
8.23 (s. IH), 10.64 (d. 9.0 Hz, IH). 


10-101 






1.21-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, 6.0 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2,92 
(t, J= 6.0 Hz, 2H), 3.78 (t, J= 6.0 Hz, 
2H), 3.93-4,03 (m, IH), 4.05 (dd, J = 

D.o HZ, ^.i nz, JLJcly, 4.^U \UCl, eJ — 14. i 

Hz, 2.1 Hz, IH), 4.25 (br t, J= 7.5 Hz, 
2H), 6.49 (dd, J = 14.4 Hz, 6.9 Hz, 
IH), 8.31 (s, IH), 9.85 (d, 7.8 Hz, 
IH). 


10-102 


a 




1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, 6.0 Hz, 
2H), 2.93 (t, J- 6.0 Hz, 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, .c/= 7.5 Hz, 2H), 8.37 (s. IH), 
9.77 (d, 7.2 Hz, IH). 


10-103 


a" 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.55 (m, 
4H), 1.49 (sextet, J = 7.5 Hz, 2H), 
1.68-1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, 6.0 Hz, 2H), 4.18 (br 
t, J= 7.5 Hz, 2H), 7.21 (t, «/= 7.5 Hz, 
IH), 7.55 (t, 7.6 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, J= 8.1 Hz, IH), 
8.36 (s, IH). 12.41 (br s, IH). 
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1= 



No. 






^H-NMR (CDCI3) 


10-104 




hBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.80 (m, 6H), 
2.66 (t, J=^ 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
(br t, c/= 7.2 Hz, 2H), 4.91 (d, 

2H), 8.03 (d> J = 8.4 Hz, 2H), 
8.30 (s. IH), 10.80 (br IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H), 
2.65 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, e/= 7.2 
Hz, 2H), 4.91 (d, J= 4.5 Hz, 2H), 
/.d4 (^a, J — 0. i Hz, 2x1}, 7.90 (a, 
= 8.7 Hz, 2H), 8.29 (s, IH), 
10.79 (br s. IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m. 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3,03 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.69 (t, c/= 5.4 
Hz, 2H), 3.92-4.03 (m, IH), 4.33 
(t, J= 5.4 Hz, 2H), 8.32 (s, IH), 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H), 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz, 2H), 3.06 (t. </= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.74 (t, 5,4 
Hz, 2H), 4.40 (d, J= 5.4 Hz, 2H), 
4.97 (d, J'= 4.5 Hz, 2H), 7.50 (t, J 
= 7.5 Hz, 2H), 7.61 (t, c/= 7.5 Hz, 
IH), 8.05 (d, 7.5 Hz, 2H), 
8.33 (s, IH), 10,75 (br s, IH). 


10-108 




nBu 


0.99 (t, c/= 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m, 
2H), 2.63 (t, J = 6.0 Hz, 2H), 
2.82-2.94 (m, 2H), 2.88 (t, 6.0 
Hz, 2H), 3.56 (br s, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s, IH), 9.97 (br s, IH). 


10-109 


CH3C02H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.37. 
1.50 (m, 6H), 1.63-1.79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.15-2.24 (m, 2H), 2.63 (t, /= 6.0 
Hz, 2H), 2.89 (t, c/= 6,0 Hz, 2H), 

3.01 (t, J= 10.2 Hz, 2H), 3.33- 
3.41 (m, 2H), 4.09 (br t, t/= 7.5 
Hz, 2H), 4.10-4.25 (m, IH), 8.26 
(s, IH). 10.21 (d. J= 7.2 Hz, IH). 
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is 



No. 






^H-NMR (CDCI3) 


10-110 


Ok 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.36-1.58 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m, 2H), 
2.11 (s, 3H), 2.64 (t, J= 6.0 Hz, 2H), 
2.89 (t, c7= 6.0 Hz, 2H), 2.92-3,02 (m, 
IH) 3 21-3 31 ITf^ 7R-.S 81 (m 
IH), 4.09 (br t, 7.5 Hz, 2H), 4.11- 
4.23 (m. IH), 4,37-4.43 (m. IH), 8.29 
(s, IH), 10.08 (d, J= 7.5 Hz, IH). 


10-111 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.36-1.57 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 
1.62-1.79 (m, 8H), 1.93-2.15 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz 2H> 3 11-3 27 (m 2TT^ 3 fi<i-^ 7<i 
(m, IH), 4.10 (br t, c/= 7.2 Hz, 2H), 
4.19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, 
7.5 Hz, IH). 


10-112 


o 


nBu 


0.99 (t, *A= 7.6 Hz, 3H), 1.29 (s, 9H), 
1.35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2 65 it «/= 6 0 Hz 2H^ 2 89 it ,/= 6 0 
Hz, 2H), 3.09 (t, J = 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d, J= 7.5 Hz, IH). 


10-113 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.28-1.81 (m, 
24H), 1,98-2.10 (m, 2H), 2.44-2.53 (m, 
IH), 2.65 (t, cr= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.09 (br t, «r= 7.2 Hz, 2H), 4.10-4,25 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10,06 (d, J- 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, J= 7,5 Hz, 3H). 1,38-1,78 (m, 
14H), 2.07-2.20 (m, 2H), 2.65 (t, 
6.0 Hz, 2H), 2.81 (s, 3H), 2.90 (t, J' = 
6.0 Hz, 2H), 2.94-3,01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, J- = 7.5 Hz, 
2H), 4.11-4,23 (m, IH), 8.29 (s, IH), 
10.11 (d. J= 7.2 Hz. IH). 


10-115 




nBu 


0.99 (t, 7.2 Hz, 3H), 1.37-1.51 (m, 
6H), 1.62-1.78 (m, 8H), 2.03-2.09 (m. 
2H), 2,53 (td, J = 11.4 Hz, 2.4 Hz, 
2H), 2.62 (t, J:= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br t, J =^ 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, 6.9 
Hz, IH). 



wo 02/053543 



PCT/JPOl/11427 



^6 4 



is 



No. 




R» 


^H-NMR (CDCI3) 


10-116 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 
4H), 1.47 (qviint, J = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2.09 (m, 2H), 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t, J = 6.0 Hz, 2H), 2.82-2.90 (m, 2H), 
2.88 (t, </= 6.0 Hz, 2H), 3.97-4.06 (m, 
IH), 4.10 (br 7.2 Hz, 2H), 8.28 
(s, IH), 9.98 (d. 7.2 Hz. IH). 


10-117 


a 




1.21-1.53 (m, 8H), 1.62-1.82 (m, 8H), 
1.95-2.00 (m, 2H), 2,20 (dt, e/ = 15.0 
Hz, 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 
2H), 2.94 (t, 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, cr= 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, </= 6,9 Hz, IH). 


10-118 


a 




1.26-1.52 Cm 8H) 1 60-1 80 fm 8ffi 
1.94-2.00 (m, 2H), 2.19 (quint, J= 6.3 
Hz, 2H). 2.64 (t, 6.0 Hz, 2H), 2.90 
(t, 6.0 Hz, 2H), 3.06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, c/= 7.5 Hz, 2H), 
4,38 (t, 6.0 Hz, 2H), 8.33 (s, IH), 
9.78 (d, </= 8.1 Hz. IH). 


10-119 


a 


AcS^^ 


1.25-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, c/= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.98 (t, 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, 7.2 Hz, 2H), 8.30 
(s. IH), 9.82 (d. 7.5 Hz. IH). 


10-120 


Ok 


1 


1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1,93-2.03 (m, 4H), 2.64 (t, 6,0 Hz, 
2H), 2.91 (t, J= 6.0 Hz, 2H), 3.48 {t, J 
= 6.0 Hz, 2H), 3.92-4.03 (m, IH), 4.20 
(t, 7.5 Hz, 2H), 8.32 (s. IH). 9.81 
(d, 6.9 Hz, IH). 


10-121 


a 


CH3CO2H J 


1.27-1.53 (m, 8H), 1.60-1.81 (m, 8H), 
1.92-2.01 (m, 2H), 2.05 (s, 3H), 2.20- 
2.29 (m, 2H), 2.66 (t, e/= 6.0 Hz, 2H), 
2.90 (t, J = 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH). 4.27-4.35 (m. 
2H), 8.40 (s, IH), 9.50 (d, 7.5 Hz. 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s, 3H), 2.65 
(t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br 7.5 Hz, 2H), 6.72 
(br s, IH). 8.35 (s, IH), 9.81 (d. J= 7.8 
Hz. IH). 



198 



wo 02/053543 



PCT/JPOl/11427 



S6 5 



"to 



No. 




R« 


^H-NMR (CDCI3) 


10-123 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, c7= 6.0 Hz, 2H), 2.89 
(t, 6.0 Hz, 2H), 3.17 (t, = 

II. 1 Hz, IH), 3.37 (t, J = 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4.03-4.12 (m, 2H), 4.22-4.37 (m, 
2H), 8.28 (s, IH), 10.17 (d, J = 
7.2 Hz, IH). 


10-124 


a 


BzHN'"^ 


1.29-1.51 (m, 8H), 1.65-1.77 (m, 
8H), 1.92-2.06 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3.97-4.05 
(m, IH), 4.32 (br t, c7 = 7.6 Hz, 
2H), 7.42-7.55 (m, 3H), 7.89 (br 
s, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH), 9.90 (d, e/= 7.8 Hz. IH). 


10-126 


cx 


\ H 


1.25 (s, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2.64 (t, e/= 6.0 Hz, 2H), 2.90 

(t, J = 6.0 Hz, 2H), 3.23 (br s, 
2H), 3.96-4.04 (m, IH), 4.22 (br 
t, </ = 7.6 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s, IH), 9.89 (d, /= 7.5 
Hz, IH). 


10-126 


a 




1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, c/= 6.0 Hz, 
2H), 2,89 (t, J = 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, eA= 7.5 Hz, 2H), 
6.73 (br s, IH), 8.34 (s, IH), 9.85 
(d. J'= 8.1 Hz, IH). 


10-127 


a 


O 1 
H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, c/= 6,0 Hz, 
2H), 3. 34 (br s, 2H), 3.97-4.04 
(m, IH), 4.27 (br t, J = 7.5 Hz, 
2H), 8.39 (s, IH), 8.67 (br s, IH), 
9.76 (d. J= 8.1 Hz. IH). 


10-128 




nBu 


1.00 (t, J = 7.5 Hz, 3H), 1,40- 
1.54 (m, 6H), 1.68-1.81 (m, 6H), 
2.67 (t, «/= 6.0 Hz, 2H), 2.92 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, 7.6 
Hz, 2H), 7.18 (d, 7.5 Hz, IH), 
7.53 (t, 7.5 Hz, IH), 8.33 (d, J 
= 7.5 Hz, IH), 8.34 (s, IH), 12.69 
(br s. IH). 
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wo 02/053543 
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^6 6 



No. 








10-129 


a 

T 

0CHF2 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, J= 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 4.17 (br 
t, 7,2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
(s, IHX 1/5), 6.47 (s, lHxi/5), 6.64 (s, 
IHX 1/5), 6.88 (s, IHX 1/6), 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, J= 7.8 Hz, 1.8 Hz, IH), 12.59 
(br IH). 


10-130 


p. 

0CF3 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.37-1.53 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.65- 

2.92 (t, c/= 6.0 Hz, 2H), 4.18 (br J ^ 
7.5 Hz, 2H), 7.08 (td, c/= 8.4 Hz, 1.8 Hz, 
IH). 7.26-7.34 (m, 2H), 8.36 (s, IH), 8.64 
(dd. 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 

IH). 


10-131 


Br'^S'^ 


nBu 


1.00 (t, 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.61- 

2.93 (t, =/= 6.0 Hz, 2H), 4.16 (br t, = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s, IH), 
13.49 (br s, IH). 


10-132 




nBu 


1.01 (t, 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, «/= 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, 6.0 Hz, 2H), 
2.94 (t, c/= 6.0 Hz, 2H), 4.17 (br t, c/ = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m, 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (s, IH), 13.52 (br s, IH). 


10-133 




nBu 


1.01 (t, 7.5 Hz, 3H), 1.40-1.55 (m, 
4H), 1.49 (sextet, c/= 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H), 4.19 (br t, c/ = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, 8.1 Hz, 2H), 
8.33 (d, 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s. IH). 


10-134 


a 




1.28-1.52 (m, 8H), 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, 6.0 Hz, 
2H), 2.90 (t, J = 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, J= 5.4 Hz, 2H), 3.94-4.02 
(m, IH), 4.29 (br t, </== 7.5 Hz, 2H), 5,84 
(br t, 7.5 Hz, IH), 8.35 (s, IH), 9.72 
(d, J= 7.5 Hz, IH). 
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wo 02/053543 



PCT/JPOl/11427 



^6 7 



No. 






*H-NMR (CDCI3) 


10-135 


a 


0...0 J 


1.29-1.50 (m, 8H), 1.63-1.78 (m, 8H), 
1.86-2.00 (m, 4H), 2.61 (t, 6.0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, c/= 6.0 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 
7.58 (m, 3H), 7.82-7.87 (m, 2H), 8.34 
^S, lil), 9.75 (a, e/ = 7.5 Hz, IH). 


10-136 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.36-1.53 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.64-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, J- 6.0 Hz, 
2H), 3.21, 3.66 (ABx, J= 13.8 Hz, 6.0 
Hz, 2H), 4.10 (br t, 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.52 (m, 2H), 
7.55-7.62 (m, 111}, 8.12-8.16 (m, 2H), 
8.27 (s. IH). 10.76 (d. 8.4 Hz, IH). 


10-137 


6 


nBu 


0.98 (t. J= 7.5 Hz, 3H), 1.36.1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, J- 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13.8 Hz, 6.0 

T7r> OXJ\ A 1 T /v.-.. 4- T — n c XT nTT\ 

Jtlz, Zxl;, 4.11 (br t, e/ = 7.5 rlz, 2H), 
5.92-6,00 (m, IH), 7.46-7.62 (m, 3H), 
8.12-8.16 (m, 2H), 8.27 (s, IH), 10.75 
(d, c/= 7.8 Hz, IH). 


10-138 


o 




1.01 (d, J= 6.9 Hz, 6H), 1.38-1.52 (m, 
4H^ 1 60-1 73 (m 5^ 1 78 fauint J 
= 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 2H), 
2.96 (t, J= 6.0 Hz, 2H), 4.16 (br t, J= 
7.5 Hz, 2H), 4.97 (d, 4.8 Hz, 2H), 
7.50 (t, J= 7.5 Hz, 2H), 7.61 (t, J= 7.5 
Hz, IH), 8.02-8.06 (m, 2H), 8.30 (s, 
IH), 10.79 (br s, IH). 


10-139 


o 




1.05-1.38 (m, 6H), 1.50 (br s, 2H), 
1.63-1.77 (m, lOH), 1,82-1.93 (m, IH), 
2.65 (t, J= 6.0 Hz, 2H), 2.93 (t, 6.0 
Hz, 2H), 4.04 (br s, 2H), 4,97 (d, = 
4.5 Hz, 2H). 7.50 (t, J= 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz, IH), 8.02-8.06 (m, 
2H), 8.31 (s, IH). 10.79 (br s, IH). 


10-140 


a 




1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2.66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t, c7 = 
7.5 Hz, 2H), 8.30 (s. IH), 9.84 (d, J = 
7.8 Hz, IH). 
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^6 8 







0 


00 

R 


No. 




R« 


*H-NMR (CDCI3) 


10-141 




J 

Me^Me 


1.01 (t, J= 6.3 Hz, 6H), 1,34-1.53 (m, 
4H), 1.56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2.27 (m, 2H), 2.62 (t, J= 6.0 
Hz. 2^ 2 81-2 89 (m. 2Wi 2 87 (\ J 
= 6-0 Hz, 2H), 3.54 (s, 2H), 3,96-4.04 
(m, IH), 4.11 (br t, 7.5 Hz, 2H), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9.96 
(d, J= 1.2 Hz, IH). 


10-142 




CJ 


1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1.64-1.88 (m, IIH), 1.96-2.05 (m. 2H), 
2.22 (t, J'= 9.9 Hz, 2H), 2.63 (t, J= 6.0 

= 6.0 Hz, 2H), 3.54 (s, 2H), 3.93-4.02 
(m, 3H), 7.23-7.36 (m. 5H), 8.29 (s, 
IH), 9.96 (d, J= 7.8 Hz, IH). 


10-143 


CH3CO2H 




1.02 (d, J= 6.6 Hz, 6H), 1.36-1.73 (m. 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1.98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, t/= 6.0 Hz, 2H), 3.09 (t, e/= 9.9 Hz, 

3H), 8.25 (s, IH), 10.27 (d, 6.3 Hz, 
IH). 


10-144 




1 

Me-^Me 


1.01 (d, 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 
ft #/= fi 0 2TT^ 9 (\ ft A W'w 

\**y tf U.W XX£tf ftXXfi ^«oo ^L, «/ — o.u XXZ, 

2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, ^ = 
7.5 Hz, 2H), 4.11-4.25 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s, IH), 10.07 (d, J 

= 7.2 Hz, IH). 


10-145 


Ok 


J 

Me-^Me 


1.01 (d, «/= 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H). 4.05-4.16 (m, 3H), 8.27 
(s, IH), 10.10 (d, 7.2 Hz. IH). 


10-146 






1.01 (d, «/= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2-15 (m, 2H), 2.64 (t, J" = 
6.0 Hz, 2H), 2,89 (t, </= 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, c/= 14.4 Hz, IH), 4.14 (br t, J 
~ 7.5 Hz, 2H), 4.21-4.38 (m, 2H), 8.28 
(s. IH). 10.16 (d, c/= 7.5 Hz. IH). 
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^6 9 

O 



No. 




R^ 


m-NMR (CDCI3) 


10-147 


HN ^ 

CH3CO2H 




1.06-1.40 (m, 8H), 1.49 (br s, 2H), 

1 CI 1 00 /wx 1 1 XT\ 0100 00 / OtT\ 

l.Dl-l.yy {Uif llH;, 2.1o-2.2o (m, 211), 
2.64 (t, 6.0 Hz, 2H), 2.92 (t, </= 6.0 
Hz, 2H), 3.04 (t, J = 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s, IH), 10.23 (d. J= 7.2 Hz, IH). 


10-148 






1.02-1.33 (m, 8H), 1.45-1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.65 
(t, J - 6.0 Hz, 2H), 2.92 (t, J = 6.0 Hz, 
2H), 2.93-3,01 (m, IH), 3.21-3.31 (m, 
IH), 3.74-3.81 (m, IH), 3.99 (br s, 
IH), 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s, IH), 10.08 (d, J= 7.8 Hz, 
IH). 


10-149 


cx 


cr 


1.02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, IIH). 2.08-2.15 (m, 2H). 
2.65 (t, J = 6.0 Hz, 2H), 2.81 (s, 3H), 
2.90-3.00 (m, 4H), 3.69-3.76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (s, IH), 10.10 (d. 7.2 Hz, IH). 


70-1 Kfl 


0 

Ok 


u 


1.03-1.38 (m, 8H), 1,49 (br s, 2H), 
1.60-1.85 (m, IIH), 2.07-2.17 (m, 2H), 
2.65 (t, 6.0 Hz, 2H), 2.91 (t, J= 6.0 
xiz, zji;, d.ll-d.zl (m, IH), 3.31-3.41 
(m, IH). 3.96 (d, J = 14.4 Hz, 2H), 
4.00 (br 8, IH), 4.22-4.38 (m, 2H), 
8.29 (s, IH), 10.17 (d. J= 7.5 Hz. IH). 


10-151 


Me N ^ 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.37-1.54 (m, 
4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2.49 (s, 3H), 2.67 
(t, 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, J = 7.2 Hz, 2H), 6.87 
(d, J- 7.5 Hz, IH), 7.69 (t, J= 7.5 Hz, 
IH), 8.15 (d, J= 8.4 Hz, IH), 8.37 (s, 
IH), 12.55 (br s, IH). 


10-152 


(X 


nBu 


0.99 (t. J= 7.2 Hz, 3H), 1.38-1.54 (m, 
4H), 1.46 (sextet, J = 7.2 Hz, 2H), 

1.66- 1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, J= 6.0 Hz, 2H), 4.15 (t, J 
- 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s, IH), 12.77 (br s, IH). 


10-153 






1.36-1.43 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.80 (m, 4H), 2.69 (t, J= 6.0 Hz, 
2H), 3.08 (t, J= 6.0 Hz, 2H), 3.31 (s, 
3H), 3.74 (t, J= 5.1 Hz, 2H), 4.39 (t, J 
= 5.1 Hz, 2H), 7.18 (dd, c/= 7.5 Hz, 0.9 
Hz, IH), 7.54 (t, J= 7.8 Hz, IH), 8.33 
(dd, c7'= 8.1 Hz, 0.9 Hz, IH), 8.37 (s, 
IH), 12.62 (br 8. IH). 
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PCT/JPOl/11427 



^7 0 



No. 




R^ 


^H-NMR (CDCI3) 


10-154 






1.38-1.83 (m, 14H), 2.52-2.73 (m, 
6H), 2.67 (t, J= 6.0 Hz, 2H), 3.02 
(br t, e/= 6.0 Hz, 2H), 4.39 (br t, 
e/= 7.5 Hz, 2H), 7.19 (dd, 7.5 
Hz, 0.6 Hz, IH), 7.54 (t. J==: 7.5 
Hz, IH), 8.33 (dd, J- 8.4 Hz. 0.6 
Hz, IH). 8.35 (s, IH), 12.58 (br s, 
IH). 


10-155 






1.37-1.55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.97 (t, J 
= 6.0 Hz, 2H), 3.60 (t, J= 5.7 Hz, 
2H), 4.39 (br t, J ^ 7.5 Hz, 2H), 
7.20 (dd, e/= 7.5 Hz, 0.6 Hz, IH), 
7.54 (t, e/= 7.8 Hz, IH). 8.33 (dd, 
J= 8.1 Hz, 0.6 Hz, IH), 8.40 (s. 
IH). 12.45 (br s. IH). 


10-156 






1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.85 
(m, 2H), 2.23 (quint, J - 6.0 Hz, 
2H), 2.68 (t, 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 3.10 (s, 3H), 
4.33 (t, J-^ 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, J= 7.5 
Hz, 0.6 Hz, IH), 7.55 (t, 7.8 
Hz, IH), 8.32 (dd, «7= 8.4 Hz. 0.6 
Hz, IH), 8.37 (s, IH), 12.56 (br s, 
IH). 


10-157 


.XX 




1.37-1.45 (m, 2H), 1.47-1.56 (m, 

(m, 2H), 2.03 (quint, J= 7.5 Hz, 
2H), 2.37 (s, 3H), 2.66 (t, J= 6.0 
Hz, 2H), 2.92 (t, J= 6.0 Hz, 2H), 
3.00 (t, c/= 7.2 Hz, 2H), 4.21 (t, J 
= 7.5 Hz, 2H), 7.18 (d, 7,5 Hz. 
IH), 7.54 (t, J= 7.6 Hz, IH), 8.32 
(d, J= 8.4 Hz, IH), 8.35 (s, IH), 
12.69 (br s, IH). 


10-158 






1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.95 (t, c/ = 
6.0 Hz, 2H), 3.52 (t, 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H), 7.19 
(dd, 7.5 Hz, 0.6 Hz, IH), 7.54 
(t, c7= 7,8 Hz, IH), 8.32 (dd, c7 = 
8.4 Hz, 0.6 Hz, IH), 8.36 (s, IH), 
12.58 (br s, IH). 



204 



wo 02/053543 



PCT/JPOl/11427 



^7 1 



No. 






^H-NMR (CDCI3) 


10-159 






1.38-1.44 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, J= 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, 6,0 Hz, 2H), 2.93 (t, J 
= 6.0 Hz, 2H), 3.30 (q, 6.0 Hz, 2H), 
4.26 (br t, 7.5 Hz, 2H), 6.63 (br t, J 
= 7.5 Hz, IH), 7.21 (dd, 8.1 Hz, 0.6 
Hz, IH), 7.56 (t, J = 7.8 Hz, IH), 8.34 
(dd, J= 8.1 Hz, 0.6 Hz, IH), 8.39 (s, 
IH), 12.51 (br s, IH). 


10-160 






1.41-1.85 (m, 8H), 2.01-2.11 (m, 2H), 
2.68 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q, J= 6.0 
Hz, 2H), 4.34 (br t, J= 7.5 Hz, 2H), 
5.58 (br t, «/ = 7.5 Hz, IH), 7.20 (dd, J 
= 7.5 Hz, 0.6 Hz, IH), 7.55 (t, J= 7.8 
Hz, IH), 8.31 (dd, c/= 8.1 Hz, 0.6 Hz, 
IH), 8.39 (s, IH), 12.45 (br s, IH). 


10-161 




o 1 
H 


1.42-1.83 (m, 8H), 2.03 (quint, J= 6.0 
Hz, 2H), 2.69 (t, 6.0 Hz, 2H), 2.93 
(t, e/ = 6.0 Hz, 2H), 3.41 (q, J = 6.0 Hz, 
2H), 4.30 (br t, = 7.5 Hz. 2H), 7.22 
(dd, c/= 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, J= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH), 12.40 (br s. IH). 


10-162 




nBu 


4H), 1.47 (sextet, J = 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2.68 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, J = 7.2 Hz, 2H), 6.86 
(d, J= 4.8 Hz, IH), 8.41 (s, IH), 8.54 
(d. J= 4.8 Hz, IH), 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, J = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, 6,0 Hz, 2H), 2.91 (t, 6.0 Hz, 
2H), 4.15 (br t, J= 7.5 Hz, 2H), 6.74 (s 
IH), 8.41 (s, IH). 12.75 (br s, IH). 


10-164 


a 


OHC^ 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H), 3.92-4.03 (m, IH), 4.42 
(t, J= 7.2 Hz. 2H), 8.32 (s, IH), 9.75 
(d, J= 7.5 Hz. IH). 9.84 (s. IH). 
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PCT/JPOl/11427 



2 



'5 



No. 




R5 


^H-NMR (CDCI3) 


10-165 


a 


OH 1 


1.20 (d, J= 6.6 Hz, 3H)» 1.21- 
1.87 (m, 18H), 1.90-2.01 (m, 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 
2H), 3.62-3.70 (m, IH), 3.92-4.01 
(m, 2H), 4.65-4.78 (m, IH), 8.36 
(s, IH). 9.77 (d. J= 7.6 Hz, IH). 


10-166 


a 




1.23-1.51 (m, 8H), 1.68-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 
(t, J= 6.0 Hz, 2H), 2.93 (t, J = 
7.5 Hz, 2H), 3.92-4.01 (m, IH), 
4.36 (t, J= 7.5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, ^= 8.1 Hz, IH). 


10-167 






1.38-1.43 (m, 2H). 1.44-1.52 (m, 
2H), 1.65-1.83 (m, 4H), 1.86-1.95 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2,67 (t, J= 6.0 Hz, 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, J= 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, J= 7.6 Hz, 
IH), 7.19-7.38 (m, 4H), 8.43 (s, 
IH), 10.11 (d, J= 6.9 Hz, IH). 


10-168 


/ — V 




1.38-1.42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2,08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, «/= 6.0 Hz, 

= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (3, 3H), 4.25 (t, J= 6.9 Hz, 
2H), 4.33 (t, J= 6.0 Hz, 2H), 5.67 
(q, J= 7.8 Hz, IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s. 
IH), 10.13 (d, J= 8.4 Hz, IH). 


10-169 


6^ 




1.37-1.43 (m, 2H), 1.44-1.53 (m, 
2H), 1.67-1.80 (m. 4H), 1.91-2.10 
(m. IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.25 (sextet, J = 7.5 Hz, 2H), 
4.45 (t, 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH), 5.67 (q, J= 7.5 Hz, 
IH), 7.16-7.28 (m, 3H), 7.35-7.39 
(m, IH), 8.39 (s, IH). 10.17 (d, J 
= 6.6 Hz. IH). 
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PCT/JPOl/11427 



7 3 



is 



No. 






^H-NMR (CDCI3) 


10-170 






1.38-1.43 (m, 2H), 1.44-1.54 (m, 2H), 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, 7.5 Hz, 2H), 2.49 (t, J 
^ 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, c7= 6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2,91 (t, */= 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.40 (s, IH), 
10.08 (d, ^= 8.1 Hz, IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.65 (m, 2H), 
1.67-1.80 (m, 4H), 1.93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2.66 (t, 6.0 Hz, 
2H), 2.84-2.96 (m. IH), 2.91 (t, 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3.50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, c/= 7.5 Hz, 
2H), 5.67 (q, 7.8 Hz, IH), 7.18- 
7.26 (m, 3H), 7.35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, 8.4 Hz, IH). 


10-172 






1.37-1.43 (m, 2H), 1.44-1.62 (m, 2H). 
1.63-1-78 (m, 4H), 1.83-2.02 (m, IH), 
1.87 (quint, 6.0 Hz, 2H), 1,95 (s, 
3H), 2.67 (t, 6.0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2.95 (m, IH), 2.90 (t, J= 
6.0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, 6.0 Hz, 2H), 4.19 (br t, J= 
7.6 Hz, 2H), 5.67 (q, 7.5 Hz, IH), 
6.65 (br t, 7.5 Hz, IH), 7.18-7.28 

IH), 10.15 (d. 8.1 Hz, IH). 


10-173 






1.37-1.42 (m. 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m, IH), 2.67 (t, 6.0 Hz, ' 
2H), 2,84 (s, 3H), 2.85-2.97 (m, IH), 
2.90 (t, 6.0 Hz, 2H), 3.00-3.10 (m, 
2H), 4.26 (br s, 2H), 5.67 (q, t/= 7.5 
Hz, 2H), 7.19-7.36 (m, 4H), 8.42 (s. 
IH). 10.06 (d. «r= 8.1 Hz, IH). 


10-174 


(5^ 


H 


1.38-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2.00 (m, 3H), 
2.68 (t, cA= 6,0 Hz. 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t, 6.0 
Hz, 2H), 3.00-3.10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, J" = 
7.5 Hz, IH), 7.18-7.39 (m, 4H), 8.42 
(br 8, IH), 8.44 (s, IH), 10.05 (d, 
7.2 Hz, IH). 
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^7 4 



No. 






^H-NMR (CDCI3) 


10-175 


OH 


nBu 


0.99 (t, ^= 7.5 Hz, 3H), 1.02-1.28 (m, 
0x1;, 1.00-I.52 (m, oH), 1.62-1.80 (m, 
8H), 1.92 (br d, c/= 12.0 Hz, IH), 2.64 
(t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.45-3.62 (m, 3H), 4.07-4.15 (m, 
2H). 8.30 (s» IH). 10.28 (br s, IH). 


10-176 


u 

o 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.20-1.51 (m, 
14H), 1.58-1.91 (m, 8H), 2.41-2.50 (m, 
IH), 2.63 (t, </= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J = 7.5 Hz, 
2H), 4.36 (d, J= 5.4 Hz, 2H), 8.26 (s, 
IH), 10.50 (br s, IH). 


10-177 


OH 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.15 (d, 
6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, e/= 7.5 Hz, 2H), 1.61-1.81 (m, 
6H). 2.66 (t, c/= 6.0 Hz, 2H), 2.90 (t, J 
- 6.0 Hz, 2H), 4.09 (br t, c/= 7.5 Hz, 
2H), 4.39-4.48 (m, IH), 4.98 (d, J" = 
2,1 Hz, IH), 7.23-7.39 (m, 5H), 8.33 
(s, IH), 10.10 (d. J= 7.5 Hz, IH). 


10-178 


Ox 

OH 


nBu 


0.98 (t, c/=: 7.2 Hz, 3H), 1.15 (d, c/ = 
6.9 Hz, 3H), 1.37-1.53 (m, 4H), 1,44 
(sextet, 7.2 Hz, 2H), 1.62-1.80 (m, 
6H), 2.66 (t, 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, J= 7,2 Hz, 
2H), 4.39.4.49 (m, IH), 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 
(s, Iffi 10 10 rd 6 Q 1W^ 


10-179 


o 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.54 (d, c/= 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t. J 
= 6.0 Hz, 2H), 4.12 (br t, J= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 6.9 Hz, 
IH). 


10-180 




nBu 


0.99 (t, 7.5 Hz, 3H), 1.37-1.50 (m, 
4H), 1.43 (sextet, J = 7.6 Hz, 2H), 
1.54 (d, ^= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t, c/= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, J= 7.2 Hz, 
IH). 



208 



wo 02/053543 
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S7 5 



No. 



^H-NMR (CDCI3) 



11-001 




nBu 



1.01 (t, J= 7.2 Hz, 3H), 1.42«1.54 (m, 
2H), 1.65-1.79 (m, 2H), 1.79 (s, 6H), 
2.13 (s, 3H), 2.41 (s, 3H), 4.13 (t, J =^ 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7.26- 
7.33 (m, 2H), 7.42-7.46 (m, 2H), 8.25 
(3, IH), 10.40 (br s. IH). 



11-002 




Bn 



1.79 (s, 6H), 2.13 (s, 3H), 2.29 (s, 3H). 
5.50(br s, 2H), 7.09-7.47 (m, lOH), 8.35 
(s, IH), 10.35 (br s, IH). 



11-003 





1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (s, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H), 
8.24 (s, IH), 10.39 (br s, IH). 



11-004 





1.00-1.30 (m, 4H), 1.55-1.90 (m, 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5.26-5.32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH), 10.72 
(br d, 6.9 Hz, IH). 



11-005 




1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H), 2.39 (s, 3H), 3.90 (d, 
6.0 Hz, 2H), 4.04 (br s, 2H), 5.50-5.56 
(m, IH), 7.26-7.44 (m, 8.30 (s, 
IH), 10.73 (d, 8.1 Hz. IH). 



11-006 



o — 




1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m, 2H), 2.18 (s, 3H), 2.39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3.46 
(quint, J= 6.9 Hz, 2H), 4.03 (br s, 2H), 
7.14-7.30 (m, 5H). 8.32 (s, IH), 9.98 (br 
s, IH). 



11-007 




nBu 



0.99 (t, J= 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1.62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H), 3.89-4.00 (m, 2H), 4.12 
(dd, 9.0 Hz, J= 5.1 Hz, 2H), 5.26- 
5.32 (m, IH), 7.26-7.43 (m, 5H), 8.32 
(3, IH), 10.72 (br d, J= 6.9 Hz, IH), 



11-008 



nBu 



1.00 (t, J= 7.5 Hz, 3H), 1.41-1.53 (m, 
2H), 1.64-1.74 (m, 2H), 2.16 (s, 3H), 
2.41 (s, 3H), 3.91 (d, 5.7 Hz, 2H), 
4.13 (t, t/= 7.5 Hz, 2H), 5.50-5.57 (m, 
IH), 7.28-7.45 (m, 5H), 8.30 (s, IH), 
10.73 (br d, 8.1 Hz, IH). 



11-009 



Me Me 




0.84 (d, J== 6.6 Hz. 6H), 1.06-1.85 (m, 
21H), 2.17 (s, 3H), 2.38 (s, 3H), 4.00 
(br s, 2H), 4.09-4.18 (m, IH), 8.31 (s, 
IH), 9.77 (d, J=: 7.5 Hz, iH). 
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a? 6 



No. 






^H-NMR (CDCI3) 


H-010 




1 


0.60-0.65 (m, 2H), 0.77-0.84 (m, 2H), 
1 05-1 26 ^m. 5H> 1 59-1 85 Im 6H^ 
2.18 (s, 3H), 2,38 (s, 3H), 2.89-2.98 (m, 

IH), 4.00 (br s, 2H), 8.32 (s, IH), 9.89 
(br s, IH). 


11-011 




1 


0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 

2H), 5.37.5.44 (m, IH), 7.06-7.16 (m, 
3H), 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (br d. J= 8.7 Hz, IH). 


11-012 


Me 




0.92 (t, J= 7.5 Hz, 3H), 0.95 (d, 6.6 
Hz, 3H), 1.06-1.85 (m, .14H), 2.18 (s, 
3H), 2.39 (s, 3H), 3.20-3.29 (m, IH), 
3.34-3.42 (m, IH), 4.03 (br s, 2H), 8.32 
(s, IH), 9.95 (br s, IH). 


11-013 






0.98 (s, 9H), 1.07-1.23 (m, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s, 3H), 

3.26 (d, J= 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s. IH), 10.06 (br a, IH). 


11-014 


a" 




1.05-1.23 (m, 5H), 1.62-1.87 (m, 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H). 4,62 (d, 5.4 Hz, 2H), 6.25-6.31 
(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10.23 (br s, IH). 


11-015 




1 

Me 


0.88 (d, c/= 6.9 Hz, 3H). 0.93 (t, 7.5 
Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH). 1.89-2.00 (m, IH), 2.19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, J= 6.0 Hz, 2H), 7.20-7,38 (m, 5H), 
8,37 (s, IH), 10.30 (br s, IH). 


11-016 




Me 


0.90 (t, J = 7.2 Hz, 3H), 0.95 (t, c/= 7.5 
Hz, 3H), 1.17-1.32 (m, IH), 1.36-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J =^ 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7.17-7.31 (m, 5H). 8.33 (s. IH), 10.03 
(br s, IH). 


11-017 






0.98 (3, 9H), 2.18 (3, 3H), 2.40 (3, 3H), 
4.34 (br s, 2H), 7.20-7.37 (m, 5H), 8.34 
(s, IH), 10.31 (br s. IH). 


11-018 


0^ 




0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7,31 (m, 5H), 8.30 (s, IH), 
10.01 (br s. IH). 


11-019 






2.19 (3, 3H). 2.53 (s, 3H), 4.63 (d, J = 
5.7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 

7.21-7.37 (m, 6H), 8.38 (s, IH), 10.18 
(br s, IH). 



210 



wo 02/053543 



PCT/JPOl/11427 



mi 7 

o 



No. 


R' 


R" 


^H-NMR (CDCI3) 


11-020 






2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.36 (t, J= 1.5 Hz, 
IH), 8.34 (s, IH), 9.92 (br s. IH). 


11-021 






0.45-0.66 (m, 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, J= 6.9 Hz, 2H), 4.64 (d, 5.7 
Hz. 2H). 7.20-7.38 (m, 5H), 8.36 (s, 
IH). 10.31 (brs. IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, J = 7.8 Hz, 2H), 3.63-6.70 (m, 
2H), 4.12 (d, c/= 6.9 Hz, 2H), 7.17- 
7.32 (m, 6H), 8.33 (s, IH), 10.03 
(br s. IH). 


11-023 


H 


hBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H). 2.18 (s. 
3H), 2.42 (s, 3H), 4.13 (t, J = 8.1 

Hz, 2H), 5.73 (br s. IH), 8.31 (s, 
IH), 9.62 (br s, IH). 


11-024 






1.05-1,26 (m, 6H), 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, J= 4.5 Hz, 2H), 7.50 (t. J= 
7.5 Hz, 2H), 7.61 (t, J = 7.5 Hz, 
IH), 8.02-8.06 (m, 2H), 8.32 (s, 
IH), 10.78 (br s, IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
= 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, 7.5 Hz, 2H), 7.29-7.36 (m, 
3H), 7.50 (t, </= 7.5 Hz, 2H), 7.61 
(t, 7.5 Hz, IH), 8.03 (d. J=- 7.5 
Hz, 2H), 8.41 (s, IH), 10.74 (br s, 
IH). . 



211 



wo 02/053543 



PCT/JPOl/11427 



^7 8 

O 



nBu 



No. 




R3 


^H-NMR (CDClg) 


12-001 






1.04 (t, J= 7.3 Hz, 3H), 1.42-1.54 

3H), 2.94 (t, J= 7.3 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
(s, IH), 9.91 (t, 5.5 Hz, IH). 


12-002 




Xj 


1.04 (t, J- = 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (m, 2H), 3.67-3.74 (m, 2H), 

6.90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10,14 (t, 
5.8 Hz, IH). 


12-003 




Et 


0.98 (t, J= 7.5 Hz, 3H), 1.16 (t, J = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1.60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, 7.5 Hz, 2H), 4.09 (t, 
7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H). 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, J= 7.5 Hz, 3H) , 1.16 (t, J = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s. 3H), 2.62 
(quint, J= 7.5 Hz, 2H), 2.94 (t, J = 
7,8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J= 7.8 Hz, 2H), 7.17-7.32 (m, 
5H), 8.35 (s, IH). 10.04 (br s, IH). 



212 



wo 02/053543 



PCT/JPOl/11427 



^7 9 



No. 


mm 


^H-NMR (CDCI3) 


13-001 


0 


0.99 (t, J'= 7.5 Hz, 3H), 1.08 (t, 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 3H), 
1,38-1.50 (m, 2H), 1.53-1.72 (m, 4H), 
2.50 (quint, 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, e/= 6.0 
Hz, 2H), 7.23-7.37 (m, 5H), 8,40 (s, 
IH). 10.32 (br s. IH). 


13-002 


C JL ^ a ^ ^ 


1.01 (t, 7.2 Hz, 3H), 1.09 (t, e/= 7.5 
Hz, 3H), 1.19 (t, J = 7.5 Hz, 3H), 
1.40-1.52 (m, 2H), 1.54-1.73 (m, 4H), 
2.50 (quint, J= 7.5 Hz, 2H), 2.62-2.68 
(m, 2H), 2.93 (t, J = 7.8 Hz, 2H), 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m, 5H), 8.37 (s, IH), 10.06 
(br s, IH). 


13-003 


0 


0.98 (t, J= 7.2 Hz, 3H), 1.08 (t, 7.2 
Hz, 3H), 1.38-1,50 (m, 2H), 1.53-1,72 
(m, 4H), 2.19 (s,3H), 2.62-2.68 (m. 
2H), 4.04-4.10 (m, 2H), 4.64 (d, 5.7 
Hz, 2H), 7.21-7.38 (m, 5H), 8.35 (s, 
IH), 10.30 (br s, IH). 


13-004 




1,00 (t, c7= 7.5 Hz, 3H), 1.08 (t, e7^= 7.5 
Hz, 3H), 1.40-1.52 (m, 2H), 1.53-1,72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, c7= 7,5 Hz, 2H), 3.63-3.70 
(m, 2H), 4.04-4.10 (m, 2H), 7.18-7.32 
(m, 5H), 8.31 (s, IH). 10.03 (br s. IH). 


13-005 


r*^^ H 


0.98 (t, J= 7,3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.72 (m, 6H), 2.54 (s, 3H), 
2.62 (t, J- 6.1 Hz, 2H), 2.83 (t, 6.4 
Hz, 2H), 4.10 (t, J = 7.9 Hz, 2H), 
7.21-7.88 (m, 2H), 7.55 (d, J= 7.6 Hz, 
IH), 8.38 (s, IH). 8.79 (br s, IH). 


13-006 




u.y/ vt, d— t ,6 rlz, oil}, l.oo-l.oo (m, 
6H), 1.62-1.75 (m, 6H), 2.62 (t, J=^ 6.1 
Hz, 2H), 2,83 (t, J =6.1 Hz, 2H), 4.10 
(t, J= 7.9 Hz, 2H), 7.32-7.47 (m, 3H), 
7.72-7.75 (m, IH), 8.39 (s, IH), 9.18 
(br s, IH). 


13-007 


H Cly^ 


0.97 (t, J= 7.3 Hz, 3H), 1.34-1,46 (m, 
2H), 1.72-1.82 (m, 2H), 4.03 (t, J- 7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, e/= 2.1 
Hz, IH), 7.23-7.40 (m, 8H), 7.95 (s, 
IH), 8.15 (br s, IH). 


13-008 


o 


0.96 (d, 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, J = 6.0 Hz, 2H), 2.85 (t, J 
= 6.3 Hz, 2H), 3.08-3.20 (m, 2H), 3.18 
(t, J=- 5.0 Hz, 2H), 3.92 (t, J= 5.0 Hz, 
2H), 4.06 (tlike, 2H), 6.87-7.00 (m, 
5H). 


13-009 




0.98 (t, c/= 7.5 Hz, 3H), 1.22 (t, J= 7.5 
Hz, 3H), 1.36-1.51 (m, 2H), 1.6M.72 
(m, 2H), 2.19 (s, 3H), 2,73 (quint. 
7.5 Hz, 2H), 4.08 (t, 7.8 Hz, 2H), 
4.64 (d, J= 6.0 Hz, 2H), 7.20-7.39 (m, 
5H), 8.35 (s, IH), 10.03 (br s, IH). 



213 



wo 02/053543 



PCT/JP01/n427 



^8 0 



No. 


mm 


^H-NMR (CDCI3) 


13-010 




1.00 (t, J= 7.5 Hz, 3HX 1.23 (t, J= 7.5 Hz, 
3H), 1.40-1,52 (m, 2H), 1.61-1.73 (m, 2H), 
2.19 (s, 3H), 2.73 (quint, J= 7.5 Hz, 2H), 
2.93 (t, J= 7.5 Hz, 2H), 3.63-3.70 (m, 2H), 
4.08 (t, J'= 7.6 Hz, 2H). 7.17-7.32 (m, 5H), 
8.31 (s, IH), 10.03 (br s, IH). 


13-011 




0.98 (t, J= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.38-1.50 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, J= 7.8 Hz, 2H), 4.05 (t, J= 7.8 Hz* 
2H), 4.64 (d, J:=: 6.0 Hz, 2H), 6.28 (d, J 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8.44 (d, J== 
7.8 Hz, IH), 10.21 (br s, IH). 


13-012 


J 


1.00 (t, J= 7.5 Hz, 3H), 1.06 (t, e7= 7.5 Hz, 
3H), 1.39-1.65 (m, 2H), 1.61-1.77 (m, 4H), 
2.66 (t, J= 7.8 Hz, 2H), 2.98 (t, 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, J= 7.8 Hz, 
2H), 6.27 (d, c/= 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, J= 7.5 Hz, IH), 9.95 (br s, 
IH). 


13-013 


CI o^J 


0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 4.08 (t, J= 7.3 Hz, 2H), 
7.26 (d, J= 2.4 Hz, IH), 7.32-7.54 (m, 8H), 
7.76-7.79 (m, IH), 8.92 (d, J= 2.4 Hz. IH), 
9.29 (s, IH). 


13-014 


Me OQ^f^a 

"^Me 


0.99 (t, 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J'= 7.1, 3.7 Hz, 2H), 6.32 (dt. J= 7.3, 
7,0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, J = 
2.7 Hz, IH), 8.83 (d, 2.7 Hz, IH), 10,29 
(d, c/= 7.9 Hz). 


13-015 


""^Me 


0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.54 (s, 3H), 4.06 (t, J = 

7.3 Hz, 2H). 7.18-7.59 (m, 4H). 8.70 (d, 

2.4 Hz, IH), 8.84 (br s, IH). 


13-016 


Me O 

"■^Me 


0.98 (t, J= 7 3 Hz 3H') 1 38-1 46 (m 2JVi 
1.57 (d, J= 7.0 Hz, 3H), 1.70-1.80 (m, 2H), 
3.97 (dt, J= 4.3, 7,0 Hz, 2H), 5.29 (q, J = 

7.3 Hz, 2H). 7.21-7.40 (m, 5H), 7.69 (d. J= 

2.4 Hz, IH), 8.62 (d, J= 2.4 Hz, IH), 10.08 
(d, 7.3 Hz. IH). 


13-017 


CI 


0.99 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.69 (d, c/= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4.15 (m, 2H), 5.31 (dt, J= 7.6, 7.3 Hz, 
IH), 7.21-7.43 (m, 3H), 7.65 (d, c/= 2.7 Hz, 
IH), 8.61 (d, c/= 2.7 Hz, IH), 10.19 (d, J = 
7.6 Hz, IH). 


13-018 




0.99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3.7 Hz. 2H), 5.32 (dt, J= 7.3, 
7.0 Hz, IH), 7.21-7.48 (m, 5H), 7.69 (d, J= 
2.7 Hz, IH), 8.83 (d, J= 2.7 Hz, IH), 10.29 
(d. J= 7.9 Hz). 



214 



wo 02/053543 



PCT/JFOl/11427 



No. 


mm 


^H-NME (CDCI3) 


13-019 


PMe 


0,90 (t, J= 7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, 6.0 Hz, 2H), 2.68 (br t, ^ = 
6.0 Hz, 2H). 3.27 (s, 3H), 3.70-4.00 (m, 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H). 


13-020 




0.99 (t, c/= 7.2 Hz, 3H), 1.08 (t, c/= 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2.63- 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H), 5.26-5.32 (m, IH), 7.27-7.43 (m, 5H), 
8.31 (s, IH), 10.72 (d, 5.7 Hz. IH). 


13-021 




0.99 (t, 7.6 Hz, 3H), 1.23 (t, t/= 7.5 Hz, 
3H), 1.39-1.52 (m, 2H), 1.63-1.74 (m. 2H), 
2.19 (s, 3H), 2.74 (q, 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4.09 (s, 2H), 5.26-5.32 (m, 
IH), 1.%%^1AZ (m, 5H), 8.32 (s, IH), 10.72 
(d, 7.2 Hz, IH). 


13-022 


0 


1.00 (t, c/= 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 

1.46 (sextet, J= 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br s,lH), 

3.47 (br s, IH), 3.89-3.99 (m, IH), 4.17- 
4.26 (m, IH), 4.57-4.71 (m, 2H), 7.20-7.38 
(m, 5H), 8.44 (s, IH), 10.30 (br s. IH). 


13-023 




1.01 (t, c/= 7.5 Hz, 3H), 1.18-1.30 (m, 4H), 
1.43-1.60 (m, 2H), 1.64-1.81 (m, 2H), 1.78 
(s, 6H), 1.89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br 8, IH), 3.92-4.01 (m, IH), 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7.46 
(m, 2H), 8.33 (s, IH), 10.42 (br s, IH). 


13-024 


■ 0 


1.00 (t, c/= 7.5 Hz, 3H), 1.17-1.26 (m, 2H), 
I.d9-1.D0 ^m, 4H), 1.55 (a, 6/= 3.0 Hz, 3H), 
1.68-1.85 (m, 2H), 1.90-2.07 (m, 2H), 3.37 
(br 8,1H), 3.47 (br s. IH), 3.88-4,01 (m, 
IH), 4.17-4.30 (m, IH), 5.30 (quint, J'= 7.5 
Hz, IH), 7.18-7.41 (m, 5H), 8.40 (s, IH), 
10.34 (d, J= 7.8 Hz. IH). 


13-025 




1.00 (t, J= 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br s,lH), 3.49 (br 
s, IH), 3.89-3.99 (m, 3H), 4.20-4.30 (m, 
IH), 6.29 (q, 6.0 Hz, IH), 7.26-7,43 (m, 
6H), 8.40 (s, IH), 10.71 (d, 7.2 Hz, IH). 


13-026 


civ 


1.01 (t, 7.5 Hz, 3H), 1.20-1.31 (m, 2H), 
1.41-1.55 (m, 2H), 1,70-1.88 (m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s,lH), 3.48 (br s, 
IH), 3.90 (d, </= 4.8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4.31 (m, IH), 5,50-5.58 (m, IH), 
7.26-7.44 (m, 5H), 8.39 (s, IH), 10,74 (d, J 
= 7.8 Hz, IH). 


13-027 


o 


1.00 (t, J'= 7.5 Hz, 3H), 1.08 (t, 7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s, 3H), 2.63- 
2.68 (m, 2H), 3.90 (d, 5.7 Hz, 2H), 4.11 
(br s, 2H), 5,54 (s, IH), 7.26-7.44 (m, 5H), 
8.30 (s, IH), 10.74 (br d, 7.8 Hz, IH). 



215 



wo 02/053543 



PCT/JPOl/11427 



^8 2 



No. 


mm. 


^H-NMR (CDCI3) 


13-028 


CI 


1.00 (t, e/= 7.5 Hz, 3H), 1.23 (t, 7.5 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m, 2H), 
2.18 (s, 3H), 2.74 (quint, 7.8 Hz, 2H), 
3.90 (d, 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH), 7.26-7.44 (m, 5H), 8.30 
(s, IH), 10.74 (br d, 7.5 Hz, IH). 


13-029 




0.70 (t, 7.2 Hz, 3H), 1.11 (sextet, 
7.2 Hz, 2H), 1.54 (quint, e/ = 7.2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5.34 (quint, 7.2 Hz. IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10.41 (d, J= 7.8 Hz, 
IH). 


13-030 




0.72 (t. 7.5 Hz, 3H). 1.12 (sextet, c/ = 
7.5 Hz, 2H), 1.67 (quint, 7.5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s, 6H), 3.81 (t, c/= 8.4 
Hz, 2H), 7.16-7.57 (m, lOH), 8.37 (s, IH), 
10.49 (br s, IH), 


13-031 


HO 


0.70 (t, = 7.2 Hz, 3H), 1.10 (sextet, J = 
7.2 Hz, 2H), 1.54 (quint, J= 7.2 Hz, '2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 5.29-5.36 (m, IH), 7.16-7.57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, 6.6 Hz, 
IH), 


13-032 


Q 


0 70 (t. c/= 7 2 Hz 3H) 1 01 fa 9H'i 1 11 
(sextet, J'= 7.2 Hz, 2H), 1.54 (quint, c/= 7.2 
Hz, 2H), 1.83 (s, 3H). 3.29 (t, J= 4.8 Hz, 
2H), 3.80 (t, c/= 7.2 Hz, 2H), 7.20-7.67 (m, 
2H), 7.50-7.60 (m, 3H), 8.46 (s, IH), 10.15 
(br s, IH). 


13-033 




0.71 (t, c/= 7.5 Hz, 3H), 1.11 (sextet, 
7.5 Hz, 2H), 1.56 (quint, J ~ 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, 6.0 Hz, 3.6 Hz,* 
2H), 3.93 (d, e/= 6.0 Hz, 2H), 5.53-5.61 (m, 
IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10.83 
(d, 8.4 Hz, IH). 


13-034 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.58 (d, ^= 7.2 Hz, 3H), 1.64- 
1.77 (m, 4H), 1.83-1.92 (m, 2H), 2.60 (t, J= 
6.0 Hz, 2H), 2.74 (t, 6.0 Hz, 2H), 4.00- 
4.10 (m, 2H), 5.30 (quint, 7.2 Hz, IH). 
7.19-7.42 (m, 5H), 8.23 (s, IH), 10.34 (d, J 
^ 7.5 Hz. IH). 


13-035 




0.98 (t, 7.5 Hz, 3H), 1.44 (sextet, 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t, e/= 6.0 
Hz, 2H), 2.75 (t, J= 6.0 Hz, 2H), 3.89-3.98 
(m, 2H), 4.00-4.08 (m, 2H), 5.25-5.32 (m, 
IH), 7.27-7.43 (m, 5H), 8.27 (s, IH), 10.75 
(d, 5.4 Hz, IH). 


13-036 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.62-1,78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, 6.0 Hz, 2H), 2.75 (t, 
6.0 Hz, 2H), 3.91 (d, 6.0 Hz, 2H), 4.06 
(t, J - 7.2 Hz, 2H), 5.50-5.58 (m, IH), 
7.27-7.45 (m, 5H), 8.23 (s, IH), 10.75 (t, J= 
7.5 Hz, IH). 1 
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13-037 




0.99 (t, c/= 7.2 Hz, 3H), 1.18-1.61 (m, 8H), 
1.61-1.77 (m, 6H), 1.83-1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, 6.0 Hz, 2H), 2.73 
(t, c/= 6.0 Hz, 2H), 3.90-4.01 (m, IH), 4.03 
(t, 7.2 Hz, 2H), 8.24 (s, IH), 9.86 (d, J = 
7.5 Hz, IH). 


13-038 


0 


0.99 (t, 7.5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45 (sextet, c/= 7.5 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, 6.0 Hz, 2H), 2.74 (t, J = 
6.0 Hz, 2H), 3.28 (t, 6.0 Hz, 2H), 4.04 
(t, e7= 7.5 Hz, 2H), 8.25 (s, IH), 9.96 (br s, 
IH). 


13-039 


0 

to 


0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J- 
7.5 Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1.91 
(m, 2H), 1.99-2.11 (m, 2H), 2.61 (t, 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 4.02 (t, J 
- 7.5 Hz, 2H), 4.36 (sextet, </= 6,6 Hz, IH), 
8.24 (s, IH), 9.91 (d, 6.9 Hz, IH). 


13-040 




0.99 (t, J= 7.2 Hz, 3H), 1.05-1.29 (m, 6H), 
1.18 (d, J= 6.6 Hz, 3H), 1.45 (sextet, J- 
7.2 Hz, 2H), 1.59-1.92 (m, IIH), 2.61 (t, J= 
6.0 Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 3.93- 
4.13 (m, 1H+2H), 8.24 (s, IH), 9.85 (d. c/ = 
8.7 Hz. 1H>. 


13-041 




H X 
0" 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H), 1.60-1.78 (m, 4H), 1.83-1.91 
(m, 2H), 2.61 (t, J= 6.0 Hz, 2H), 2.75 (t, J- 
6.0 Hz, 2H), 3.70 (d, c/= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H), 5-38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, </= 
8.7 Hz, IH). 


13-042 




f ° 

H X JL J 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, c/ = 
7.5 Hz, 2H), 1.58 (d, J= 7.2 Hz, 3H), 1.68 
(quint, J = 7.6 Hz, 2H), 2.82 (t, J= 6.0 Hz, 
2H), 4.00 (t, 6.0 Hz, 2H), 4.05 (t, J= 7.5 
Hz, 2H), 4.58 (s, 2H), 5.29 (quint, J= 7.2 
Hz, IH), 7.23-7.42 (m, 5H), 8.17 (s, IH), 
10.25 (d, 7.6 Hz. IH). 


13-043 


cy 


^to 


0.99 (t, 7.2 Hz, 3H), 1.03-1.30 (m, 4H), 
1.18 (d, c/= 6.6 Hz, 3H), 1.45 (sextet, J- 
7.2 Hz, 2H), 1.60-1.84 (m, 9H), 2.82 (t, 
6.0 Hz, 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, 8.1 Hz, IH). 


13-044 




H X i J 


1.01 (t, c/= 7.5 Hz, 3H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.71 (quint, J= 7.5 Hz, 2H), 
1.79 (s, 6H), 2.82 (t, J= 6.0 Hz, 2H), 4.00 
(t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.5 Hz, 2H), 
4.54 (s, 2H), 7.26-7.34 (m, 3H), 7.42-7.46 
(m, 2H), 8.11 (8. IH). 10.34 (br s, IH). 


13-045 




0.99 (t, e7= 7.5 Hz, 3H), 1.19-1.52 (m, 8H), 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1.91- 
2.02 (m, 2H), 2.71 (t, e/= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H), 3.93-4.02 (m, IH), 4.16 
(br t, 7.5 Hz, 2H), 8.29 (s, IH), 9.86 (d, 
J= 6.9 Hz. IH). 
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13-046 






1.00 (t, 7.2 Hz, 3H), 1.47 (sextet, J 
= 7.2 Hz, 2H), 1-63-1.74 (m, 6H), 
x.oo-i.yu v^m, Zxi;, v.t, c/ — o.u xlz, 
2H), 2.96 (t, J'= 6.0 Hz, 2H), 4.23 (br 
t, J= 7.2 Hz, 2H),4.96 (d, 4.5 Hz, 
2H), 7.50 (t, 7.5 Hz, 2H), 7.61 (t, J 
= 7.6 Hz, IH), 8.04 (d, 7.5 Hz, 2H), 
8.29 (s.lH), 10.79 (br s, IH). 


13-047 




0.99 (t, e/= 7.2 Hz, 3H), 1.22-1.49 (m, 
6H), 1.60-1.78 (m, 6H), 1.94-2.01 (m, 
2H), 2.82 (t, J= 6.0 Hz, 2H), 3.91-4.05 
(m, 5H), 4.60 (s, 2H), 8.18 (s, IH), 
9.79 (d, J= 6.3 Hz, IH), 


13-048 






0.98 (t, e/= 7.2 Hz, 3H), 1.10-1.29 (m, 
6H), 1.40-1.56 (m, 8H), 1.65-1.82 (m, 
8H), 1.93 (br t, 12.0 Hz, IH), 2.66 
(t, c/= 6.0 Hz, 2H), 2.93 (t, J= 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br t, J= 7.2 Hz, 2H), 7,29 
(br s, IH), 8.00 (s, IH). 


13-049 


CI o 




0.99 (t, c/= 7.2 Hz, 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H), 1.61-1.73 (m, 6H), 1.87 
(sextet, e/= 6.0 Hz. 2H), 2.74 (t, 
6.0 Hz, 2H), 2.96 (t, 6.0 Hz, 2H), 
4.19 (br t, c/= 7.2 Hz, 2H), 4.68 (d, c/= 
6.0 Hz, 2H), 7.15 (dd, J= 8.4 Hz, 2.4 
Hz, IH), 7.23-7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz, IH), 8.31 (s,lH), 10.43 (br s. 
IH). 


13-050 


CI o 
CI 




0.99 (t, 7.2 Hz, 3H), 1.45 (sextet, J 
= 7.2 Hz, 2H), 1.63-1.79 (m, 4H), 1.89 
(quint, J- 6.0 Hz, 2H), 2.63 (t, c/= 6.0 
Hz, 2H), 2.76 (t, c/= 6.0 Hz, 2H), 4.05 
(t. ef = 8.1 Hz, 2H), 4.68 (d. 6.0 Hz, 
2H), 7.15 (dd, e/= 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, 2.4 Hz, 
IH). 8.27 (s,lH), 10.44 (br s. IH). 



Jii T CD i b ^ t) t) * ^ 0J t: ^ ^ $ n § o 



218 



wo 02/053543 



PCT/JPOl/11427 



^8 5 



O 




nBu 



^b^t» No. 






3-031 




Et 


3-032 




Et 


3-041 






3-042 






3-043 


(X 


CF3 
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3-017 


0 

^^^^^^^^^0^ Me 


3-018 


0 


3-019 


o 

"o^N Me 

6 


3-020 


o 

Phv^f^A^^Me 

0 


5-021 


a 

v-1 "O N Me 
nBu 


5-022 


Me oJ^J 
nBu 
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nBu 



No. 


Y2 




8-001 


-C(=0)-NH- 


(X 


8-002 


-C(=0)-NH- 


(X 


8-003 


-C(=0)-NH- 




8-004 


-C(=0)-NH- 




8-005 


-C(=0)-NH- 




8-006 


-C(=0)-NH- 


H 


8-007 


-C(=0)-NH- 




8-008 


-NH-C(=0)- 


(X 


8-009 


-NH-C(=0)- 




8-010 


-NH-C(=0)- 




8-011 


-NH-C(=0)- 




8-012 


-NH-C(=0)- 




8-013 


-NH-C(=0)- 




8-014 


-NH-C(=0)- 
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1 

Bn 



No. 


Y2 




8-015 


-C(=0)-NH- 


a 


8-016 


-C(=0)-NH- 




8-017 


-C(=0)-NH- 




8-018 


-C(=0)-NH- 




8-019 


-C(=0)-NH- 




8-020 


-C(=0)-NH- 




8-021 


-C(=0)-NH- 




8-022 


-NH-C(=0)- 


a 


8-023 


-NH-C(=0)- 




8-024 


-NH-C(=0)- 




8-025 


-NH-C(=0)- 


cu 


8-026 


-NH-C(=0)- 




8-027 


-NH-C(=0)- 




8-028 


-NH-C(=0)- 
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^8 9 



O 




1 U R fyJ ^ 


XL £7 


"Pin 


n 


y-UUA 


(4-ul;obji4UJti2- 


n-Bu 


3 


o n AO 


(o-Lrl)UoJl40J12- 


n-Bu 


3 


y-uuo 


(2-Cl)C6H4CH2- 


n-Bu 


3 


y-004 


(4-F)C6H4CH2- 


n-Bu 


3 


y-uut> 


(3-F)C6H4CH2- 


n-Bu 


3 


9-006 


(2-F)C6H4CH2- 


n-Bu 


3 


9-007 


(4-Me)C6H4CH2- 


n-Bu 


3 


9-008 


(3-Me)C6H4CH2- 


n-Bu 


3 


9-009 


(2-Me)C6H4CH2- 


n-Bu 


3 


9-010 


(4-MeO)C6H4CH2- 


n-Bu 


3 


9-011 


(3-MeO)C6H4CH2- 


n-Bu 


3 


9-012 


(2-MeO)C6H4CH2- 


n-Bu 


3 


9-013 


(4-Me2N)C6H4CH2- 


n-Bu 


3 


9-014 


(3-Me2N)C6H4CH2- 


n-Bu 


3 


9-015 


(2-Me2N)C6H4CH2- 


n-Bu 


3 


9-016 


(4-MeOCO)C6H4CH2- 


n-Bu 


3 


9-017 


(3-MeOCO)C6H4CH2- 


n-Bu 


3 


9-018 


(2-MeOCO)C6H4CH2- 


n-Bu 


3 


9-019 


{4-CN)C6H4CH2- 


n-Bu 


3 


9-020 


(3-CN)C6H4CH2- 


n-Bu 


3 


9-021 


(2CN)C6H4CH2- 


n-Bu 


3 


9-022 


(4N02)C6H4CH2- 


n-Bu 


3 


9-02o 


(dNt)2;U6Jn[4(JH2- 


n-Bu 


3 


O f\0 A 

J7-UZ4 


CZJNU^)Odx140x12- 


n-Bu 


3 






n-jju 


A 

4 


9-026 


{3-Cl)C6H4CH2- 


n-Bu 


4 


9-027 


(2-Cl)C6H4CH2- 


n-Bu 


4 


9-028 


(4-F)C6H4CH2- 


n-Bu 


4 


9-029 


(3-F)C6H4CH2- 


n-Bu 


4 


9-030 


(2-F)C6H4CH2. 


n-Bu 


4 


9-031 


(4-Me)C6H4CH2- 


n-Bu 


4 


9-032 


(3-Me)C6H4CH2- 


n-Bu 


4 


9-033 


(2-Me)C6H4CH2- 


n-Bu 


4 


9-034 


(4-MeO)C6H4CH2- 


n-Bu 


4 


9-035 


(3-MeO)C6H4CH2- 


n-Bu 


4 


9-036 


(2-MeO)C6H4CH2- 


n-Bu 


4 


9-037 


(4-Me2N)C6H4CH2- 


n-Bu 


4 


9-038 


(3-Me2N)C6H4CH2- 


n-Bu 


4 


9-039 


(2-Me2N)C6H4CH2- 


n-Bu 


4 


9-040 


(4-MeOCO)C6H4CH2- 


n-Bu 


4 
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^9 0 



O 






R9 


Pin 


n 


Q-OA 1 


V, o -ivie o o o XI 4 Lf ri is - 


n-±>u 


4 




^ - ivi e v J u D JTi 4 V ri A - 


n-Bu 


A 

4 




v4-OiN J0brl40riz- 


n-Bu 


4 


Q r\AA 


/■Q P\T^P^^TTAPTT9 


n-Bu 


4 




/■OPXTNPCXJ/I PUO 


n-i3u 


4 


y-U4D 


//I XTr\ 9N P C XT /I PtJ f> 


n-Bu 


4 


Q (\A^ 

y-u4 / 




n-Bu 


4 


57-U4o 


CZ JN U iS) O Dil 4 C/xl 2 - 


n-Bu 


4 




(4-Ul;0brl40Jbiz- 


n-Bu 


5 


y-uou 


(o-01)Obrl40xi2- 


n-Bu 


5 


y-uoi 


(Z-Oi;Obrl4ull2- 


n-Bu 


5 




(4-J?)Obtl40Jtl2- 


n-Bu 


5 


O ACQ 


/n T?\ /^/JTT yi OTTO 

(o-r)ubrl4Uri2- 


n-Bu 


5 


Q rt c /I 

y-uo4 


(Z-j?)Obll40Jd2- 


n-Bu 


5 


A A tr c: 


(4-Me) C6H4CH2- 


n-Bu 


5 


A AC/? 

y-Oob 


(3-Me)C6H4CH2- 


n-Bu 


5 


A A C7 


(2-Me)06H4CH2- 


n-Bu 


5 


A A fr O 


(4-MeO)C6H4CH2- 


n-Bu 


5 


y-uoy 


(o-iVleU)C6114Cli2- 


n-Bu 


5 


A Afi A 

y-ubo 


(2-MeU)L.6rl40il2- 


n-Bu 


5 


y-ubi 


(4-Me2jN>Obrl4Gxl2- 


n-Bu 


5 


y-uoi5 


vo -me 55 IN J O b Jl 4 Oxi Z - 


n-Bu 


5 


y-ubo 


vZ-iVieZiN;0b±1401iZ- 


n-Bu 


5 




(A ^wrc^^p^^pflTT/tp■^J9 


n-x>u 


5 


9-065 


f3-MeOCO')C6H4CH2- 


n-Bu 


K 


9-066 


(2-MeOCO)C6H4CH2- 


n-Bu 


5 


9-067 


(4-CN)C6H4CH2- 


n-Bu 


5 


9-068 


(3-CN)C6H4CH2- 


n-Bu 


5 


9-069 


(2CN)C6H4CH2- 


n-Bu 


5 


9-070 


(4N02)C6H4CH2- 


n-Bu 


5 


9-071 


(3N02)C6H4CH2- 


n-Bu 


5 


9-072 


(2N02)C6H4CH2- 


n-Bu 


5 


9-073 


(4-Cl)C6H4CH2- 


n-Bu 


6 


9-074 


(3-Cl)C6H4CH2- 


n-Bu 


6 


9-075 


(2-Cl)C6H4CH2- 


n-Bu 


6 


9-076 


(4-F)C6H4CH2- 


n-Bu 


6 


9-077 


(3-F)C6H4CH2- 


n-Bu 


6 


9-078 


(2-F)C6H4CH2- 


n-Bu 


6 


9-079 


(4-Me)C6H4CH2- 


n-Bu 


6 


9-080 


(3-Me)C6H4CH2. 


n-Bu 


6 
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^9 1 



O 




1 u a -fyJ ^ 




XvlU 


n 


y-uol 




n-Bu 


6 


y-uoz 




n-Bu 


6 


n n Q Q 


(o-MeU)UDxl4CrlZ- 


n-Bu 


6 


o no A 


(2-MeU)06ii40112- 


n-Bu 


6 


Q A Q C 


(4-MeiiiN) 00x140x1 ii- 


n-Bu 


6 


y-OoD 


(3-Me2N)C6H4CH2- 


TP* 

n-Bu 


6 


9-087 


(2-Me2N)C6H4CH2- 


n-Bu 


6 


9-088 


{4-MeOCO)C6H4CH2- 


n-Bu 


6 


9-089 


(3-MeOCO)C6H4CH2- 


n-Bu 


6 


9-090 


(2-MeOCO)C6H4CH2- 


n-Bu 


6 


9-091 


(4-CN)C6H4CH2- 


n-Bu 


6 


9-092 


/O /*1XT\ /^<^TT ^ /1TTr» 

(3-CN)C6H4CH2- 


n-Bu 


6 


9-093 


(2CN)C6H4CH2- 


n-Bu 


6 


9-094 


(4N02)C6H4CH2- 


n-Bu 


6 


9-095 


(3N02)C6H4CH2- 


n-Bu 


6 


9-096 


(2N02)C6H4CH2- 


n-Bu 


6 


9-097 


(4-Cl)C6H4CH2- 


Bnzyl 


3 


9-098 


(3-Cl)C6H4CH2- 


Bnzyl 


3 


9-099 


(2-Cl)C6H4CH2- 


Bnzyl 


3 


y-100 


(4-F)C6H4CH2- 


Bnzyl 


3 


9-101 


(3-r)C6H4CH2- 


Bnzyl 


3 


y-10^ 


(2-1? )C6iI4CH2- 


Bnzyl 


3 


Q 1 AO 


C4-Me)Obrl40xl2- 


Bnzyl 


3 


y-104 


(3-Me)C6xl40J12- 


T> 1 

Bnzyl 


3 


Q-1 0*^ 


V. ^ - ivx e ^ o XI *t Ji j& - 


xsnzyi 


Q 


9-106 


(4-MeO)C6H4CH2- 


Bnzyl 


3 


9-107 


(3-MeO)C6H4CH2. 


Bnzyl 


3 


9-108 


(2-MeO)C6H4CH2- 


Bnzyl 


3 


9-109 


(4-Me2N)C6H4CH2- 


Bnzyl 


3 


9-110 


(3-Me2N)C6H4CH2- 


Bnzyl 


3 


9-111 


(2-Me2N)C6H4CH2- 


Bnzyl 


3 


9-112 


(4-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-113 


(3-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-114 


(2-MeOCO)C6H4CH2- 


Bnzyl 


3 


9-115 


(4-CN)C6H4CH2- 


Bnzyl 


3 


9-116 


(3-CN)C6H4CH2- 


Bnzyl 


3 


9-117 


(2CN)C6H4CH2- 


Bnzyl 


3 


. 9-118 


(4N02)C6H4CH2- 


Bnzyl 


3 


9-119 


(3N02)C6H4CH2- 


Bnzyl 


3 


9-120 


(2N02)C6H4CH2- 


Bnzyl 


3 
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O 




S 




Pin 


n 


O 1 O 1 


(4-01}ODxl4Crli5- 


Bnzyl 


4 




Cd-Ol;Obrl4L/Jtlz- 


Bnzyl 


4 


O 1 o o 


(2-Oi}ODxl4uJi2- 


Bnzyl 


4 


y- 124 


(4-F)C6H4CH2- 


Bnzyl 


4 


ft IOC 


(3-F)C6H4CH2- 


Bnzyl 


4 


9-126 


{2-F)C6H4CH2- 


Bnzyl 


4 


9-127 


{4-Me)C6H4CH2- 


Bnzyl 


4 


9-128 


(3-Me)C6H4CH2- 


Bnzyl 


4 


9-129 


/rt TV /T \ />TT il /^TT rt 

(2-Me)C6H4CH2- 


Bnzyl 


4 


9-130 


(4-MeO)C6H4CH2- 


Bnzyl 


4 


9-131 


{3-MeO)C6H4CH2- 


Bnzyl 


4 


9-132 


(2-MeO)C6H4CH2- 


Bnzyl 


4 


9-133 


(4-Me2N)C6H4CH2- 


Bnzyl 


4 


9-134 


(3-Me2N)C6H4CH2- 


Bnzyl 


4 


9-135 


(2-Me2N)C6H4CH2- 


Bnzyl 


4 


9-136 


(4-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-137 


(3-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-138 


(2-MeOCO)C6H4CH2- 


Bnzyl 


4 


9-139 


/J /~T "NT\ /"I /*TT ^ /^TT t> 

(4-CN)C6H4CH2- 


Bnzyl 


4 


9-140 


(3-CN)C6H4CH2- 


Bnzyl 


4 


9-141 


(2CN)C6H4CH2- 


Bnzyl 


4 




(4N02)C6H4CH2- 


Bnzyl 


4 


y-143 


(3N02)C6H4CH2- 


Bnzyl 


4 


Ck 1 A A 


(2NU2)C6H4CH2- 


Bnzyl 


4 






onzyi 


er 

a 


9-146 


(3-Cl)C6H4CH2. 


Bnzyl 


5 


9-147 


(2-Cl)C6H4CH2- 


Bnzyl 


5 


9-148 


(4-F)C6H4CH2- 


Bnzyl 


5 


9-149 


(3-F)C6H4CH2- 


Bnzyl 


5 


9-150 


(2-F)C6H4CH2- 


Bnzyl 


5 


9-151 


(4-Me)C6H4CH2- 


Bnzyl 


5 


9-152 


(3-Me)C6H4CH2- 


Bnzyl 


5 


9-153 


(2-Me)C6H4CH2- 


Bnzyl 


5 


9-154 


(4-MeO)C6H4CH2- 


Bnzyl 


5 


9-155 


(3-MeO)C6H4CH2- 


Bnzyl 


5 


9-156 


(2-MeO)C6H4CH2- 


Bnzyl 


5 


9-157 


(4-Me2N)C6H4CH2- 


Bnzyl 


5 


9-158 


(3-Me2N)C6H4CH2- 


Bnzyl 


5 


9-159 


(2-Me2N)C6H4CH2- 


Bnzyl 


5 


9-160 


(4-MeOCO)C6H4CH2- 


Bnzyl 


5 
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R9 
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n 


9-161 


(3-MeOCO)C6H4CH2- 


Bnzyl 


5 


9-162 


(2-MeOCO)C6H4CH2- 


Bnzyl 


5 


9-163 


(4-CN)C6H4CH2- 


Bnzyl 


5 


9-164 


(3-CN)C6H4CH2- 


Bnzyl 


5 


9-165 


(2CN)C6H4CH2- 


Bnzyl 


5 


9-166 


(4N02)C6H4CH2- 


Bnzyl 


5 


9-167 


(3N02)C6H4CH2- 


Bnzyl 


5 


9-168 


(2N02)C6H4CH2- 


Bnzyl 


5 


9-169 


(4-Cl)C6H4CH2- 


Bnzyl 


6 


9-170 


(3-Cl)C6H4CH2- 


Bnzyl 


6 


9-171 


(2-Cl)C6H4CH2- 


Bnzyl 


6 


9-172 


(4-F)C6H4CH2- 


Bnzyl 


6 


9-173 


(3-F)C6H4CH2- 


Bnzyl 


6 


9-174 


(2-F)C6H4CH2- 


Bnzyl 


6 


9-175 


(4-Me)C6H4CH2- 


Bnzyl 


6 


9-176 


(3-Me)C6H4CH2- 


Bnzyl 


6 


9-177 


(2-Me)C6H4CH2- 


Bnzyl 


6 


9-178 


(4-MeO)C6H4CH2. 


Bnzyl 


6 


9-179 


(3-MeO)C6H4CH2- 


Bnzyl 


6 


9-180 


(2-MeO)C6H4CH2- 


Bnzyl 


6 


9-181 


(4-Me2N)C6H4CH2- 


Bnzyl 


6 


9-182 


(3-Me2N)C6H4CH2- 


Bnzyl 


6 


9-183 


(2-Me2N)C6H4CH2- 


Bnzyl 


6 


9-184 


(4-MeOCO)C6H4CH2. 


Bnzyl 


6 


9-185 


(3-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-186 


(2-MeOCO)C6H4CH2- 


Bnzyl 


6 


9-187 


(4-CN)C6H4CH2- 


Bnzyl 


6 


9-188 


(3-CN)C6H4CH2- 


Bnzyl 


6 


9-189 


(2CN)C6H4CH2- 


Bnzyl 


6 


9-190 


(4N02)C6H4CH2- 


Bnzyl 


6 


9-191 


(3N02)C6H4CH2- 


Bnzyl 


6 


9-192 


(2N02)C6H4CH2- 


Bnzyl 


6 


9-193 


(4-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-194 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-195 


(2-Cl)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-196 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-197 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-198 


(2-F)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-199 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


3 


9-200 


(3-Me)C6H4CH2- 


4-pyridyl.CH2- 


3 
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n 




^ z - ivi e > L» o xi 4 V/ XI z - 


4-pyriayi-Orl2- 


3 


9-202 




A iMVT-v.-I^wl TT n 

4-pyraayJ.-Orlz- 


3 




la-JVJ.eU}L/bxl40xl2- 


A • J 1 /"ITT £*» 

4-pyridyl-CH2- 


3 




vZ-iVieU}0bxl40xlz- 


^ • J 1 /^TT Ck 

4-pyridyl-CH2- 


3 




V4-lVieZJN)Ubil40rlZ- 


4-pyridyl-CH2- 


3 


Q one 


(o-mezJ\)UDH40id2- 


4-pyridyl-CH2- 


3 


J7-ZU / 


(z-MezJN)Ubrl40±12- 


4-pyridyi-CH2- 


3 


Q 9nA 


V4-MeUOU)UoJ14UJH.2- 


4-pyridyl-CH2- 


3 




(a-MeUOU)Ubtl40J12- 


4-pyridyl-CH2- 


3 


Q *> 1 A 


(z-MeUoU)Obrl40112- 


4-pyridyl-CH2- 


3 


o oil 


(4-CN)C6J14CH2- 


4-pyridyl-CH2- 


3 




(d-OiN;ODxl40rl2- 


4-pyridyl-CH2- 


3 


€k 01 0 


(2uXn)L6H4CH2- 


4-pyridyl-CH2- 


3 


O O 1 /I 


(4JN(J2)C6H4CH2- 


4-pyridyl-CH2- 


3 


O OIK 


(oJN U2) G6H4CH2- 


4-pyridyl-CH2- 


3 


O O 1 c 


/OXT/^c>\ /^/?XT jl /^TTfl 

(2JnU2)G6Ji4CH2- 


4-pyridyl-CH2- 


3 


Q 01 T 


(4-01)C6rI4CH2- 


4-pyridyl-CH2- 


4 


Q O 1 C 


(3-01)06H4CH2- 


4-pyridyl-CH2- 


4 


y-z±y 


Vz-01)UbJcl4Cri2- 


4-pyridyl-CH2- 


4 


Q oon 
y-zzu 


(4-J< ;Obri4u±12- 


4-pyridyl-CH2- 


4 


Q 001 


(o-r )0bJl40JnLz- 


4-pyridyl-CH2- 


4 


Q 999 


^z-r jODJtl4LfJlz- 


4-pyridyl-CH2- 


4 


Q 99Q 


V4-JYie^Obxl40JclZ- 


4-pyridyl-CH2- 


4 


t7~Z^ft 


V^t - iVie j O 0x14 L» JQ. z- 


4-pyridyi-GH2- 


4 


9-225 


(2-Me)C6H4CH2- 




A 


9-226 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-227 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-228 


(2.MeO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-229 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-230 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-231 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-232 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-283 


(3.MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-234 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-235 


(4-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-236 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-237 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-238 


(4N02)C6H4CH2- 


4-pyridyl-GH2- 


4 


9-239 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


4 


9-240 


{2N02)C6H4CH2- 


4-pyridyl-CH2- 


4 
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^-pyriayi-L/HZ- 


0 
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D 


Q 9/1^1 
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tr 
0 




(A ^?^PftTTJ4 pw*> 


4-pyriayl-UJti^- 


5 




/■Q ■I^^pft■^T>lP'n^f> 

\0^s ;UDJl40XlZ- 


4-pyriciyl- OJtlz- 


5 


Q O ACi 


(^z-r ;Objl40Jtl4- 


4-pyriayi-Orl2- 


5 


Q 9/17 


V4- Me J L> bxi 4 Oxl ii- 


4-pyriayl- CH2- 


5 


Q Q /I Q 


o - M e ) b Jtl 4 O rl Z - 


4-pyriayi-CJ12- 


5 


y-Z4y 


- Me ; U b xl 4 U ri ii - 


4-pyri(lyl- CH2- 


5 


Q OKA 


(4-MeU;ODxl4Uxl^- 


4-pyriayl-Grl2- 


5 


Q O fC 1 


Co-MeU>ODJl40xlZ- 


4-pyridyl-CH2- 


5 


y-^DZ 


(-4-MeUjODXi4L»Jl^- 


4-pyridyl-CH2- 


5 


y-Zoo 


/>! TV^^OVTNi^eXTil OTTO 


4-pyridyl-CH2- 


5 


n o c >i 


(3-Me2N)CDrl4UJH.2- 


4-pyridyl-CH2- 


5 


v-Zob 


/o A/r ^ /^TT /I Otto 

(Z-Me2JN)CbH4uH2- 


4-pyridyl-CH2- 


5 




V4-MeUOU)Obil4Cil2- 


4-pyridyl-CH2- 


5 


O OKI 


Vo-iVleUOUjL»brl40iiZ- 


A ^ J 1 /"I T_T O 

4-pyriayl-L/rl2- 


5 


O f> Q 


CZ-jVleUuU)UDjl4Crii5- 


4-pyridyl-CH2- 


5 


y-zoy 


C4-OJN ;Uoxi40xlZ- 


A - J —.1 r\ XT o 

4-pyriayl- CH 2 - 


5 


y-zou 


(^o-OiN;Obxl4L/riZ- 


4-pyridyl- uil2- 


5 


y-,^DjL 


(^-<5 OXN ^ L/O ±1 4L»xli&- 


4-pyriayl-Ojl2- 


5 


y-zbz 


/'/^XT^^o^^«^;■|U/t^'TJo 
(^4i\ UZjL/bJtl4Urli5- 


4-pyriayl-Ojl2- 


5 


y-^oo 


(oiN *JZ^L/bJcl40rlZ- 


4-pyriayi-OiTZ- 


tr 

o 




/ 9 M n 9 ^ P A W A P W 9 


4-pyriayi-Oxiz- 


cr 
0 


9-265 


f4-CDC6H4CH2- 






9-266 


(3-Cl)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-267 


(2-Cl)C6H4CH2. 


4-pyridyl-CH2- 


6 


9-268 


(4-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-269 


(3-F)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-270 


(2-F)C6H4CH2- 


4.pyridyl-CH2- 


6 


9-271 


(4-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-272 


(3-Me)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-273 


(2-Me)C6H4CH2. 


4-pyridyl-CH2- 


6 


9-274 


(4-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-276 


(3-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-276 


(2-MeO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-277 


(4-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-278 


(3-Me2N)C6H4CH2- 


4-pyridyl-CH2. 


6 


9-279 


(2-Me2N)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-280 


(4-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 
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9-281 


(3-MeOCO)C6H4CH2- 


4-pyri(iyl-CH2- 


6 


9-282 


(2-MeOCO)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-283 


(4-CN)C6H4CH2- 


4.pyridyl-CH2- 


6 


9-284 


(3-CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-285 


(2CN)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-286 


(4N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-287 


(3N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-288 


(2N02)C6H4CH2- 


4-pyridyl-CH2- 


6 


9-289 


(4-Cl)C6H4CH2CH2. 


n-Bu 


3 


9-290 


(3-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-291 


(2-Cl)C6H4CH2CH2- 


n-Bu 


3 


9-292 


(4.F)C6H4CH2CH2- 


n-Bu 


3 


9-293 


(3-F)C6H4CH2CH2- 


n-Bu 


3 


9-294 


(2-F)C6H4CH2CH2- 


n-Bu 


3 


9-295 


(4-Me)C6H4CH2CH2. 


n-Bu 


3 


9-296 


(3-Me)C6H4CH2CH2- 


n-Bu 


3 


9-297 


(2-Me)C6H4CH2CH2- 


n-Bu 


8 


9-298 


(4-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-299 


(3-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-300 


(2-MeO)C6H4CH2CH2- 


n-Bu 


3 


9-301 


(4-Me2N)C6H4CH2CH2. 


n-Bu 


3 


9-302 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-303 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


3 


9-304 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-305 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


3 


9-306 


(2-MeOC0)C6H4CH2CH2. 


n-Bu 


3 


9-307 


(4-CN)C6H4CH2CH2- 


n-Bu 


3 


9-308 


(3-CN)C6H4CH2CH2- 


n-Bu 


3 


9-309 


(2CN)C6H4CH2CH2- 


n-Bu 


3 


9-310 


(4N02)C6H4CH2CH2- 


n-Bu 


3 


9-311 


(3N02)C6H4CH2CH2- 


n-Bu 


3 


9-312 


(2N02)C6H4CH2CH2- 


n-Bu 


3 


9-313 


(4-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-314 


(3-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-315 


(2-Cl)C6H4CH2CH2- 


n-Bu 


4 


9-316 


(4-F)C6H4CH2CH2- 


n-Bu 


4 


9-317 


(3-F)C6H4CH2CH2- 


n-Bu 


4 


9-318 


(2-F)C6H4CH2CH2- 


n-Bu 


4 


9-319 


(4-Me)C6H4CH2CH2- 


n-Bu 


4 


9-320 


(3-Me)C6H4CH2CH2- 


n-Bu 


4 
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RIO 


n 


9-321 


(2-Me)C6H4CH2CH2- 


n-Bu 


4 


9-322 


(4-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-323 


(3-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-324 


(2-MeO)C6H4CH2CH2- 


n-Bu 


4 


9-325 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-326 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-327 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


4 


9-328 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-329 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-330 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


4 


9-331 


(4-CN)C6H4CH2CH2- 


n-Bu 


4 


9-332 


(3-CN)C6H4CH2CH2- 


n-Bu 


4 


9-333 


(2CN)C6H4CH2CH2- 


n-Bu 


4 


9-334 


(4N02)C6H4CH2CH2- 


n-Bu 


4 


9-335 


(3N02)C6H4CH2CH2- 


n-Bu 


4 


9-336 


(2N02)C6H4CH2CH2- 


n-Bu 


4 


9-337 


(4-Cl)C6H4GH2CH2- 


n-Bu 


5 


9-338 


(3-Cl)C6H4CH2CH2- 


n-Bu 


5 


9-339 


(2- CI) C6H4CH2CH2- 


n-Bu 


5 


9-340 


(4-F)C6H4CH2CH2- 


n-Bu 


5 


9-341 


(3-F)C6H4CH2CH2- 


n-Bu 


5 


9-342 


(2-F)C6H4CH2CH2- 


n-Bu 


5 


9-343 


(4-Me)C6H4CH2CH2- 


n-Bu 


5 


9-344 


(3-Me)C6H4CH2CH2- 


n-Bu 


5 






n-Bu 


5 


9-346 


(4-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-347 


(3-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-348 


(2-MeO)C6H4CH2CH2- 


n-Bu 


5 


9-349 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-350 


(3-Me2N)C6H4CH2CH2. 


n-Bu 


5 


9-351 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


5 


9-352 


(4-MeOC0)C6H4CH2CH2- 


n-Bu 


5 


9-353 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-354 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


5 


9-355 


(4-CN)C6H4CH2CH2- 


n-Bu 


5 


9-356 


(3-CN)C6H4CH2CH2- 


n-Bu 


5 


9-357 


(2CN)C6H4CH2CH2- 


n-Bu 


5 


9-358 


(4N02)C6H4CH2CH2- 


n-Bu 


5 


9-359 


(3N02)C6H4CH2CH2- 


n-Bu 


5 


9-360 


(2N02)C6H4CH2CH2- 


n-Bu 


5 
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9-361 


(4-Cl)C6H4CH2CH2- 


n-Bu 


6 




(3-Cl)C6H4CH2CH2- 


n-Bu 


6 




(2-Cl)C6H4CH2CH2- 


n-Bu 


6 


9-364 


(4-F)C6H4CH2CH2- 


n-Bu 


6 


9-365 


(3-F)C6H4CH2CH2- 


n-Bu 


6 


9-366 


(2-F)C6H4CH2CH2- 


n-Bu 


6 


9-367 


(4-Me)C6H4CH2CH2- 


n-Bu 


6 


9-368 


(3-Me)C6H4CH2CH2- 


n-Bu 


6 


9-369 


(2-Me)C6H4CH2CH2- 


n-Bu 


6 


9-370 


(4-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-371 


(3-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-372 


(2-MeO)C6H4CH2CH2- 


n-Bu 


6 


9-373 


(4-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-374 


(3-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-375 


(2-Me2N)C6H4CH2CH2- 


n-Bu 


6 


9-376 


(4-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-377 


(3-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-378 


(2-MeOCO)C6H4CH2CH2- 


n-Bu 


6 


9-379 


(4- CN)C6H4CH2CH2- 


n-Bu 


6 


9-380 


(3-CN)C6H4CH2CH2- 
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4 


9-610 


(4-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-611 


(3-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-612 


(2-MeO)C6H4CH(Me)- 


n-Bu 


4 


9-613 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-614 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-615 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


4 


9-616 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-617 


/ ri TV fl" /*\\ ^ /^TT ^ ^TT /TV IT \ 

(3-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-618 


/T» TV iT i'^ y^ \ /~l T T J TT r \ 

{2-MeOCO)C6H4CH(Me)- 


n-Bu 


4 


9-619 


(4-CN)C6H4CH(Me)- 


n-Bu 


4 


9-620 


(3-CN)C6H4CH(Me)- 


n-Bu 


4 


9-621 


(2 CN) C6H4CH(Me)- 


n-Bu 


4 


f\ coo 

9-622 


(4N02)C6H4CH(Me)- 


n-Bu 


4 


y-biio 


(dJNU2)0bH4CH(Me)- 


n-Bu 


4 


y-b^4 


(zJn U2;0bjl4Cxl(Me)- 


n-Bu 


4 


9-625 




u-ou 


e 
t> 


9-626 


(3-Cl)C6H4CH{Me)- . 


n-Bu 


5 


9-627 


(2-Cl)C6H4CH(Me)- 


n-Bu 


5 


9-628 


(4-F)C6H4CH(Me)- 


n-Bu 


5 


9-629 


(3-F)C6H4CH(Me)- 


n-Bu 


5 


9-630 


(2-F)C6H4CH(Me)- 


n-Bu 


5 


9-631 


(4-Me)C6H4CH(Me)- 


n-Bu 


5 


9-632 


(3-Me)C6H4CH(Me)- 


n-Bu 


5 


9-633 


(2-Me)C6H4CH(Me)- 


n-Bu 


5 


9-634 


(4-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-635 


(3-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-636 


(2-MeO)C6H4CH(Me)- 


n-Bu 


5 


9-637 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-638 


(3-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-639 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


5 


9-640 


(4-MeOCO)C6H4CH(Me)- 


n-Bu 


5 
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VL^ >«a^ /Mti ^ a 


ivy 


IVlU 


n 


y-o4i 


(3-MeUOU) 00x14 ull(Me)- 


n-Bu 


5 




(2-MeUCO)06H40H(Me)- 


n-Bu 


5 


9-643 


(4-CN)C6H4uH(Me)- 


n-Bu 


5 


9-644 


(3-ON)C6H4CH(Me)- 


n-Bu 


5 


9-645 


(2GN)C6H4CH(Me)- 


n-Bu 


5 


9-646 


(4N02)C6H4CH(Me)- 


n-Bu 


5 


9-647 


(3N02)C6H4CH(Me)- 


n-Bu 


5 


9-648 


(2N02)C6H4CH(Me)- 


n-Bu 


5 


9-649 


{4-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-650 


/ r\ \ \ yi XT M xx it" n 

(3-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-651 


m "1 N 4^ aTX J ^^XX y^ iT X 

(2-Cl)C6H4CH(Me)- 


n-Bu 


6 


9-652 


(4-F)C6H4CH(Me)- 


n-Bu 


6 


9-653 


(3-F)C6H4CH(Me)- 


n-Bu 


6 


9-654 


(2-F)C6H4CH(Me)- 


n-Bu 


6 


9-655 


(4-Me)C6H4CH(Me)- 


n-Bu 


6 


9-656 


(3-Me)C6H4CH(Me)- 


n-Bu 


6 


9-657 


(2-Me)C6H4CH(Me)- 


n-Bu 


6 


9-658 


(4-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-659 


(3-MeO)C6H4GH(Me)- 


n-Bu 


6 


9-660 


(2-MeO)C6H4CH(Me)- 


n-Bu 


6 


9-661 


(4-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-662 


{3-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-663 


(2-Me2N)C6H4CH(Me)- 


n-Bu 


6 


9-664 


/A TV JT /~\ /^\ ^ O TT J TT /TV iT \ 

(4-MeOCO)C6H4CH(Me)- 


n-Bu 


6 




vo -ivie \^ Dxi ^ xi V^ivie^ - 


n-Jt5u 


b 


9-666 


(2-MeOCO)C6H4CHfMe)- 


n-Bu 


6 


9-667 


(4-CN)C6H4CH(Me)- 


n-Bu 


6 


9-668 


(3-CN)C6H4CH(Me)- 


n-Bu 


6 


9-669 


(2CN)C6H4CH(Me)- 


n-Bu 


6 


9-670 


(4N02)C6H4CH(Me)- 


n-Bu 


6 


9-671 


(3N02)C6H4CH(Me)- 


n-Bu 


6 


9-672 


(2N02)C6H4CH(Me)- 


n-Bu 


6 


9-673 


(4-Cl)C6H4CHCMe)- 


Bnzyl 


3 


9-674 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-675 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


3 


9-676 


(4-F)C6H4CH(Me)- 


Bnzyl 


3 


9-677 


(3-F)C6H4CH(Me)- 


Bnzyl 


3 


9-678 


(2-F)C6H4CH(Me)- 


Bnzyl 


3 


9-679 


(4-Me)C6H4CH(Me)- 


Bnzyl 


3 


9-680 


(S-Me)C6H4CH(Me)- 


Bnzyl 


3 



239 



wo 02/053543 
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R9 


RIO 


n 


9-681 


(2-Me)C6H4CH(Me)- 


Bnzyl 


3 


9-682 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-683 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-684 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


3 


9-685 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-686 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-687 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


3 


9-688 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-689 


(3-MeOGO)C6H4CH(Me)- 


Bnzyl 


3 


9-690 


(2.MeOCO)C6H4CH(Me)- 


Bnzyl 


3 


9-691 


(4-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-692 


(3-CN)C6H4CH(Me)- 


Bnzyl 


3 


9-693 


(2CN)C6H4CH(Me)- 


Bnzyl 


3 


9-694 


(4N02)C6H4CH(Me)- 


Bnzyl 


3 


9-695 


(3N02)C6H4CH(Me)- 


Bnzyl 


3 


9-696 


(2N02)C6H4CH(Me)- 


Bnzyl 


3 


9-697 


(4-Cl)C6H4Cft(Me)- 


Bnzyl 


4 


9-698 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-699 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


4 


9-700 


(4-F)C6H4CH(Me)- 


Bnzyl 


4 


9-701 


(3-F)C6H4CH(Me)- 


Bnzyl 


4 


9-702 


(2-F)C6H4CH(Me)- 


Bnzyl 


4 


9-703 


(4-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-704 


(3-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-705 


(2-Me)C6H4CH(Me)- 


Bnzyl 


4 


9-706 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-707 


(3-MeO)C6H4CH{Me)- 


Bnzyl 


4 


9-708 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


4 


9-709 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-710 


(3.Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-711 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


4 


9-712 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-713 


(3-MeOCO)C6H4CH(Me). 


Bnzyl 


4 


9-714 


(2-MeOCO)C6H4CH(Me)- 


Bnzyl 


4 


9-715 


(4-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-716 


(3-CN)C6H4CH(Me)- 


Bnzyl 


4 


9-717 


(2CN)C6H4CH(Me)- 


Bnzyl 


4 


9-718 


(4N02)C6H4CH(Me)- 


Bnzyl 


4 


9-719 


(3N02)C6H4CH(Me)- 


Bnzyl 


4 


9-720 


(2NO2)C6H4CH0W[e)- 


Bnzyl 


4 
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Ky 
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n 


9-721 


(4-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-722 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-723 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


5 


9-724 


(4-F)C6H4CH(Me)- 


Bnzyl 


5 


9-725 


(3-F)C6H4CH(Me)- 


Bnzyl 


5 


9-726 


(2-F)C6H4CH(Me)- 


Bnzyl 


5 


9-727 


(4-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-728 


(3-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-729 


(2-Me)C6H4CH(Me)- 


Bnzyl 


5 


9-730 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-731 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-732 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


5 


9-733 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-734 


(3.Me2N)C6H4GH(Me)- 


Bnzyl 


5 


9-735 


(2-Me2N)C6H4CH(Me)- 


Bnzyl 


5 


9-736 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-737 


(3-MeOCO)C6H4CH(Me)- 


Bnzyl 


5 


9-738 


(2-MeOCO)C6H4CH{Me)- 


Bnzyl 


5 


9-739 


{4-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-740 


(3-CN)C6H4CH(Me)- 


Bnzyl 


5 


9-741 


(2CN)C6H4CH(Me)- 


Bnzyl 


5 


9-742 


(4N02)C6H4CH(Me)- 


Bnzyl 


5 


9-743 


(3N02)C6H4CH(Me)- 


Bnzyl 


5 


9-744 


(2N02)C6H4CH(Me)- 


Bnzyl 


5 


9-745 


(4-Ul)C6H4CH(Me)- 


Bnzyl 


6 


9-746 


(3-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-747 


(2-Cl)C6H4CH(Me)- 


Bnzyl 


6 


9-748 


(4-F)C6H4CH(Me)- 


Bnzyl 


6 


9-749 


(3-F)C6H4CH(Me)- 


Bnzyl 


6 


9-750 


(2-F)C6H4CH(Me)- 


Bnzyl 


6 


9-751 


(4-Me)C6H4CH(Me). 


Bnzyl 


6 


9-752 


(3-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-753 


(2-Me)C6H4CH(Me)- 


Bnzyl 


6 


9-754 


(4-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-755 


(3-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-756 


(2-MeO)C6H4CH(Me)- 


Bnzyl 


6 


9-757 


(4-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-768 


(3-Me2N)C6H4CH(Me)- 


Bnzyl 


6 


9-759 


(2-Me2N)C6H4CHfMe)- 


Bnzyl 


6 


9-760 


(4-MeOCO)C6H4CH(Me)- 


Bnzyl 


6 
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p 1 n 
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n 


Q net 1 


(o-MeUOU;UoH4Crl(Me)- 


Bnzyl 


6 


y- / DA 


(,Z-MeU0U)UbJl40Jl(Me)- 


Bnzyl 


6 


y- /bo 


(4-OjN;Ubxl40jl(Me)- 


Bnzyl 


6 


y-7D4 


(d-OJN)bDrl4CH(Me)- 


T» 1 

Bnzyl 


6 


y-7o5 


0 JN ) 0611 4 C H (Me) - 


T> 1 

Bnzyl 


6 


o n r* ry 


(4JNU2)06H4CH(Me)- 


Bnzyl 


6 




(3N02)C6H4CH(Me)- 


Bnzyl 


6 


9-768 


(2N02)C6H4CH(Me)- 


Bnzyl 


6 


9-769 


(4- Ol) C 6H4 CH (Me)- 


4-pyridyl-CH2- 


3 


o n n f\ 


(3-Oi)L6H4CH(Me)- 


4-pyridyI-CH2- 


3 


9-771 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-772 


(4-F)G6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-773 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-774 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-775 


(4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-776 


/ O TV — \ /^ y-» TT A TT /TV <r \ 

(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 




/n T\ >r _ \ /^ /» TT >t o TT /n iT \ 

(2-Me)C6H4GH(Me)- 


4-pyridyl-CH2- 


3 


9-77o 


/A X^ _ /^ /»TT <4 /^TT /A /r ^ \ 

{4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 




{3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-780 


/rt TV>r_ /^/»TT vl /iTT /n /r \ 

(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


y-7oi 


(4-Me2JN)C6Jtt4i/M(Me)- 


4-pyridyl-CH2- 


3 


y-7oi5 


{o-me^iv}Ooidl40Jl(Me)- 


4-pyrzdyl-CH2- 


3 


y- / OO 


-Me i3 IN ) O dH 4 Oil ( Me ) - 


4-pyridyl-CH2- 


3 


y- / o4 


(4-MeUOU;Obri40il(Me}- 


A * J 1 /^TTo 

4-pyriayl-ull2- 


3 


9-785 




A. rvTrvirlTTl PTT9 

^-pyriayi-oxiz- 


Q 
O 


9-786 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-787 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-788 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-789 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-790 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2. 


3 


9-791 


(3N02)C6H4CH{Me)- 


4-pyridyl-CH2- 


3 


9-792 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


3 


9-793 


(4-Cl)C6H4CHaVIe)- 


4-pyridyl-CH2- 


4 


9-794 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-795 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-796 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-797 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-798 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-799 


{4-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-800 


(3-Me)C6H4CH(Me)- 


4.pyridyl.CH2- 


4 
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<^ il^Ti ^ 
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n 




i.^-Me;ubii40xl(iYle)- 


4-pyriayl-CH2- 


4 




f,4-MeU;0bxl40rl(Me)- 


4-pyriayl-CH2- 


4 




Co-MeU)Obll4bJtl(Me)- 


4-pyridyl-CH2- 


4 


c\ o n A 


(z-MeU)C6rl4Url(Me)- 


4-pyridyl-CH2- 


4 


y-OUD 


(4-Me2N)06H4CH(Me)- 


4-pyridyl-CH2- 


4 


y-OUD 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


o o r\ r? 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-808 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-809 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-810 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-811 


{4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-812 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-813 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-814 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-815 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-816 


(2NP2)C6H4CH(Me)- 


4-pyridyl-CH2- 


4 


9-817 


(4-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-818 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-819 


(2-Cl)G6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-820 


/ A TI>\ i-1 /< TT ^ /-ITT / fi K \ 

(4-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


y-o^i 


/O T?\ /^/>TT ^ /*1TT /A>r _\ 

(S-r )C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-o22 


(2 -F) C 6H 4 CH (Me) - 


4-pyridyl-CH2- 


5 


Q O O Q 


(4-Me)C/6H4CH{Me)- 


4-pyridyl-CH2- 


5 


O QO A 

y-oZ4 


(d-Me;UDxl40il(Me)- 


4-pyridyl-CH2- 


5 




- IVl c ^ ^ 0 XjL ft 11 v.i.Yie ^ - 


4i-pyiiCiyi-L/Jiz- 


e 


9-826 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-827 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-828 


(2-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-829 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-830 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-831 


(2-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-832 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-833 


(3-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-834 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl.CH2- 


5 


9-835 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-836 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-837 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-838 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 


9-839 


{3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-840 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


5 
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Ky 
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n 


9-841 


(4-Cl)C6H4CH(Me)- 


4-pyri(iyl-CH2- 


6 


9-842 


(3-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-843 


(2-Cl)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-844 


(4-F)C6H4CH(Me)- 


4-pyridyl-CH2. 


6 


9-845 


(3-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-846 


(2-F)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-847 


(4-Me)C6H4CH(Me)- 


4.pyridyl-CH2- 


6 


9-848 


(3-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-849 


(2-Me)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-860 


(4-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-851 


(3-MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-852 


(2'.MeO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-853 


(4-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-854 


(3-Me2N)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-855 


(2-Me2N)C6H4CH(Me). 


4-pyridyl-CH2- 


6 


9-856 


(4-MeOCO)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-857 


(3-MeOCO)C6H4CH{Me)- 


4-pyridyl-CH2- 


6 


9-858 


(2-MeOCO)C6H4CH(Me)- 


4-pyridyl.CH2- 


6 


9-859 


(4-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-860 


(3-CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-861 


(2CN)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-862 


(4N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-863 


(3N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 


9-864 


(2N02)C6H4CH(Me)- 


4-pyridyl-CH2- 


6 




v**- oi^ o b ri4 o ^JVie z j - 


n-Bu 


3 


9-866 


(3-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-867 


(2-Cl)C6H4C(Me2)- 


n-Bu 


3 


9-868 


(4-F)C6H4C(Me2)- 


n-Bu 


3 


9-869 


(3-F)C6H4C(Me2)- 


n-Bu 


3 


9-870 


(2-F)C6H4C(Me2)- 


n-Bu 


3 


9-871 


(4-Me)C6H4C(Me2)- 


n-Bu 


3 


9-872 


(3-Me)C6H4C(Me2)- 


n-Bu 


3 


9-873 


(2-Me)C6H4C(Me2)- 


n-Bu 


3 


9-874 


(4-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-875 


(3-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-876 


(2-MeO)C6H4C(Me2)- 


n-Bu 


3 


9-877 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-878 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-879 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


3 


9-880 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


3 
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n 


9-881 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-882 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


3 


9-883 


(4-CN)C6H4C(Me2)- 


n-Bu 


3 


9-884 


(3-CN)C6H4C(Me2)- 


n-Bu 


3 


9-885 


(2CN)C6H4C(Me2)- 


n-Bu 


3 


9-886 


(4N02)C6H4C(Me2)- 


n-Bu 


3 


9-887 


(3N02)C6H4C(Me2)- 


n-Bu 


3 


9-888 


(2N02)C6H4C(Me2)- 


n-Bu 


3 


9-889 


(4-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-890 


{3-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-891 


(2-Cl)C6H4C(Me2)- 


n-Bu 


4 


9-892 


(4-F)C6H4C(Me2)- 


n-Bu 


4 


9-893 


(3-F)C6H4C(Me2)- 


n-Bu 


4 


9-894 


(2-F)C6H4C(Me2)- 


n-Bu 


4 


9-895 


(4-Me)C6H4C(Me2)- 


n-Bu 


4 


9-896 


(3-Me)C6H4C(Me2)- 


n-Bu 


4 


9-897 


(2-Me)C6H4C(Me2)- 


n-Bu 


4 


9-898 


(4-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-899 


(3-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-900 


(2-MeO)C6H4C(Me2)- 


n-Bu 


4 


9-901 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-902 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-903 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


4 


9-904 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


4 




(o-MeUL>U)Ubrl40(jyieZ)- 


n-Bu 


4 


9-906 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


4 


9-907 


(4-CN)C6H4C(Me2)- 


n-Bu 


4 


9-908 


(3-CN)C6H4C(Me2)- 


n-Bu 


4 


9-909 


(2CN)C6H4C(Me2)- 


n-Bu 


4 


9-910 


(4N02)C6H4C(Me2)- 


n-Bu 


4 


9-911 


(3N02)C6H4C(Me2)- 


n-Bu 


4 


9-912 


(2N02)C6H4C(Me2)- 


n-Bu 


4 


9-913 


(4-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-914 


(3-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-916 


(2-Cl)C6H4C(Me2)- 


n-Bu 


5 


9-916 


(4-F)C6H4C(Me2)- 


n-Bu 


5 


9-917 


(3-F)C6H4C(Me2)- 


n-Bu 


5 


9-918 


(2-F)C6H4C(Me2)- 


n-Bu 


5 


9-919 


(4-Me)C6H4C(Me2)- 


n-Bu 


5 


9-920 


(3-Me)C6H4C(Me2)- 


n-Bu 


5 
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n 


y-yzi 


(Z - Me } O 6H 4 O (Me 2)- 


n-Bu 


5 


Q CkOO 


(4-MeU)Cbil40(Me2)- 


n-Bu 


5 


O QO O 

y-yzo 


(3-JVLeU)06H4C(Me2)- 


n-Bu 


5 


y-y24 


(2-MeO)C6H4C(Me2)- 


n-Bu 


5 


9-925 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-926 


{3-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-927 


/ft TV >r ftXT\/^^TT A /~i /mr e%\ 

(2-Me2N)C6H4C(Me2)- 


n-Bu 


5 


9-928 


{4-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-929 


(3-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-930 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


5 


9-931 


(4-CN)C6H4C(Me2)- 


n-Bu 


5 


9-932 


(3-CN)C6H4C(Me2)- 


n-Bu 


5 


9-933 


(2CN)C6H4C(Me2)- 


n-Bu 


5 


9-934 


(4N02)C6H4C(Me2)- 


n-Bu 


5 


9-935 


(3N02)C6H4C(Me2)- 


n-Bu 


5 


9-936 


(2N02)C6H4C(Me2)- 


n-Bu 


5 


9-937 


(4-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-938 


(3-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-939 


/ r» /^l\/~t/^TT >*/^/TV/r rt\ 

(2-Cl)C6H4C(Me2)- 


n-Bu 


6 


9-940 


(4-F)C6H4C(Me2)- 


n-Bu 


6 


9-941 


/o ■n^\ /^/>TT ^ /TV /r _ ft\ 

(3-F)C6H4C(Me2)- 


n-Bu 


6 


9-942 


(2-F)C6H4C{Me2)- 


n-Bu 


6 


9-943 


fA TV/T — \i^/»TT >l /TV n\ 

(4-Me)C6H4C(Me2)- 


n-Bu 


6 


9-944 


(3-Me)Lf 6x140 (Me2)- 


n-Bu 


6 






n-ou 


D 


9-946 


(4-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-947 


(3-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-948 


(2-MeO)C6H4C(Me2)- 


n-Bu 


6 


9-949 


(4-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-950 


(3-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-951 


(2-Me2N)C6H4C(Me2)- 


n-Bu 


6 


9-952 


(4-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-953 


(8-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-954 


(2-MeOCO)C6H4C(Me2)- 


n-Bu 


6 


9-955 


(4-CN)C6H4C(Me2)- 


n-Bu 


6 


9-956 


(3.CN)C6H4C(Me2). 


n-Bu 


6 


9-957 


(2CN)C6H4C(Me2)- 


n-Bu 


6 


9-958 


(4N02)C6H4C(Me2)- 


n-Bu 


6 


9-959 


(3N02)C6H4C(Me2)- 


n-Bu 


6 


9-960 


(2N02)C6H4C(Me2)- 


n-Bu 


6 
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n 


9-961 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-962 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-963 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


3 


9-964 


(4-F)C6H4C(Me2)- 


Bnzyl 


3 


9-965 


(3-F)C6H4C(Me2). 


Bnzyl 


3 


9-966 


(2-F)C6H4C(Me2)- 


Bnzyl 


3 


9-967 


(4-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-968 


{3-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-969 


(2-Me)C6H4C(Me2)- 


Bnzyl 


3 


9-970 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-971 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-972 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


3 


9-973 


(4-Me2N)C6H4C{Me2)- 


Bnzyl 


3 


9-974 


(3-Me2N)C6H4C{Me2)- 


Bnzyl 


3 


9-975 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


3 


9-976 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-977 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-978 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


3 


9-979 


(4-CN)C6H4C(Me2)- 


Bnzyl 


3 


9-980 


(3-CN)C6H4C(Me2)- 


Bnzyl 


3 


9-981 


(2CN)C6H4C(Me2)- 


Bnzyl 


3 


9-982 


(4N02)C6H4C(Me2)- 


Bnzyl 


3 


9-983 


(3N02)C6H4C(Me2)- 


Bnzyl 


3 


9-984 


(2N02)C6H4C(Me2)- 


Bnzyl 


3 


9-985 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-986 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-987 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


4 


9-988 


(4-F)C6H4C(Me2)- 


Bnzyl 


4 


9-989 


(3-F)C6H4C(Me2)- 


Bnzyl 


4 


9-990 


(2-F)C6H4C(Me2)- 


Bnzyl 


4 


9-991 


(4-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-992 


(3-Me)C6H4C(Me2)- 


Bnzyl 


4 


9-993 


(2.Me)C6H4C(Me2). 


Bnzyl 


4 


9-994 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-995 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-996 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


4 


9-997 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-998 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


4 


9-999 


(2-Me2N)C6H4C(Me2). 


Bnzyl 


4 


9-1000 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 
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ElO 


n 


9-1001 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1002 


(2-MeOCO)C6H4C(Me2)- 


Bnzyl 


4 


9-1003 


(4-CN)C6H4C{Me2)- 


Bnzyl 


4 


9-1004 


(3-CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1005 


(2CN)C6H4C(Me2)- 


Bnzyl 


4 


9-1006 


(4N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1007 


(3N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1008 


(2N02)C6H4C(Me2)- 


Bnzyl 


4 


9-1009 


(4-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1010 


(3-Cl)C6H4C(Me2)- 


• Bnzyl 


5 


9-1011 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


5 


9-1012 


(4-F)C6H4C(Me2). 


Bnzyl 


5 


9-1013 


(3-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1014 


(2-F)C6H4C(Me2)- 


Bnzyl 


5 


9-1015 


(4-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1016 


(3-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1017 


(2-Me)C6H4C(Me2)- 


Bnzyl 


5 


9-1018 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1019 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


5 


9-1020 


(2-MeO)C6H4C{Me2)- 


Bnzyl 


5 


9-1021 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1022 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1023 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


5 


9-1024 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


5 




Ca-MeUOU;CDJd40{JVle2)- 


Bnzyl 


5 


9-1026 


(2-MeOCO)C6H4C(Me2). 


Bnzyl 


5 


9-1027 


(4-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1028 


(3-CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1029 


(2CN)C6H4C(Me2)- 


Bnzyl 


5 


9-1030 


(4N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1031 


(3N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1032 


(2N02)C6H4C(Me2)- 


Bnzyl 


5 


9-1033 


(4-Cl)C6H4C(Me2). 


Bnzyl 


6 


9-1034 


(3-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1035 


(2-Cl)C6H4C(Me2)- 


Bnzyl 


6 


9-1036 


(4-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1037 


(3-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1038 


(2-F)C6H4C(Me2)- 


Bnzyl 


6 


9-1039 


(4-Me)C6H4C(Me2)- 


Bnzyl 


6 


9-1040 


(3-Me)C6H4C(Me2). 


Bnzyl 


6 
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j\>y 




n 


y-104i 


(2-Me)06H4C(Me2)- 


Bnzyl 


6 


y-1042 


(4-MeO)C6H4C(Me2)- 


Bnzyl 


6 


ft 1 ft ^ o 


(3-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1044 


(2-MeO)C6H4C(Me2)- 


Bnzyl 


6 


9-1045 


(4-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1046 


(3-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1047 


(2-Me2N)C6H4C(Me2)- 


Bnzyl 


6 


9-1048 


(4-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1049 


(3-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1050 


{2-MeOCO)C6H4C(Me2)- 


Bnzyl 


6 


9-1051 


(4-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1052 


(3-CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1053 


(2CN)C6H4C(Me2)- 


Bnzyl 


6 


9-1054 


(4N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1055 


(3N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1056 


(2N02)C6H4C(Me2)- 


Bnzyl 


6 


9-1057 


(4-Ci)C6H4C(Me2)- 


4-pyriciyl-CH2- 


3 


9-1058 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1059 


{2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1060 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1061 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1062 


{2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1063 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1064 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 






4-pyriciyi- L/xiz- 


o 
o 


9-1066 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1067 


(3-MeO)C6H4C(Me2). 


4-pyridyl-CH2- 


3 


9-1068 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1069 


(4-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1070 


(3-Me2N)C6H4C(Me2)- 


4.pyridyl-CH2- 


a 


9-1071 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1072 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1073 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1074 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1075 


(4-CN)C6H4CaVIe2)- 


4.pyridyl-CH2- 


3 


9-1076 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1077 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1078 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1079 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 


9-1080 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


3 
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n 


9-1081 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1082 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1083 


(2-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1084 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1085 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1086 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1087 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1088 


(3-Me)C6H4C(Me2)- 


4.pyridyl-CH2- 


4 


9-1089 


(2-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1090 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1091 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1092 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1093 


(4.Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1094 


(3.Me2N)C6H4C(Me2)- 


4-pyridyl-CH2. 


4 


9-1095 


(2-Me2N)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1096 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1097 


(3-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1098 


(2-Me_OCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1099 


(4-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1100 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1101 


(2CN)C6H4C(Me2)- 


4-pyridyl.CH2- 


4 


9-1102 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1103 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1104 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


4 


9-1105 


(4-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1106 


(3-Cl)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1107 


(2-Cl)C6H4C(Me2). 


4-pyridyl-CH2" 


5 


9-1108 


(4-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1109 


(3-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1110 


(2-F)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1111 


(4-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1112 


(3-Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1113 


(2.Me)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1114 


(4-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1115 


(3-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1116 


(2-MeO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1117 


(4-Me2N)C6H4C{Me2)- 


4-pyridyl-CH2- 


5 


9-1118 


(3-Me2N)C6H4C{Me2)- 


4-pyridyl-CH2- 


5 


9-1119 


(2-Me21SDC6H4C(Me2)- 


4-pyridyl-CH2- 


5 


9-1120 


(4-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


5 
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9-1145 


(3-MeOCO)C6H4CfMe2V 




ft 
xj 


9-1146 


(2-MeOCO)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1147 


(4-CN)C6H4C{Me2)- 


4-pyridyl-CH2- 


6 


9-1148 


(3-CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9^1149 


(2CN)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1150 


(4N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1151 


(3N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1152 


(2N02)C6H4C(Me2)- 


4-pyridyl-CH2- 


6 


9-1153 


(4.Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1154 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1155 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1156 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1157 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1158 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1159 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1160 


{3-Me)C6H4CH2C(Me2)- 


n-Bu 


3 
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n 


9-1161 


(2-Me)06H4Uil2C(Me2)- 


n-Bu 


3 


9-1162 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1163 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1164 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1165 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1166 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1167 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1168 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1169 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1170 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1171 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1172 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1173 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1174 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1175 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1176 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


3 


9-1177 


(4'Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1178 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1179 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1180 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1181 


(3-P)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1182 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1183 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1184 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


4 


♦7- JL XOO 




_ T> 

n-JtJu 


4 


9-1186 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1187 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1188 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1189 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1190 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1191 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1192 


(4.MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1193 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1194 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1195 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1196 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1197 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1198 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1199 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


4 


9-1200 


(2N02)C6H4CH2C(Me2). 


n-Bu 


4 
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9-1201 


(4-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1202 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1203 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1204 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1205 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1206 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1207 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1208 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1209 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1210 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1211 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1212 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1213 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1214 


(3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1215 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1216 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1217 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1218 


(2-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1219 


(4-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1220 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1221 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1222 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1223 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


5 


9-1224 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


5 






n-Bu 


6 


9-1226 


(3-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1227 


(2-Cl)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1228 


(4-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1229 


(3-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1230 


(2-F)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1231 


(4-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1232 


(3-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1233 


(2-Me)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1234 . 


(4-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1235 


(3-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1236 


(2-MeO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1237 


(4-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1238 


{3-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1239 


(2-Me2N)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1240 


(4-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 
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KIO 


n 


9-1241 


(3-MeOCO)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1242 


(2'.MeOCO)C6H4CH2CCMe2)- 


n-Bu 


6 


9-1243 


{4-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1244 


(3-CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1245 


(2CN)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1246 


(4N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1247 


(3N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1248 


(2N02)C6H4CH2C(Me2)- 


n-Bu 


6 


9-1249 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1251 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1252 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1253 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1254 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1255 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1256 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1257 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1258 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1259 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1260 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1261 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1262 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1263 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1264 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-l^b5 


(d-MeUCU)06rl40xiZC(Me2)- 


Bnzyl 


3 


9-1266 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1267 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1268 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1269 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1270 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1271 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1272 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


3 


9-1273 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1274 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1275 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1276 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1277 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1278 


(2-F)C6H4CH2C{Me2)- 


Bnzyl 


4 


9-1279 


{4-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1280 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 
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n 


9-1281 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1282 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1283 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1284 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1285 


(4.Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1286 


(3-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1287 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1288 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1289 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1290 


(2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1291 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1292 


(3-CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1293 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1294 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1295 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1296 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


4 


9-1297 


(4.Cl)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1298 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1299 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1300 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1301 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1302 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1303 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1304 


(3-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1305 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1306 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1307 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1308 


(2.MeO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1309 


(4~Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1310 


{3-Me2N)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1311 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1312 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1313 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1314 


(2.MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1315 


(4-CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1316 


(3-CN)C6H4CH2C(Me2). 


Bnzyl 


5 


9-1317 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1318 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1319 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


5 


9-1320 


(2N02)C6H4CH2C(Me2). 


Bnzyl 


5 
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O 






R9 


RIO 


n 


9-1321 


(4-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1322 


(3-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1323 


(2-Cl)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1324 


(4-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1325 


(3-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1326 


(2-F)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1327 


(4-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1328 


(3-Me)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1329 


(2-Me)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1330 


(4-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1331 


(3-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1332 


(2-MeO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1333 


(4-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1334 


(3-Me2N)C6H4CH2CaV[e2)- 


Bnzyl 


6 


9-1335 


(2-Me2N)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1336 


(4-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1337 


(3-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1338 


C2-MeOCO)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1339 


(4.CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1340 


(3-CN)C6H4CH2C(Me2). 


Bnzyl 


6 


9-1341 


(2CN)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1342 


(4N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1343 


(3N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1344 


(2N02)C6H4CH2C(Me2)- 


Bnzyl 


6 


9-1345 


(4-Cl)C6H4CH2C(Me2)' 


4-pyridyl-CH2- 


3 


9-1346 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1347 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1348 


(4-F)C6H4CH2C(Me2). 


4-pyridyl.CH2- 


3 


9-1349 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1350 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1351 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1352 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1353 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1354 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1355 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1356 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1357 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1358 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1359 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1360 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 
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VL- A Mn ■5J?- .,P_ 


K9 


RIO 


n 


9-1361 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1362 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1363 


(4-GN)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


3 


9>1364 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


3 


9-1365 


(2CN)C6H4CH2CCMe2)- 


4-pyridyI-CH2- 


3 


9-1366 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1367 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1368 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


3 


9-1369 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1370 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1371 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1372 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1373 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1374 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1375 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1376 


(3-Me)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1377 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1378 


(4-MeO)C6H4CH2C{Me2)- 


4-pyridyl-CH2- 


4 


9-1379 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1380 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1381 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


4 


9-1382 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1383 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1384 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1385 


(3-MeOCO)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1386 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1387 


(4-CN)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1388 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1389 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1390 


(4N02)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1391 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


4 


9-1392 


(2N02)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


4 


9-1393 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1394 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1395 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1396 


(4-F)C6H4CH2C(Me2). 


4-pyridyl-CH2- 


5 


9-1397 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1398 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1399 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1400 1 (3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 
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O 






xC9 


RIO 


n 


9-1401 


(2-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2. 


5 


9-1402 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1403 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1404 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1405 


{4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1406 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1407 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1408 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1409 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1410 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1411 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1412 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1413 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl.CH2- 


5 


9-1414 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1415 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1416 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


5 


9-1417 


(4-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1418 


(3-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1419 


(2-Cl)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1420 


(4-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1421 


(3-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1422 


(2-F)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1423 


(4-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1424 


(3-Me)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


A 1 jl O IT 

9-l4Zo 


{2-Me)C;6H4CJH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1426 


(4-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1427 


(3-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1428 


(2-MeO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1429 


(4-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1430 


(3-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1431 


(2-Me2N)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1432 


(4-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1483 


(3-MeOCO)C6H4CH2C(Me2)- 


4-pyridyi-CH2- 


6 


9-1434 


(2-MeOCO)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1435 


(4-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1436 


(3-CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1437 


(2CN)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1438 


(4N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1439 


(3N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 


9-1440 


(2N02)C6H4CH2C(Me2)- 


4-pyridyl-CH2- 


6 
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<^-f ';-A> 

# (Combi-A)® 3 > h U 7;i/-&fiJ6 

urvr 1 PyBOP(3eq.) o O O O 

nBu "r 
4-Sulfamy! butyryl AM resin /iBu 
(Safely catch linker. LL: 1 .09 mmoVg) A-01 j^^^j^^. ^ ^^^^^^ 

(Detemitned by I content) 

PdCl2(dppf)2(0.4eq.) O q^^O O 

aq-KgCOg (6 sq.) C^^J^^^'^.^'^ (20 eq.)//-Pr2NEt (5 eq.) 

ArB(OH)2(5eq.) \# „ H I J " 

DMi " ArOM1^A4)3-24 ^ ? 1-Methy.2.pyrrolidinone (NMP) 

nBu 

A-04-01~A-04-24 ^ nBu 

A4)01-A496 



a) I'i'^ A-O2 0-&jie : 4-;^;i/7 7 5;i/:/5=-';;i'AM l/i;> (3.9 g) ©JS<b;^5=- 
P> (80 ml) ^M-C l-:''^;i/-5-3-K^2-:t*V-l,2-i^b KD IfUS^V 
-a-*;!/;!?^^ (A.01)(4.1g),StJf vroi;;i/x^;i/T5 > (3.7 ml) 
JPx.fe. lO^m^bfe^t: PyBOP (6.6 g) tr^tST-in^, ^ 5) t 18 B^^Jti^ b 

i:irj;»)Vi?>(A-02)[5.2g, 92%(3»>^5clS^*f)] 

b) V 5^ >(A-03-01~A-03-24)©^J5)6 : U > A-02 (150 mg) ^ 24 <i® 7 ^ ;^ n 
l::^Sb, ^tl^ tit: DME (2.5 ml), PdCl2(dppf)(35mg), Ty.-;!/^'^^ (5 
iS), Sy^i^^* U "^Azk^^ft (2M, 0.34 ml) <£linitfe. 80 'CT? 18 
bfe^, ^S^>*at3lb, 7jc, THP, Jv:^^;i/tfD U K>. m.'(h:)i^U>. Rif 
J^-x;i/T-|i^^?f i: t D 1/ > A-03-01~A-03-24 ^mtc. 
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c) lyt^> A-04-01~A-04-24 CD-&J^ : 1/ > A-03-01~A-03-24 IZ N-?i t: D 
>J K > (2.0 ml), 3 - b ^ h U;!/ (0.16 ml), N,N-P-('jru \i )V }]/ 

TXy (0.1ml) ^^^-^mXtc. 24l^fflif^Ufcm, Vi^V^^BSlb, N-y^=f 

5 04-01~A-04-24 ^fffe. 

A-05-01~A-05-96 O^fig : A-04-01-'A-04-24 O-^n-^tlS^ 6 4 

^t!ib, 96 5i^rix- hc^^-aufe. -eti-etii:: THF (0.7 ml) ^m^kmiz, t 

^ 24 Vi?>C€ti^njPx.fc. 24 BtKtii: 5 Ufc^{;:iS^-?B^{b 

>iU-l,2-i^t h- D U 5^'>-3-*;i/7}f>^ A-001~A-096 
JlilTt A-G01~A-096 ©^^jl^grg^-To 



260 



wo 02/053543 PCT/JPOl/11427 



mi 2 5 



No 


mm 


No 




A-001 


o 


A-008 


o ^} 


A-002 


0 9^ 

6/ 


A-009 


\ 


A-003 


o 9^ 

^ ) 


A-010 


ON 


A-004 


o 


A-011 


0*N 

1 


A-005 


0 


A-012 


0 ifVA 


A-006 


0 

6/ 


A-013 


a 

0 s\ 
\ 


A-007 


0 


A-014 


CI 

ON 
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No 


mm. 


A-015 


CI 

0 s-i 

\ 


A-016 


CI 

0 si. 

L 

\ 


A-017 


1 


A-018 


1 

\ 




A-019 


1 

\ 




\ 


A-020 


A-021 


s fir' 



No 




A-022 




A-023 


\ 


A-024 


\ 


A-025 


O OA 

\ 


A-026 


\ 


A-027 


0 0-^ 


A-028 


0 OA 
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No 


mm 


No 


mm. 


A-029 


S A 

1 

\ 


A-036 


0 'OyT^ 

0^ O^N^ 

\ 


A-030 


ON 

S 

k 


A-037 


0' 


A-031 


\ 


A-038 


CUnU^ 

O'^N 


A-032 


s 


A-039 


O' 

jQfNYr^ 


A-033 


1 


A-040 


o' 

w IN 

X 


A-034 


ON 

\ 


A-041 


0 V>| 


A-035 


o '0-,r^ 


A-042 


O^^N 
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SI 2 8 



No 


mm 


A-043 


\ 


A-044 




A-045 


/ 


A-046 


6/ 


A-047 


9 


A-048 


9 Jft°> 


A-049 





No 


mm 


A-050 


\ 


A-051 


9 

\ 


A-052 


9 

rN^NVV^ 

\ 


A-053 


\ 


A-054 


ON 

\ 


A-055 


O^N-" 

\ 


A-056 


O^N^ 

\ 
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No 


mm 


No 


mm 


A-057 


\J In 

\ 


A-064 


\ 


A-058 


n M 

\J IN 

\ 


A-065 


^ ON 




F ^ ON 

v 


M"UDD 


0 N 

\ 


A-060 


ON 

\ 


A-067 


O n-S 
O N 

\ 


A-nfii 

r\ \J\J 1 






X 


A-062 


1 

\ 


A-069 


X 


A-063 


0 s-\ 

\ 


A-070 
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SI 3 0 



No 


mm 


No 


mm 


A-071 




A-078 


ON 

1 


A-072 




A-079 


2 lyF 


A-073 


1 

\ 


A-080 


^F 

2 i^F 


A-074 


1 

\ 


A-081 


0 a^ci 

\ 


A-075 


/r-^YsT^F 

F^ O'^N ^ 

1 

V 


A-082 


ON 
\ 


A-076 




A-083 


0 ci^ci 
\ 


A-077 




A-084 


0 ci^ci 
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No 


MM 


No 




A-085 




N 


A-091 


/ 

\ 


A-086 


c 


5 N 
\ 


A-092 


/ 


A-087 




A-093 


\ 


A-088 




ON 

\ 


A-094 




0 f^" 

\ 


A-089 




/ 


A-095 




A-090 




/ 

N 

\ 


A-096 
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o 



unn y — ^ JJ. ^ y V 1)R-NH2(2eq.) „ 




nBu nBu /,b^, 

B-01 B-02 B-001-B094 



a) l-rg^;i/-2-5rdpv-l,2,5,6,7.8,9,10-:tiJ7^' t Y O -i/ i7 D t [b]\f V iP>-3- 

)V-2-:t^V -1,2,5,6,7, 8,9,10-7t i7 b: H D -i/ ^7 D ;t ^7 ^ t: y i7>-3- 
(B-01) (416 mg^ 1.50mmol)^& (15 ml){:: Ls mih^:^ 

-)]^ (328 4.50 mmol)<£|)nx.s 65«C 20 ^^iS^ 5 o Cl©Sl&?g^«ffi 
aiit-S^ J: t). l-:r^;i/-2-:^drV-l,2,5,6,7,8,9,io-:ti'^ t Kp-^/^ n:t 
10 if ^[b\\^^) i^y-z-ij )Viirs=.)Vi; u ^) ^•(B-02)t:^f fco 

b) l-:?'^;i/-2-;r^V-l,2,5,6,7,8,9,10-;r^^:J? t F n -i/ ^ P :t [A] If U 5;>-3- 

7? (B-03-01~B-03-94)©-&fig 
iftS-^^SI^-fb iV-^ y >#fli(1.93 mmol/g)§ 96 5tSi^;n/- h t 15 

mg-To t^aUfcCDfes T§ >(R-NH2)0 50 mM Jg-fbpt 5^ 1/ >^?S^ 300 DU M. 
15 'fb><^V>(700 □!), l-:^5";i'-2-;r^V-1.2,5,6,7,8,9.10-*i'^ t K P-$^^ P;t 
^^ [A]l:f y S^y.3-*;i';J?^;i/i' D y K(B-02)CD 30 mg/ml M-fb-J^ I' 

100 Di ^ 996 ^SiSri/- h t^n^niPx.feo 

si^faiii: 5 Lfco ^i'^bp{^^>7?^5fe^tu^s^s^&^«ET^!®*■r 
2o fcKlJ: t) B-001~B-094 feo 

JUTt: B-001~B-094 0:^3t:&g^fo 
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No 


mm 


No 


mm 


B-001 


Oj^ 0 

\ 


B-008 


a 

\ 


B-002 


0 


B-oog 


0 


B-003 


1 


B-010 




B-004 


\ 


B-011 


\ 


B-005 




B-012 


CI 

U N ^ — ^ 


B-006 


1 

\ 


B-013 


\ 


B-007 


/ \ 


B-014 
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No 


Mia 


No 




B-015 


O 

o^nW 

s 


B-022 


P 










B-016 




B-023 




B-017 


\ 


B-024 




B-018 


1 


B-025 




B-019 




B-026 


x,N^ 0 

\ 










B-020 


1 


B-027 


0 N^-^ 


B-021 




B-028 
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^13 4 



No 




No 




B-029 


CI 


B-036 


to 

\ 


B-030 


\ 


B-037 


O'^N'^ 0 


B-031 


o 

\ 


B-038 


«o^to 


B-032 




B-039 




B-033 


o 'O^r^ 
s 


B-040 


0' 

1 

\ 


B-034 


\ 


B-041 


1 

\ 


B-035 


\ 


B-042 


o 
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1 3 5 



No 






0 N^^/ 


B-044 


1 

\ 


B-045 


•^Nvj^ 0 

\ 


B-046 




B-047 




B-048 




B-049 





No 


mm 


D-UOU 




B-051 


0 

U y 


B-052 




B-053 




B-054 




B-055 


ON 


B-056 
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^13 6 



No 






O 


B-057 


o n'^^ 


B-058 


' \ 


B-059 


^^^^^^^^^^^^ 






B-060 




D-UOl 




B-062 


1 


B-063 





No 




B-064 


0' O 

\ 


B-065 


\ 


B-066 




B-067 


s 


D-Obo 


CI ^ ON 

\ 


B-069 




B-070 
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No 




B-071 


\ 






B-072 




B-073 




B-074 




B-075 


= 0 


B-076 




B-077 





No 


mm. 


B-078 


1 


B-079 


f^^ 0 


B-080 


o 

\ 


B-081 




B-082 


1 

\ 


B-083 


Hi 0 






B-084 
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No 




B-085 


N'^ 0 

\ 


B-086 


\ 


B-087 


1 


B-088 


\ 


B-089 


(T^ 0 



to 
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No 


mm. 


B-091 


0 

\ 


B-092 


L 

\ 


B-093 


cr^to 
\ 


B-094 


0 
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(MP-Caifoonate) 

a) Ar.(i.:/5^;i/-5,6-i?^5^;i/-2-;t^V-l,2-i?t Ko-lf U i^>-3-W;i/) t;!/^;!/ 

7$ H^*#: (C.02.01~C-02.19)CD-&fi8 

5 ^^^H^-fb iV-^ f-;!/^;!//}^ U >M(3.0 mmol/g):& 48 :^^:M^S7•L'- h t 50 

mg "To ^MUfe£D-^s 3-T^y-i-:?'f-;i/.5,6-5^^5^;i/-i^-t:Ut?>-2-:t> 
(C-O1)0 25 mM^-ftl^^^UV^^jgS 2 mU ^iJ' D U F (R-COCl.O.lO inmol)>&M 

^S-C 15 Ufe^fc^^?@^{b*-7K:h- hMJJi(MP-Carbonate) 

^JiflETTW^t-SCiltCj; D C-02-01~C-02-19 ^Itfeo 
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No 




No 






F F 

\ 


o-uuo 


O 

\ 


C-002 


\ 


C-009 




C-003 




C-010 


F OQi^K 


C-004 




C-011 


CI OoiN'Jx 


C-005 


CI OqI^K 

\ 


C-012 


CI OrN^M-k. 
O N ^ 


C-006 


CI 


C-013 




C-007 




C-014 
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^14 0 



No 


mm 


C-015 


\ 


C-016 


KJ Kj \J r* 


C-017 


\ 


C-018 


\ 


C-019 


\ 



u.mm 1 t h CB2 ^^f^^-^m^mm 

t h CB2§^<*:^n- KtS cDNAiS5!l (Munro^, Nature, 1993, 365, 61- 
65) i&tliaajiaffl^^^^ ^ --cafe 5 pSVL SV40 Late Promoter Expression 
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Vector (Amersham Pharmacia Biotech %t) © T^D t — -J' — TSKJ^t Jlg^r |Sl tjf 
Abfeo n^tlt^mM^^ LipofectAMINE (Gibco BRL%fc) 

X. m^mm cho i^immmm^zhtdi^^x h^^j^^^i^i^s^Us cb2 s 

5 CB2 ^mi^^mm^-^tz cho mmt^^mmLtcmms,^. ^mt^t^Rn 

38,000 dpm 0[3H]CP5594O (mmm 0.5 nM : NEN Life Science Products 
^;^l%{c:^ Ty-b -f (0.5% ^Jfil?iT;i/:r * ><&^tf 50 mM Tris-HCl 

^ (pH7.4) . ImMEDTAx 3mMMgCl2) tf-^x 25°C> 2mm'0^^^~-> 
3>bfe^x 1% 5}fUxg^l/>^ § y^MLtz^^Xy ^ )\^^~GF/CiZXmMl. 
10 fco 0.1% BSA ^^tS 50 mM Tris-HCl il®^ (pH 7.4) CT^^^s m<*:i'> 

iS^tt 10 fM WIN55212-2 (US 5081122 HBis© K y -f ]^^^iJ^TZ2~7. 

Research Biochemicals International tt^) W^TXM^l-s WMfl^^^^iZ 

15 \^ h cBi ^^ti^izMir ^^-^mmt. cBi^mi!^^^^mmt?> cHomm^ 

±mtm\^:^mx^fmb. ^(Drnm^^m^^^-cn-ofz. cine.®^-^^^®^^^ 

#^nfeS^1^^b^^©#t V1i>i-\^y^ \'§imi^i:iMt^ Ki^^mzmLtzo 
miZmVrzt^*)s *^B5©-®0'fb-&i^{ix CB2 g^ft^© CP55940 (US 
4371720 SB i^©*>:Mf>''f KS^il^Tn-:^;;^ b) ©ig^^£iaSUfeo 
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mi4 1 



ib^i^l W (nM) 





CBlS^i*: 


CB2S^f*: 


2-004 


nt 


101 


3-010 


nt 


57 


3-038 


1252 


12 


4-001 


2851 


28 


4-002 


746 


17 


4-003 


680 


44 


4-052 


1497 


24 


4-053 


254 


6 


4-054 


482 


6 


4-056 


551 


8 


4-061 


124 


2.5 



n.t.: not tested 
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ib-^m Ki (nM) 



4-062 


>5000 


4 


4-101 


890 


1.5 


4-102 


908 


1.6 


4-104 


54 


6 


4-105 


91 


2.1 


4-301 


1769 


8 


4-302 


>5000 


10 


4-310 


512 


9 


5-005 


391 


16 


5-006 


390 


14 



SL^-i^3>(0W:. U > (i^JiS 4 /uM, SIGMAtt) ^m^X20^ 

>^:i-^—^y3>Ltzo IN HCl S^inbTSJfS;*^±$-&fc^x ±m^<D 
cAMP 4 ^ Amersham Pharmacia Biotech 1±M0 EIA kit ^ ffl l^ XM^ U o 7 

10 yf)V7.=i V >mm^x^ cAMP^fiKS7 u ymm^i^^y^x ioo%t 

15 tifiX^^o 
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1 4 2 





IC50 (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



nffi HI -7^:7.(7 m^)^mus 10^ f@® sHBc ^^^^^tc'^m^m&j^iio mi) 
taM'tsc iitj; tt^ffrso M*»e> 5 a^tc 10"^® srbc 

Si8liSl^(40 mDtait-rsc: fcfc: ct D DTH Rjl&^mmt^o :!57>:Mfy-f K 2 
DTHS/Sm^ 1 ^F4Ki*5J;lif 5 B$P^^K:igPS;-^(10 ml/kg)-rSo SRBC &m 24 

Welch® tl^^St J; Dfrifea i:*sT-§sP<0.05 ® i: ^WitM^ D h 
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1 . s; ( I ) : 
rs 

®^^^lTl^T^) J:^^^;;^>'^•^'f ;^^ -< V5=•;^i'7':^ aSl 
$tiTiNT<& J;^^7'^ y ^ th-D:^^/, T)\/zi^'>/^ t;!/-^;!;!/ 

DXfiiE; : -Y»-Y2- Y^-R"^ (^ffs Y i StJ^Y ^ tt^tL^ni43i LT^iS 
10 ^3^(iS^^^^^•rl/^■c*)a;v^7';^:^^>^?s D ; Y2(i#^-^^ -0-. - o-c 

( = 0) -o-c ( = 0) -0-. -o-c ( = 0) -NR"-, -0-SO 
2-. -NRb-, -NRb-c ( = 0)-s -NRb-SOg-N -NR«'-C ( = 
NH) -NR>>-C ( = 0) -O-s -NRb-C ( = 0) -NR"-. -N 
R^-C (=0) -NRb-SOa-s - N R " - C (=S) -> -NR»'-C ( = 

15 S) -NRb-, -NR^'-S O2-NR*-. -NR»»-C ( = NH) -NR»-, 
-S-. -SOa-O-^ -SOz-NR"-. -S02-NR'>-C ( = 0) -N 
R"-. -C (=0) -0-^ -C ( = 0) -NRb-^ -C ( = 0) -NR**- 
C ( = 0) -C (=0) -NRb-C (=S) -C (=S) -NR"-. 
-C (=S) -NRb-C (=0) -C ( = NH) -NRb-, -C ( = 0) 

20 -^ -C (=0) -NR»>-C ( = NR'') -Rii-C ( = 0) -NR^-NR'' 
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R^itykM^ gi^l^^lrl^T^) J;^,^5';^:^^;^^ S^S^tL■c^^T% «t^^r;^'ir-;^, 

i^Ti-V. MJ^^ntVNT*) J:v^7^y^ tKn:^s/^ T;i/3^i/> 

^ h d Xtt^ : - -R ° (!S;ff. YMi^Jg-^^ -0-. -S-. 
-SO-^ -S02-. -NH-> -C (=0) -CHz-x -C ( = 0) - 
10 NH-:sitt-NH-C ( = 0) -Ti&t) ; R°ttjSg|^^lT^^T*J;^^MlmS;^ 

i/, 7';i/n:^i/, 7';i/^;i/^:;ts 7;V"ir::z;i/:;r ^s^^ 7;!/^ 

;i/x;i/7 >f - b oxKiC : - Y ^ - r<i (^^j^ Y« 

0-s -S-. -SO-s -S02-^ -NH-^ -C ( = 0) -CH2-. 
20 -C (=0) -NH-E-3Z.tt-NH-C ( = 0) -X%^ ; Ett#iS-&3Z.ttfi 

25 T^iz-ir-pi/, t;1'^-1/>s -o-s -s-x -so-. - 

SOz-s -NH-s -C (=0) -s -C ( = 0) -NH-E-Xtt-NH-C 
(=0) -T-feD ; E{i#^^3l{ig^fe$^l•r^^Tt»<tt^7;^^^>-^:fe D ; R° 
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S Ife $ ti T ^^ T * J; ^^ illfe ^ ti T T § J: ^^ * 

Tl^-C*) J:VA^^iSC2 W±0T;i/=^;i'XttS : -Y«-R« Y^RXfR^ 

20 $n-tl%Tfe J:l^^5^D•t>■'f T-g^^n-SS-^ &-5.^5l<CD^ffl^ 2]^ 

4. R : -Y'- Y2-y3-Ra (^,|,^ yi, Y2. Y^, R'^SV 

25 5. R ^AS^ : - Yi-Y2-Y3-R^ (^Ff, Y». Y3Si;cRa(iS^0 

«gH|g i:Si:I^St^7?$» b ; Y^tt-o-. -NR^-C ( = 0) -Xit-C ( = 
0) -NR'^-t-fet) ; RN±7J<^X^i«^^^tl•r^,^T^.ctv^T>'^:^;^T•^2)) t- 
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D ; R'^(iff^^n•r^^•r^)<fcv^5"J-;^xttS^fe^tlTv^•r^) 
10 5^CD|SH^ 6 m^m<Dltj yi-MJ^ K 2 Mg^#:Mffl<4g|gli^i^o 

Y 3 (i -e ti ^ nai: u T ^iS^X am $ tl T V^ T ct V> T W >( il b 

i'. yi-^ )V X )V ^ /X\tTi^)\^^^) ; Y2(i#j^^, -0-. -O 

-C ( = 0) -0-C (=0) -0-> -0-C ( = 0) -NH-. -NH 
25 -NR*>-C ( = 0) -> -NH-C (=0) -0-. -NH-C ( = 0) - 

NH-^ -NH-C (=S) -NH-^ -.S-. -SOg-O-^ -SOz-NH 
-SO2-NH-C ( = 0) -NH-. -C ( = 0) -0-. -C ( = 0) - 
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NR^-. -C (=S) -NH-. -C ( = 0) -NH-C ( = 0) -C ( = 
0) -NH-C (=S) -C (=0) -C ( = 0) -NRi'-C ( = NR 
M -R\t-C (=0) -NH-NR'>-f^ D ; R * ^sglfe^nT V^T 4. J; 

<fc^^r^y^ 7';i/n^i/, T)i^]y >i^:t^i^^ j\u^>^ t)U 

20 R3AS2k^> ;\ufy^\t^: -y^ -r^ (Sipfs Y^tt^^-g-, t';!/ 

(B^SiiUTttN nuffy^ t;i/=^;i/s 7';i/drb> 
— -'I' (g^^^i:b■rtt^ /ND-yv, T)]/-=i^^y, 7 )\/-^vyv-t^i^ 

R**s7jc^. r;i/:^r;vx{iiC : -Y5-Rd (Stf. Y5|i#i^^-t?feD ; R<»id:7 
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T'fe cfcV^^|^it3 W±CDT;1/^;1/ {mm&tLX\t.s nu^>s th'Ddri/, y 
h% T^y^ T)V:2^iy^ T ~)U:t^ty , T J\/ ^ )]^ 7. )Vt^ - )\/ :t ^ ^ 7 
>>;i/^;4-^ 7^y)\;7XJ^ 7'^)—)\/i3)\/if^-}\/7XJ. 5^ ^ D T ;i/ ;i/ * ;i/ 4? - 

25 try ^ F 2MS^{*i^SH4gmiffifig!glo 
14. (I) : 
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r2 

(J) 

Is "* 

(Sf^'^ E MiSf; : - Y^- Y^-Y'-R"^ (^ffs Y^. Y^ Y3St^•R*'{iif 

RMi7jc^XttBI^$tiTV>r*) J;l^T;^^;^-efe D ; 

<t^^^^^i^3 w±®T;i':3p;i/Xli5* : -y^-r^ i^fp. Y '^RtPR^itmi^om 

mmi^'^ifiift-^Lxi^x'b ^^^m^mm[^x\,^x% J: < 
15 x\tm}!t0f^mmimtmmmx^^ ; 

mv. R^Rv^R^ifi-miztj^^x. m^t^m^tmzmm^nx\,^x^x\<^^ 
>^>m^m^'r?>m^it. r^ass; : - yi-y^-y^-r^ (^t^f,^ vufi^ 

^•^-eSD ; Y3ASiEJfe^tlTV>T4>J:ir>T;i/:^V>-efeD ; Y2{i-NR'»-C 
( = 0) -C ( = 0) -UR^-X^\) ; R»ttBtfe$nt^^■C4)J;V^^lSiS 

20 ^m^itm^^nx\,^x%^\,^w.m^^&x$> o ;R»>{d;7X^3z.^iam^i^-cl,^•r 
J:^^7;^^;i/■efeSo ) x^-^ti^&x&^ 

R3srj^R*A^-iiic:*^T^ mm-t^m^t^i:if^m^j^mm (fiu^ r 
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Y»As#ig^-efe t). Y^ifix.^\y>-Q^^^ Y^ifi-C (=0) -NR"-"?? 
5 $)Ds*^oR»As;^;i/ 77^-1' MJfe^tifc 7 x f 5^ ^ •& S T" & 

^:^^&l^<o ) -^m^n^ih-^m. ^©T-nK^yi^. *®M^±fF^^ns 

15. Ri*sSCi:-Y»-Y2-Y3-RM^4'>Y^ Y 3^^t>*R "tt©* 
©$Bffl^l 4]^i:I^M^-Cfe t) ;Y2tt-0-. -NR^-c (=0) -Xtt-C 
10 (=0) -NR»'--e$.t) ;R''«7Jc|gxl*sm$^^T^^■r* J:v^7';^^;^•r-fes) 

1 6 . R3;R^>•R4AS-i^{c:feo-CV^:^V^W^©ISH^ 1 4JSX(i^ 1 5 M 
16 17. R3;RtjcR4^_;^{:::^-5^^ g|g^^jg^^^{^^^pjlg^;j^ye/ 

18. Ri;{)SSC:-Yi-Y2-Y3-Ra (^4,^ Y Mi^Jg-gri: D ; Y^ 

20 {ittl^$n'r^^T^) J:v>T;i/^i/>-efe t) ; Y^it-o-. -nh-c ( = o) - 

Xti-C ( = 0) -NH-T-SD ; RMig^^ntlrNtt) J;VNj^^^^SX(4m 
R^i!}iT)\^^JV, J\U^y:Zlt^ : -Y5-Rd (^tja, YSfi^ig^-efe D ; R 
25 5) -e^p^nsSTS) D ; R*i6S7jc^Xtt7';i/^;i^-r-* D ; R5Asglfe$n-CV^■t 
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19. A il) : 



iS-^X(ifim$ttTV>T*) J;V^T;l/^l/>T*$> D ; Y ^ - C (=0) -NR»- 

iFRMi-i^d^dioT. mmt ^m^t^iz^wmmmm «ibs R»*sii«itT 

15 a; : - Y8-Re (^cf,^ Y«ttS^j|^^^•C^^T^) J;^^T;^4^^>t?fe ♦) ; R^itn 

tt^ig^Tf&S) *»oRi#S; : -Y»- Y2- Y3-R» (^Sill's Y» 

JStXfY^ifiM^^^X$>t) ; Y2AS-b--^fet) ; R 7 a: - ;i/-efe § ) T-5^^tl5 
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2 1 . 



^ (I) 




5 C ( = 0) -NRb-T-afe t? ; Y3{i#M^3JttilJ^^tLTt,>r * > 

SS-efe t) ; R''tt7jc^-C$>S) -es^$n?)^T-S D ; R2tt*lgT-fe ?) ; R3{i 
^ : -YS-Rd (^4., Y5{i#i^^, R'^tilSm^nTVNT'fe) 

10 7';i/^;i/T-^ t) ; R5{i^^|g:3 W±®7;bdp;i/XfiS; : - Y^-R^ (SCi^i, Y6 

B JSS ^ *l T V N r *) J: V ^ J/ D T ;i/ ^ ;i/ X a ife $ il T V ^ T % J; V ^ 'N D T y — ; 1/ 

16 2 2. M^OlSffl^ 2 1 ]II3i^0{b^t?x *©7*n y ■€-®S!ll± 

fpg $ ti s Jgx * ® S iSlfn t> o 

2 3. ( I ) : 



(SCtf. Ritt^:-Yi-Y2-Y3-Ra (jjipf,^ Y ^ S V Y ^ tt^Sg^f D ; 
20 Y^tt-NRb-C ( = 0) -T'fe b ; R''«M^ft^nT^^T^> J;V^^^^^CST• 
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5 2 5. ^ : 




{^^. Yiimm-^. -NH-. (CH2) l_5-t?feD^ Y2(d:- 

c ( = 0) -NH-xtt-NH-c ( = 0) Y ^ fi^i^^xttsife^ n 

Y6tt7;i/:^ri/>-cfe ij ; R tiT T J; ^^TU-;^^ fi*fe$tiTv>-c 
CD s[m±ff ^ ^ n s 0 ^^ffl » 

2 6. YAS- (CH2) 3-'^fe5«f:Si6DfgHSg2 5llSB«0^b-&tls 



2 7. ^ : 




NH-Xtt-NH-C (=0) -■t-fe?)> Y3(±#i^^X^i®m^nTV^T'&ctV^ 
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10 mxit^ommmmo 

2 9. lf^®®Hlll 4]W~^1 ^2 0]^. ^2 2:g. ^2 4-^ 

3 0. *>:Miy H 2^§§#:i^flittT-$>SK5i?®l6ffl^2 9:^iB®® 



15 3 1. mi}imm-^^?>m^(Dmmm2 9mmm(ommmMc 

3 3. Wii«?&iii^Jt?a&S»*®|gfflM 2 9ag3«50E^iiafigi^o 

3 4. mmmx'$>^m^0mmm2 9mmm<Dmmm.m<^o 

3 5. ^3?©igH^ i3S~^ 1 3]^®v^•rnA»{c:iBm®<b^tI$^s-^-r^ 
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1. [2 Claims Nos.: 35 

because they relate to subject matter not required to be seardied by this Authority, namely: 

Claim 35 falls under the category of methods for treatment of the human body- 
by therapy, that category being provided for in Rule 39.1 (iv) of the 
Regulations under the PCT as a subject matter of international applications 
which requires no international search. 

2. QaimsNos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international seaidi can be carried out, specifically: 



3. QaimsNos.: 

because they are dependent daims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 
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This Intemationa} Searching Authority found multiple inventions in this intemation^ application, as foUo^vs: 
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1. 02 As all required additional search fees were timely paid by the applicant, this intemationa] search report covers all seaidiable 

daims. 

2. Qjj As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. I I As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically daims Nos.: 



4. No required additional search fees were timely paid by the applicant. Consequently, this international search report i 

restricted to the invention first mentioned in the claims; it is covered by daims Nos.: 
(See extra sheet) 
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I [ No protest accompanied the payment of additional search fees. 
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This international application relates to a medicinal composition 
with a cannabinoid 2^type receptor affinity which contains as the active 
ingredient a compound having a pyridone moiety and to the pyridone 
derivative compound. 

Medicinal compositions with a cannabinoid 2-type receptor affinity 
which contain as the active ingredient a compound having a pyridone moiety 
were already disclosed in docviments, i.e., EP 887340 Al and WO 99/02499 
Al, published before the priority date for this international 
application. In claim 1 and other claims of this application, the term 
"exclude" is used for the active ingredient to exclude the active- 
ingredient compounds disclosed in those documents. 

Although the active-ingredient compounds disclosed in those 
documents have been excluded from the claims, the points which remain 
unchanged are that the only technical feature common to the subject 
matters of the claims is to use a compound having a pyridone moiety as 
the active ingredient of a medicinal composition with a cannabinoid 
2-type receptor affinity and that this technical feature is not novel. 
Consequently^ this technical feature cannot be regarded as a special 
technical feature provided for in Rule 13.2 of the Regulations under 
the PCT in view of the prior art techniques. In the current claims, a 
subject matter having a special technical feature cannot be recognized 
until a specific combination of substituents in the active ingredient 
represented by the formula (I) is specified. 

In order to specify a combination of substituents in the active 
ingredient represented by the formula (I), the choices with respect to 
each of Rl, R2, R3, R4, and R5 are first classified into groups based 
on sx±>stituent siitdlarity. 

Five groups of choices for Rl: 

1) hydrogen, 

2) halogeno, 

3) cyano, formyl, acyl, carboxy, alkoxycarbonyl/ optionally 
substituted carbamoyl, and isothiocyanato, 

4) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

5) -Yl-Y2-Y3-Ra. 

Six groups of choices for R2: 

1 ) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulf inyl, alkylsulfonyl, and nitro, and 

6) -Y4-RC. 

Six groups of choices for R3: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 
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4) cyano, fontiyl/ acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl, isothiocyanato, and nitro, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, and alkylsulfonyl, and 

6) -Y5-Rd. 

Five groups of choices for R4: 

1) hydrogen, 

2) optionally substituted alkyl, optionally substituted alkenyl, and 
optionally substituted alkynyl, 

3) halogeno, 

4) cyano, formyl, acyl, carboxy, alkoxycarbonyl, optionally 
substituted carbamoyl,, and isothiocyanato, 

5) optionally substituted amino, hydroxy, alkoxy, alkylthio, 
alkenyloxy, alkynyloxy, alkylsulfinyl, alkylsulfonyl, and nitro, and 

6) -Y5-Rd. 

Three groups of choices for R5: 

1) hydrogen, 

2) carbocyclic or heterocyclic group optionally having one or more 
heteroatoms and/or unsaturated bonds in the ring structure, and 

3) -Y6-Re. 

The claims disclose inventions containing as the active ingredient 
a compound specified based on a combination of choices out of the 
respective groups. Namely, the number of medicinal compositions 
disclosed in the claims is regarded as equal to the product of the numbers 
of the groups of choices for Rl, R2, R3, R4, andRS, i.e., 5x6x6x6x3=3,240. 

(The invention relating to the compound and those subject matters 
in which Rl is -Yl-y2-y3-Ra comply with the requirement of unity of 
invention . ) 
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An international search for this international application was made 
with respect to, among those subject matters, compounds corresponding 
to the compound 1-001 described in the description, wherein 

(1) Rl is selected among optionally substituted amino, hydroxy, 
alkoxy, alkylthio, alkenyloxy, alkynyloxy, alkylsulfinyl, 
alkylsulfonyl, and nitro, 

R2 is hydrogen, and 

R3, R4, and R5 each is optionally substituted alkyl. 
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